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(57) Abstract: Novel carboxylic acid derivatives of general formula (I), 
salts of the same, esters thereof, or hydrates of them, which are useful as 
insulin resistance improvers: and drugs containing the derivatives as the 
active ingredient. In said formula, R 1 is hydrogen, hydroxy 1, alkyl, or the 
like; L is a single bond, a double bond, alkylene, or the like; M is a single 
bond, alkylene, or the like; T is a single bond, alkylene. or the like; W is 
carboxyl, -CON(R w1 )R WI , or the like; represents a single or double bond; X is oxygen, alkenylene, or the like; Y is an aromatic 
hydrocarbon group which may contain a heteroatom, or the like; and Z is an aromatic hydrocarbon group which may contain a 
hctcroatom. 
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mmm 

mmm (Diabetes mell itus) litems >ZV > (fl$8i©7>y;W\>x& 0 

(insulin dependent diabetes mellitus: IDDM : Ife—M^MM) t-(>7,V># 
ft^ttliS (non insulin dependent diabetes mellitus: NIDDM : &-M&mm) 
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<T b\ h^lt'S K&£© 7 1/7 (SU) ItM/f*HX 
ytS.ZOMtfJ'f'i H (BG) H&£#£fflSnT^**«, NIDDMC^SKD^tStt-f 
'J <h-f >X "J >J£inT-fe 0 . UK (3 SBUg^ £ ©-f U >#&£j&l»T 

Z tie £5fe#fSfc«>®T L HflUB ©H«H583^ii«) btlTfe h □ ^ 'J * 
V> (Trogl i lazone) . tT:*£ r U*7> (Piogl itazone) > D->^U*7> 
(Rosigl i tazone) fct'c^J'/U 5?>»i»flEft-f >X U >^fextt^#^ tnJtt'ti, 

?TV"J S^>*©SI»tt«il&IMSO»fl;K:HflkL, &l*lg#ftT"£>3PPAR7 
(peroxisome prol iferator-activated receptor gamma : flBflfrSBJj&©$Hfc£Jlil& 

£¥E^) *^UT*©^fflfe58SlxT^*Ct3&«to3^oT*fc (J. Biol. Chem. . 

270, pl2953-12956. 1995) „ £©ffiJBIft8BII&©$HfcK:<k DTNF a . FFA&cfctfleptin 

±fEha£"J*7>. fcT*^'J^7>, □v^'J^7>^£©^77U ^>Ki» 
#fePPARr ©agonist iLTf^fflU -f >7>'J >J£fttt&#2&S£fSSiLT^S. 

©■?- wn^sfes: u tzmm zm ? x » z> t # x e> nt i>£ . jS^ppar r &lpl 
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acyl-CoA carboxylase, GPDHfc£©ae^8©3B«£5tiI U SfclSKKgaJr?* 
T*JliEl^ffcftUII£±£LTttftT*©£;tfLT. PPARottJIBJteK©aiJfirt^©lR 

PPARr&tfaWdual agonistT&^T'/'J l/TfcM*M¥9-48771 

<c>fr©fc&t)#&bftW<5 (Current Pharmaceutical Design. 2, No. 1, p85-102. 
1996; Bioorganic & Medicinal Chemistry Letters. 6. No. 17. p2 12 1-2 126. 1996) . 
Lfr U PPAR t agon i s t ©-»©8ttTttlFW«J&*«ft $ tlT & 0 tc 0 

<h if ; * D ± TfJ $ m lr*fc (,>. $ b * © <k 5 **PPAR r & «fc a ©du a 1 

agonist£LT&fflTtSCl£tt*£#fc<,- ^LT^t* a* &J;c>*|3 ©triple 
agonistfftBKO^Tte£<fl£ftT^fc^. LfrU ±l2TKB'<fc«t 5 &PPARr 
agonist©lH4«5 1 7y'J> ; >S^(cSi*-r-5^W© : b©<h^-5*tfJlt>S)D. 

Cin*T©ai*tt»R«fti:ffi»tt«a«:*r-rs+itlSI» (TG : Triglyceride) 
KHLTfc, -t©3&*tt*fc*+#Ttt&lr>. 

$ bt3PPAR/3«flg|ffi«^b©M^ffl^*DbnTfeO (J. Biol. Chem. . 274. 
No. 31, p21920-21925) , Ztl\Z <fc 0 n U^y-u-^tfi^Tft^ Z. t t>$B££ftT 
£>9 (W09904815K 2 %\ZZ<DV72^ 7\ZfttZ>aE0ii\sl1£&$: : b%-t2>lt£®$: 
3SH.T$tttf. zn^T©^>XU>JSint!k&^©$b^^ffitt©[S]±^> TO 
tt&£©SHtUB©fc»#JW*T**. 

±E©.*A»&«nfc*S!l©«l56*«^raStlT^S. 
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ffnfcms5jiii« • tnfem&iftmz^? zz.t*&Ktz\s. *mw&%aLLiz. 



7ju*;i^s, Mi/i^i6<D/w ho+^tm^s. fcmmti.^isb<D/\ 

<FD+y7^3^vS> ^*»U5:^L6©yW Ko*->7;i^;i^*g, £Sft 
lftUL6©7$/7;WUS> ^^l^^L6©75y7;HJ^vS, p?*»lfc 

^^L6©Aoy>-fb7;m+'>S, ^^^i7i^L6<7?/\Dy>-(b7;u^;u5 1 ^-s. 
^^2^^ti2©7;m^->7^ji'S, ^*»2/«tuLi2©7;i'3*->7;m+ 

»*ft2&^U1207;WD*->7;WI'5 1 **» &*»3ftl/>L7©->£n7 

->S, 0**&2fct»L6©7 JP^rn;!/^**, ES3S»2fc^L6©7;Mr:=.;i/£, ^ 
#2&^L6©7;Mr-JI'2M 1 ->S. Rl^^l/6©7M-^ftS, 0sHgc6 
^H2©7'J-;P*, ft*»6<t^L12©7'J-;U*+->ii, 0?fff&6fcHU2© 
7U-;i^**, i*«7&^U8©7;U*;U7'J-^S, 8*»7ft^U8©7JI' 
^r^Z'J-J^+yS. j*^7&^U8©7;WU7U-;U3^S. **K7fc^ 
L 18©7 7;U*^S. «*R7fclr» L 1 8©7 7^M+ ->Ifc L < tt£*R7&V> 
U8077;Mr;U^*£* ; L&SMS&Sfc&nJMS^ £fcte-€-n^ttl£*±©g 
iS^bWTfeJ;^, 0?H$tl&t/>L6©7;l/*l/>S-> p?3iHS2fc^L6©7;i/ 
^r- l/>SfcL<tt^£R2&^L6©7;i/*-U>££ ; Mtt¥fe^. ifctt-tn 
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£fz\* : tn j eti]u±<Dm&&zGLT^Tb^K um^.\u^uo)7)^\y> 

£ ; IfttU-yt+VfT'/'J v>-5--f^S, 2. 4- yt+VfJ^J v>-5 

<\$mmmte^vw<D%^i£7^)i'mz j tti'eti7K?) -c^n^m^^ir. m 

^^^«c^U6©7;i'y-U>S. feKttA-fh'a+y^^l/VS, 
j&5£-CQ- (^^TQHii^Sfcttil^^Sf) , -CQNR*- (d 

x^xfes^ mmmt£^Lb<D7)i*)ims mmmt^i,i<Dmmm7^)^, 
hL<\mmmu^\9<D^mm7iy)im^^M'n^t) > -nr j cq- ctm 
Rni^n-^nsfiiB^d^cs^^) > -so^r*- (^TimMie^iiKisica 

, -NR J S0 2 - (R'ttflMBfcttfcWUSfcjR-r) . hV< &-NR xl CQNR x2 - (d 

dT'QHt5fe^{i[5)^s^, R s, sfcHR s2 tt-en^n[wi-i^tt^oT7K^^^ 

Tt>cfc<, lJ^^xDM^WUT^Tfecfc^ j^ifc5^U2©^#i£j?Hfc 

Y-L— X-T— 
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R 1 

— M=^— W 

v<itt(Dx.7,y')i^rc\t : tn<b<D7m^ &£zstti£>frt>t<zz>mm-gfcmz 

PPARa> 0&£Ztr<DhV7')l73~Zhtt%\zm^<mmT*&Zffi%i(Dmm ;-f 

m ; xiiiffcfK • femmT'&zmtwmm-izmtz. 

aTJl'J^'zT, Mfffl£fc«PPARa, &&£7Jr (D h U 7>73*X7, htfUBd* 
#I^PPARafe<k?>*r(7)xaL7;U7^-7, £fc&PPARa, j3£ckZ>*7©h 

•j 7>7=fx7> • fern -frmnom^zm^ z.tz 

MT*%W(Dftmz-z)\,*T:mmizmw-fz>o 

*mm<Dfamt±mz7F{sfct&K>T~&Z>tf. »SL<«±Eg-^ (I) II* 
7KWC&D ;-flx5£ (I) \Z&^T, RWtl^YllJ^cDM&gSrWLT^Tfc 

-JRSC (I) £&^T, X^-«-CQNR x - (ddTQ. R x tiHuIB^t|5lCS$:7K^ 

I-) ^^«-nr s cq- (zz\x% wtmttmzmcmzTK-t) T^nasT^ 
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-jRS (I) £*5^T, YdM^±©iIftS£WLWT ! bJ:^ 0**#5&^U2 

^n^07mmx'hD (i) Kfc^x, L*fc»iM*«^*ftitt^b6©7;i' 
+i/>lffe^>i)M>riift. *©£fcu<«*©x;wu£fctt-€-tt£©7K 

©^fcL<H^©XX7;l/*?ttt j en^©7KfP^T'$)0 JRS (I) fc&I^T, 
X^-US-CQNR'- RHiBufB^tC|5ji;S^^-r) SfcH-NR^CQ- (d 

•£©&& b < «^©X7.x;P*fctt^ne>©7K?P^lT$) 9 ; £ £> tc#£ L < ttHK 
(I) C&^T, RW*ft**ni&Jt©IIifcX&#LWTt>J:^ &m&ltt» 
L6©7;U+;P*. ^*»l&lr>L6©7;U3^^ST*0, 53 Z#£S £0**54© 

!2©^SSj^b***T*'5*;P#>Kfi|5S{t:, -€-©igt) L < ^©XXt^Wc 
tt-ttt£>©7Kfn&T*5. 

R 1 , W, R\ R sl . *J:l^ I,J *<l«±©S»S*WLT^Tt>«t^lR»lto^L6© 

7;^;us^?kT^, &7JMr;i/»£tt, ^^-^©eh^l 
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□ e;i/g> n-y^^S. i-^5 1 ;l/S> sec-zf?)im> t-y^^S, n-^>^S, 

1- ^>^;us. sec-^>5 i ^s. i-^>^)im. ^^>^-)vm, 

*->;ug, i-^\^->;i^*. \-^^)v^yj-)im, 2-*?-)v^>3-)\>m* i-tz-fri 
>5^s, i, i-^^^^7*^^s. i.2-^>i?;p^;us. u-^^^^s, 
U-v^wi^ws, 2, 3-^/^y^;ws> 3.3-7*^7^;^ i-x^ 

T^PS, 2-x^;i- 7*5^8, 1, 1, 2-hV ^JV^a\f)Vm, 1. 2. 2- b 1)7^7° 
#tfe>*l, »SKH X^US. n-7'Dt°;i/g, i-7W;US. n-7* 

i-7^;us> sec-7^;i/S, t-7^;us. n-^>^;i^s, i-^>^;us, 
sec-^>^s, t-^>^;i/S> t^^>5 1 ;i-s, i-^^;u7*^S. 2-7 9^7 

1, l-^^TWJl/g, 1. 2-v^5 1 ;i/7°Dh*;l/S. n-^\^v;i/S, 
^-/JUT-feD, ckD« : ^L<«> x^;i/S, n-7'af;i^S, i-7'cifc: 

)Vm. n-7'^S, i-y^^S, sec-7*5 1 ;US, t-7^;i^ n-^>3Ml/S, 

>9 1 ;bS> sec-^>^s. t-^>?^s. 1-7^7*9^2-. 

2- 75^1/75^1^ 1. l-775Ml/7'ot:;i/g, 1, 2-775MP7Dt:;i/^ 
£L<te75MI/S> xeF^S, n-yPt>S, i-7W^S, n-7*5Ml/«, i-7'5 1 

sec-75^g. t-75^ST&D, t>o L < \t^^)l&, x5^S, 

n-7°Pt:;US. i-7'nb°;i/S-Cfe^)o 

Sl§C^ 3 0|g^t'©;\D^'>g^ ; =.hU)im ; 77h'g ; *;i^;U2S ; 7 

9^*, x5 1 ;i/g, 7*of;us. -f77°oe;us. 7^;us^i:©7^^S- ; f 
x;us, 7p^x;u5^t'©7^^x;PS ; x^xjug, 7^x;us, 

7oyi;^*;i/S/d:<H'©7;u+x;uS, {^7Jl^l/gtc*JjS-f $7 b*7S,- xh 
^vl, 7d^7S, 7b^7Sft£tf)7;i^ + 7X ; y)l^a^^)im^ 77 

ji/^-p^^^s, HJ7;M-D7*5\n/*, 7^ox5 1 ;i'S^£©/NDyy 7;i/^ 
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jws ; 75V* ; ^7;u75/s, xw$;s. -f 7 7°Dti;u7S ys&£© 
7>mmu75/"S ; y/ws^l. ^fjuwsyi, -7x^;i/7$/s 

&i*©y7 / l ; 7S ; M> 75 7lfM. 7S/7'ot:>i 

&<!:07 5/7^;i/S ;JM^->S ; P< h+v^ji^x^g, x h*->#;U* 
7n#*i/ft)V#—)VWiE(D7)Vn* : s-h)V-£—)\'& ; * h*->#;U# 

^+->i?M. x^utf^^^ug, x^;^^->xg i ;us^t'©7;i'^i'^- 
^->7M;VS;/W*/fM« y^^^x^S, jl^)V^^)V^ 
X?)\s?*3L?)],£t£a<D7 )V^)V^7 )V3r)\,& ; 7 5 J *^)l7=i J 

£©7^*;k&JU#xjM-*->s ; ^>v ? ;^^v'X9 L ;^*-> 

x5 L M&<h*©7 , J-^7jl/3+y7J^ + ->7Jl'^M ; t h'D+yiW^ 
->y^;US. t HD4->xW^yifM^i'©t h*n*->7;i'Xi*:>7;MP 
;VS ; ^>5W:**->*7JUS, ^>yJW+yif)H- ^>yjmy7'ot 
;USte^7U-Jl'7;io*v7Jl'*Jl'g ; MJ *3^7 yt'tl, ygMUX?- 
;i/y?;P7> ; ex^S. h'JxfHyt-^iat'OlBlTy^tl ; 

o7;i/=M>£ ; ->^d^°d^x;1/S, v^D7*7-x;i/g. ->^o^>7-x;i/S, -> 
t7W\*-\L~)VmUE<» : s>7U7)\''T~)\'& ; 7ix;H, t 0, Jvx;uS. 3^xx 
;ws, 7«j;us. t*DU;i/»&<h*©7U-;us , ^ju^S. x7-;i^g, t* 

□ tWS, 7 3^5P«&<h*CD7Jl^Jl^:*S ; 7ixmi, fUyx^ 
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;ugft£'<7)7U □ -Oi'S ; 7Md7x^S, 7*0^7 x-;bS^<t'c7) ad 
75 ys, 7M^7$yi« s?7M^7S/s. a^A^i^s, 

«7JU3 + *>Sttt. M^^l~6©itli ! bU<«^IIt»C©7;m + v»^ 
*U ^#Wt3ttmig27;i'*^S©*^{c^^WIS-&Lfc : b©^ffilL, #J;L 
tt7 h^yl, xh*->S, n-7"D#*vS, i-7"D^->S, n-7> + ->I, i- 
7h^->|, sec-7>*->g. t-7'h + yl, n-^>7;M"*->S. i-^>7iW 
+ ->S> sec-^>3\>U:*+->&. t-'O^Jl/t+yl, T^^^l^^S, 1- 
/Wb + yS, 2-*3\«/:7h*->«. I, l-y7f ^7'o^yS, 1, 
;P7'd^+->S> n-^yM+yl. i-A+yM+yl, l-*3Ml^>7;M- 

2-*3 i ;w<>9 l ;M-*->*» 3-^-5 1 ;i'^>9 L ^^+->s> 1. 1-7^^7' 

h*vg. I, 2-7^5 1 ;i/7>^->S, 2. 2-v*^;i/7*h*vS> I. 3-v*3\>U7> 
*->g> U-y^Wh^yl, 3, 3-y/f^7*h+yI. l-lW7h + yI> 
2-X3MU7*h*vg, 1. 1. 2-h ■J/7^7*n^+->S, 1. 2. 2- h U * 3^1/ 7°d^ 

Wbti, #£L<tt*h*->*, ih^yl, n-7D^yl> i-7*o#*vg. 
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n-7h*vS> sec-7h*->S> t-7h*~>S> n-'O^JI/tf+v 

1> i-^>5 1 ;i/^-^->S, sec-^>^;i/^^vS. t-^>fM+yI, *:*^> 
^M^yS> l-/^7'h + yi. 2-/5PJU7>*->S, l.l-v^?-J!/7a#* 
yj, 1, 2-7^JU7°C3tf+7g, n-A+yiW^yS, i-^->JM-+->gT$> 

0, £D£?£L<te^ h*7S, xh + yg, n-7°D#*->S, i-7otf*7g, 
n-7>*7g, i-7b + 7S, sec-7h + ->S. t-7*h^yl, n-^>5f Jl^+v 
S, \-^>3-)V-t*i/W,s sec-'O^Jl/^vg, t-^>fiW^yI> *3"^> 
f;^4yl> 1-^3^7 h + ->S> 2-/^l/7h+->I> 1, l-y/f^7'D^4 
->S, U-y^fil/7'Dt'4yI> £6l::$?£b<&* h*->S, xh*->S, n- 
7d#^->S, i-7'o^+yi. n-7>^->S, i-7h+->S, sec-7h*vS, 
t-7'H+yi, *>-p£t>£f3;b<te^ h^v-S, xh+->S, n-yD^yl, i- 
7"Dt^ylT^5 t 

« £^ l , w n a hu 13 7 ju* jus vtnm^ifim^ b&feoiwsiu 

WAtt*^?-**, X^JU^^S, n-7*D tfJU^S, i-7*o tTJU^S, n-7 
^JU^^S, i-7^JU5 1 ^S, sec-T^J^^S* .t-7^JU^^S, n-O^JU^ 
tS, i-^^Jl^S, sec-'03 L Jl'? L *£* t-<* >^ Jl/^^S, t^^>?JU 
l-^Jl^'^Jl^g, 2-^^JU7^Jl/^^S, I. I-v^JUyafJl^ 
;tg, 1. 2-vp^JU7*d tfjl/^rtS, n-^^vJU^^S. i-'v^Jl/^g. l-^ 
^JU'O^Jt/^g, 2-^?Jl^>5 1 JH^g, 3-^5 1 Jl/^>5 1 JU5 1 ^S, 1.1-7 
^Jl^^Jl^tfS, 1. 2-7^^JI/75 1 Jl'5 1 ^S> 2. 2-7^JU73MH^S> 1. 3- 
7*5^7^1^^ 2. 3-v/5 L JU7^J^*», 3. 3-7;<3\>U7^JI/^:*g, 
1-X5PJU75PJU^:*S. 2-X^Jl/7^Jl^*S> 1. I. 2- h U *^JU7*o hTJU^^S. 

1, 2, 2-h 'J^^-JU7afJl/^S» l-X^JU-l-^^JUyotfJl/^^"*, I-X^JU 
-2-^5 1 JU7ot:J^x|-S^^«^bn, £?£L<«> tWU^S, X^Jl/?- 

n-7*D fcfJU^tfg. i-7DtTJU^», n-T^JU^S, i-7*5f JUMg. 
sec-^Jl^tfS, t-75 L JU5 1 ^S-. n-^>^Jl/^*S. i-^>^JU^^S> sec- 
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^>^;i^*S, t-^v^u^S, **^>5 L ;i/5 1 **, !-^^;u7*^;i/?^-», 

X3^*», n-7*o i-yo^^S. n-TW^g, i-7?;U 

S. sec-^>5 L ;i'5 L ^S, ttO^fr?*^ \-^^)Vy'J- 

2-^^)ly'^)l^m, 1. l-v^^U^DfJU^S, 1. 2-7*3^7° 

i-7Dk*;U^^S, n-y^U^ 1 ^*. i-7'^H 1 ^ sec-T^l^tfS, t-7'5^ 

R l 7^±©@&S£WLT(,n:& t fc^M^&lft<,>b6©A'f Fd^77;^^ 
g^TS^ i/WHD+yJ^JHill ±E0?£»l~6©itHIt>L<tt 

fc^-f. R#WfcttW^Ltf/W Ko^v^Jl/g, 2-/WHD+ylfM, 1-A 

■>7J^ + yI&^, SEA-f HD**>7;P3*v'Sttt, ±12^^^(1-6 
©E«l'bL<tt»ttflltt©7;m*i'SK:*^T 4 H8l*J*lft8M£aVW Kd + 7 
STSM^n^S^^-r. H#fi9K:««A«A-f Kd*7* h*->g, 2-/N-T Ko 

*->xi-*->g, i-A-f h o+->x h £*«*tf en*. 

ig«»cLTR , ^l£4±©«JjlS*WLT^T ! b«t^3!5»lfe^U6©A-f Fd* 

~6(7)iSii : bL<{i^ii«(7)7;k+;i/5 L ^S{3*5^T, ffijfcpj&ftSMaavw f 

A-f Ka^7x5";^^S. 1-A-f FD + vX^Uf^gft^rt^feftS. 
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LTR'*«1£U:©« &S££LWTfc«fc^*»lftt>L6©7 5 7 7^ 
□ *->»£7KT^ f£75 7 7;HJ*->S£WL ±§2M^^l~6©iSiIt>L< 
tt»«*tt07;m*->»fc*^T, «fcTfltBfc»tt#75y*T«»3nfcS«: 
^T„ JI#l$£«0y;U£75 7* ^->S> 2-75/Xh*vg, 1-75 7 Xh* 

tzm^-to M:#:to\z\mz.&7 s. / trjittg* 2-7 1-7 
R , ^^^±©mms^wtT^Tfe c tv^^^i^^L6©ADy>'fk7;u^;i/S 

g£^-fo u^T'ADy>gfi(i7^ii^ ifi*JB?, ^EC^. 3^SH^ 
AffWtttf9A«7J^D^^;W3l, hV7)V*u*?)V&* 1-7)1 

7;H3*vg£7*1~*§£, giADy>fc7JHJ*->g£«, ±fS^^g( 1 ~ 6 ©S 
[s]$l {I L TR'# 1 J^±©g^S £ # t X t,>T t> ct ^mm$k 1 & </> L 6© A □ y >fb 

©sist>u< \$fimm<D7)i*)v^mz&^-T:, g^tg&gG&^i^u©^ 
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$mo)7)i^)im\z^x, w&^mt<s.$mtf±mmm'& 1 ~ 6 numb u < «#■ 

ID $ li L TRW 1 JK±©g«S £ W L T ^ T t> «fc V>£? $ mU ^ U 1 2<D 7 ;i/ □ * -> 
7 ;HJ 10J^ + y7i^^ySiH ±I2m^^ 1 ~ 6 ©H 

life U< «#&8M*©7;io*->g£*3V>T, B&?J£ifc8Mfo& s ±IE0?£S 1 ~ 6 

|^^^LTR , ^l^±©MMS^WLT^T : focl:V^mS![2^^bl207;i'3]^-> 
7;W!/3^S£^TJI£, ^7^^^v7;WP5 L ^S<htt, ±IB^*ftl-6 

i ~ 6 ©Biit> l < tt#ttSM*©7;u3*5'ST«iftsnfcS£^T. 

K^fyy^l^:*^ ih+y/fmS, 1-^ h^yX^Wl. 
2-* h+S/X^JU^S. l-ih+yiWtl> 2-xh*'>x^;i^:tSft£ 

|5]^ilLTR l 7in^±0@^S^WLT^T : bci;^M^^3^:^L7©^^o7;i/ 
m^\f, y^07*DtWyl 1 ->^0^;^+->*» V^7D^>^;^+V 
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S, y^aA+yM4yI, 77 p^7>JU^*7S#W 

tf, •>^07'Dk , mi, y^o^Wtl, 7^P^77JU7:tS, 7£p 

7?p^:/7JU7:*s#W£n<5. 

t;:«:#i7«*x7xjus, 1-7^^7-1-7 jus, 2-7°p^7-i-7jus, 3-7p^7 
-l-ous, 1-7*77-1-7 jus, 1-7*7- 7-2-<;us, i-7r>-3-f;H, 1-77 
7-4-7 jus, 2-77 >-w jus, 2-7*7 7-2-7 jus, i-^5*-;u-i-7o^>-i- 
7 jus, 2-^7ju-i-7d^>-i-7jus, i-73 1 ju-2-:7p'<7-1-i , jus, 2-77 
;u-277p^>-w jus, l-*7JU-l-7*7 7-1— r jus, 2-^7JU-i-7'77-i—f 
jus, 3-77ju-i-777-i-7jus, i-;"7ju-2-7*7 7-1-7 jus, 2-77JU-2- 

7*77-1-7 JUS, 3-77JU-2-777-1-7JUS, l-77JU-3-7*7 7-1-7 JUS, 
2-/7JU-3-7*77-l-7JUS, 3-*7JU-3- 7*77-1-7 JUS, l-xf;kl-7r> 
-1-7 JUS, 2-x7JU-l-7*7 7-1-7 JUS, 3-x7JU-l-7*77-l-7 JUS, 7x7 
JU-2-7'7 7-1-7 JUS, 2-x7JU-2-7*7 7-l-7JUS, 3-x7JU-2-7*7 7-1-7 JU 
S, 1-X7JU-3-77 7-1-7 JUS, 2-X7JU-3- 7*7 7-1-7 JUS, 3-X7J73-7* 
T717M- 1. 1-777JU-I-777-I-7JUS, 1. 2-777JU-1-77 7-1-7 
JUS, 1. 3-7^7JU-l-7*7 7-1-7 JUS, 2, 2-77 7JU- 1-7*7 7-1-7 JUS, 3.3- 
7 7 7JU- 1-777-1-1' JUS, 1. 1-777JU-2- 7*7 7-1-7 JUS, I.2-777JU- 
2-77 7-1-7 JUS, 1. 3-77 7JU-2777 7-1-7 JUS, 2.2-777^-2-7*77- 

1- -fJUS, 3. 3-7^7^-2-7*7 7-1-7 JUS, I. 1-7* 7JU-3-7*7 7-1-7 JUS, 
I. 2-777JU-3-7*77-l-<JUS, 1, 3-777^-3-^77-1-7 JUS, 2.2-777 
JU-3-7*77-l-7JUS. 3, 3-7;<7JU-3-7*77-l-7JUS, 1-^777-1-7 JUS, 

2- ^777-1-7 JUS, 3-^777-1-7 JUS, 4-^777-1-7 JUS, 1-^777 
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-2-<^S. 2-^>x>-2--r;U»> 3-^>7>-Hi«, 4-^>x>-2-f^S, 

1- ^>x>-3-<;i'g, 2-^>x>-3--f;Ug, l-^>f>M;H, 2-^>"r> 

-i-r;us, 3-^>x>-i--r^s> 4-^>x>-i-ous, i-^>x>-2--r )im, 

2- ^>^>-2--(}Vm, 3-^>x>-2--r;PS. 4-^>x>-2-f^S. l-^>x> 

2- ^>7->-3--r;i/S, i-^5 L ;u-i-^>x>-i--f 2-*-fJM- 

;i/S. i-^^;u-2-^>7 L >-i-<^, 2-^^-2-^>x>-w Ji'S. 3-;Wi/ 
-2-^77-7-w^g. 4-^^;w2-^>T->-i--r;us, i-^fw>f>-i- 
-t;us, 2-/5 1 ;w3-^>x>-i-r^s> 3-*^;p-3-^>x>-w;i'S, 4-^ 
;p-3-^>x>-i--f^S> 1-/^-4-^ >x>-i--f^S. 2-^9Mb-4-^>^> 

-1-01^ 3-^^;i/-4-^>x>-]-< 4-*3^-4-^>x>-w;i'S> 1- 
/fJWl-^>r>-MM, 2-^^;p-i-^>x>-2-<;^ 3-^5^;u-i-^> 
x>-2-r;us, 4-;WM-^>7 L >-2-oi/g, i-^5 1 ;u-2-^>x>-2-r;i/S, 

>x>-2--r;ua, i-*^;i/-3-^>^>-2-<;i/g, 2-p<^-3-^>x>-2-f ;u 
3-^^;i/-3-^>x>-2--r^s, 4-^^-3-^>x>-2— r;i/Sx l-*^- 

4-^>x>-2-<;PS, 2-^^;W4-^>x>-2-^;US. 3-pWI^-4-^>t"->-2- 

-r;i/*» 4-*3 : Ji/-4-^>x>-2H';i/"S, i-^^jwi-^>t->-3— f;i-s, 2-^g 1 

JU-l-^>^>-3-f 3-;WM-^>x>-3-<;i/S, 4-^^-1-^>x> 

-3-<;i^g. i-^^;i/-2-^>x>-3--f 2-^5 1 ;u-2-^>x>-3-<;p», 3- 
^^-2-^>^>-3-r;i'S, 4-^5 L ;p-2-^>x>-3--r;i/S, l-^-t^i-r 
i-^-tz>-2--r;pg, i-^\+-ii>-3-r;i/S, i-^-fe>-4-r^s, 

^ii>-5-r^«. l-'\*-fe>-6--Ol'*> 2-^-fe>-l--Ol^ 2--\+-t>-2-f 
JPS, 2-^\+-fe>-3--f;US, 2-^^-fe>-4— f 2-^s^r-fe>-5— f Jl/S^ 2-^ 
^-fe >-6-f Jl/S, 3-^\=!r-fe>-l-1';i/8> 3-^-b>-2--f Jl^S, 3-^-fe>-3— f 
Jl/S/.it'^i^bn, »S KBif-iH, l-7o^>-i--oug. 2-7'd^>. 

3- 7*D^>-l-f^S, l-^f>:H l-7r>-2-fJH, 1-7* 
-r>-3--f;Ug> l-7x>-4-f;HS> 2-7x>-l-f;US. 2-7*x>-2-f;i^ 1- 
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/x;M-7D^7-w;i/g, 2-*xjm-7 , d^7-i— ny&* \-^^)i-2-y°u 
s<>-\-i)im, 2-^^-)i-2-y'u^>-\-^ i-;<x;M-7x7-i-f;us> 

2- *t;m-7x7-i-'01^ 3-*x;M-7x7-i-f;i^> i-^x;i-2-7x7 
-i— f 2-*x;i/-2-7x7-w jus, 3-^^-2- 7x>-i--r^s, i-*x 
;p-3-7*x>-i-<;i/», 2-*x;u-3-7x7-i-r;ug. 3-^^-3-7>>-]-f;i/ 

i-x5 1 ;p-i-7x>-i-i'^s, 2-xx;M-7x7-w;i/*. 3-xx;m-7 
x>-i--r^s> i-xx;u-2-7x7-i-r;ug, 2-xx;i'-2-7x7-w;i/g, 3- 
x5 1 ;u-2-7x>-i-^;us. i-x5 L ;i/-3-7x>-i-f;us, 2-xx;u-3-7x7-i- 

3-xx;P-3-7*x7-W ^S, I, l-y^^-l-yf>-l-f JH, 1.2-7 

/fjwi-yf>-i-fJH, 1. 3-7*x;m-7x7-w 2. 2-7^x;m- 
7x7-w;i/S, 3.3-7*x;M-7x7-i--r;i/g, 1, i-y^ w-yf >-i- 

-OV*. 1, 2-7p<x;i'-2-7*x7-l-'f ;US, 1. 3-y/fjV-2-7'f>l-'f;i'S. 2, 2- 
x;W2-7x7-W JUS, 3, 3-7 ^^-2-7x7-1 -W;US> 1. l-v^xJl'- 

3- 7x7-l--f;i^ 1, 2-7*x;P-3-7x7-l-^;i^ 1. 3-7^x;U-3-7x7- 

1- <JH, n-y/W-7r>-l-fJH> 3, 3- v^x^-3- 7x7-1 --f;U*T 

J:D$?£b<texxx;i^ 1-70^7-1—01^ 2-7'D^7-i-f 
3-7d^7-1--1';1'S, l-7'f>M;H, l-7x7-2-f 1-7x7-3-^ )V 
l-7r>-HJH. 2-7x7-l-r;l/S, 2-7f>-2-<M- l-^x^-1-7' 

□^7-i-<;i/S, 2-^x;u-i-7d^7-i— r;i/S. i-^x;w2-7"D^7-w;i/ 
s> 2-/x;i'-2-7D^7-i-oi/g, i-^x;i/-i-7x7-i--r;L'S, 2-*x;wi- 

7x7-1-01/5. 3-^fJhl-7r>-l-<JH, l-/fJh2-7'f>-l-fiVS, 

2- ^x^-2-7x7-l-<;i/S, 3-*x;U-2-7x7-l--OUX, l-/W-7'f> 
-1--OI/S. 2-^x^-3-7x7-1-1' 3-^x^-3-7*x7-l-rJUST$.D, 

feoi^fii<ttif-;H. i-7°D^7-i--r;us, 2-7d^7-i-<;1/S, 3- 

7'D^7-l-<;US. 1-7t>-I-UH, 1-7x7-2-1' 1-7x7-3-01/*, 
l-7x7-4--f ;i/S» 2-7x7-l-< 2-7f>2-^;HT"*5 t 
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>-i^M+yi> 2-7'x>-2-r;i/xt-+->a\ )-*3^m-7*o^>h-^jm-* 
->S. 2-^5";i/-i-7*o^>-i-^;i/^+^s> i-^^;u-2-7°D^>-i-r;^^-> 

2-/3S>l/-2-7°D^>-l--f;M-=^>S, l-^f;hl-7r>-l-fM^yS, 



2- ^fJh]-7"f>-l-'fM+yI. 3^^-l-7r>-l-fi^yi, 
;P-2-7x>-l--f M+yl. 2-/fil/-2-7'T>-l-fM4yS. 3-^^-2- 
7'fy-l-fM+yS, l-^^-J-yfy-lWM+y^ 2-^fJH-7"f> 
-l-<myS, 3-^^-3-7*x>H-<;M-*->g, l-X3 L ;i/-l-7*x>-l-'f 
;M"*->S. 2-ifjhl-7r>-l-fM^yI, 3-x^;U-l-7*x >-l-f^^ 

->s, i-x^;i'-2-7x>-i-r;i'*4 i xS^ 2-x^;i/-2-7x>-i— r;M-^->s^ 

3- x5 1 ;W2-7x>-W;M-*->g, l-x3\>W3-7*x>-W;M-*->g, 2-X^ 
jh3-7T>-l-fJW^yI, 3-X3^-3-7'x>-l--OM-*v^ 1. \-i?*3-)\> 
-l-7T->-l-f;i/^+->S, ],2-y^fJW]-7r>-l-f;W^yS, 1.3-7/5 1 
W-^fV-I-fM^yS- 2,2-v^5 1 Jl/-l-7x>-l-l'^^->S. 3,3-v* 

3\ii/-i-7*x>-i---oM-^->a, l, i-v^5 L ;i/-2-7x>-i-f;^^~>s^ 1.2-5; 

/^-2-7*x>-l--r^+->S, 1. Z-~J*^)l-l-~7'y->-\-'( 2.2- 
v*^-2-7x>H-<;M-*->S, 3, 3-^/5" ;h2-7'f>-I-'fJW^yS, 
1, l-y/f^-3-7T>]-fM^yI. 1. 2-y^f Jh3-7T>-l-^M^yS, 
1. 3-y/f^-3-7'f>-l-^JW+yS- 2. 2-5^3^-3- 7*7" >-W;M-*:>E-> 
3J-y/fiH-7'f>-l^M^yI> )-^>x>-l-f ;M-*->S. 2-^>^ 

i-^>t->-2—om-^>s. 2-^>x>-2-< ;w+yl, 3-^>x>-2— r;M- 

*->S> f^>f>-2-<M+yl, l-^>x>-3— f ;M-*->S, 2-^>x>- 

3--r^^-^->s. i-^>t->-w;m-*->s, 2-^>7->-i-ou:**~>a, 3-^ 
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-i-^>7 L >-i-<;^^->s> 2-^5 l ;1/-]-^>t->-i-<>»^+v*, 3-*^;u- 
i-^>x>-i--i';^4->s, 4-*^;u-i-^>7 L >-i--f ;m-*->S, i-pwu-2- 

^>x>-i-< ;m-*->s, 2-^?;i/-2-^>x>-l--1';i'^->S. 3-*3 L ;U-2-'* 

x>-w;w-*->g> 2-^^;u-3-^>^->-i— r ;m-4^>s, 3-/x;u-3-^>t- 

>-l-r;^^->S, 4-/f;h3-^>f>l-^M+yS> l-^5 L ;i/-4-^>x> 
-l-OM-*->S> 2-^?iH-^>f>-]-^M4yS, 3-*3 L ;U-4-^>x>- 

1- 'fM+yi, f/fJM-'Ofy-l-^jmyl, l-pWM-^>x>-2- 

-r;i/^-^->s. 2-^^;u-i-^>x>-2-^;^+->s, 3-^5P;i-i-^>x>-2-f 
;M-^>g, 4-*xju-i-^>x>-2-<;m-*->», i-^^;u-2-^>x>-2-f ji/ 

4-^g 1 ;i/-2-^>^>-2-r;u^-+->s, i-*^;u-3-^>^>-2— om-* 
->S, 2-^5 L ;u-3-^>x>-2-r;u^+^>s, 3-/5p;!/-3-^>x>-2-^;m-^ 

4-^?^-3-^>^>-2-<;^^>'S. l-^fJH-^>ry-2-f;myI, 

2- /^Jl/-4-^>x>-2--f^^vS, 3-^^-4-^>x>-2-OM-^->g> 4- 

^^;i/-4-^>^>-2-r;b^-+->s. i-^^u-i-^^^— oM-*->g, 2-* 

;i/-i-^>x>-3--f;u^+->S. i-^^^-2-^>-T->-3--f ;M-=^>S, 2-^x^ 

2-^>T->-3-r;i'*+>'S, i-'\*-fc>-w;M-4 i ->x. l-^-fe^—f^rt 

5-fJW+yS- i-^-fe>-6— f;i/^-+->S, 2-^\^-fe>-i-<;^^->S, 2-^\ 
^-fe>-2--f M4yl-. 2-'\*-fe>-3-'OM-4 1 :>g, 2- / \*-fe>-4-< ;M-^:> 
2-^-b>-5--r;i/^+vS. 2-A+t>-6-fJW^yS, 3-^^-fe>-]--f 

;i/^-^->L 3-^\+-tz>-2-r;^+->S, 3-^\+-fe>-3--f ;m-* 
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-f;M-*->X. 3-^o^>-l"fJW+yi, ]-^f>-l-'fJl't+->I, l-7*x> 
-2->f;M-*v'S, l-7'f>-3-fM^yI, l-yfy-HM*-/!, 2-7x 
^l-'fM+vI, 2-7x>-2-f;M-*5'g, l-/5 1 ;i/-l-7*D^>-l-f 
->1, 2-/^-l-^D^>-l-'fM+yI, l-^^-2-7*o^>-l-<;^+-> 

s, 2-^^;i--2-7°p^>-i-r;^+va» i-*t-jm-:/x>-ih';m-*->*, 

2- /^hl-7r>-l-fM+yl, 3-*^;i/-l-7*x>-!-'f',M-*5'g, l-^^ 1 
;i/-2-7r>-l-<;^*>'S, 2-^f;k2-7'f>-l-<;W+yl> 3-*5^P-2- 
7f>-l-<JW^yS« l-/^-3-7*x>-l--f M+yl, 2-pWU-3-7x> 
-l-f;M-*->g, 3-^fiH-7T>-l-^iW+yl« l-i^-l-7f>-l-^ 
M+yl, 2-x^-I-7r>-l-^M+yI, 3-x^-l-7*x>-l--f 

l-iW-7r>-l-^JW+yl. 2-X^;i'-2-7'x>-l-'f;M-*->», 

3- x5 L ;w2-7x>-i-'f;^+->s> i-x5 l ;i>-3-7*7 u >-i-<;i'^+vS, 2-x^p 

JH-7r>l-'fM+yS. 3-x^;U-3-7*^>-l--r;^^->S> I. \- s J*3-)V 
-l-7f>-l--fiW+yI, U-y/fJV-l^T^l-^imyl, 1.3-5?*^ 
;i/-l-7x>-l--f;^+vS, U-y^fihl^'f^l-fM+yS, 3, 3-v^ 
f;hl-7f>-l-r;i/t+yi, 1. l-y^f;h2-7f>-l-fM^y*< 1, 2-5? 
*3-)V-l-7'7-y-\-^ )l** : sm. U-y^f^-S^'fy-l-fM^yi, 2.2- 
y^W-7'fy-l-fJW+yl, 3. 3-y/ W-7r>-l-<M*yS, 
1. l-y/fJW-7f>-!-fM4yI, 1. 2-v*3^U-3-7*x>- W JM-*->S, 
1, 3-7^5 1 ;U-3-7*t->-1-^^45>S-, 2, 2-5>*3 L ;U-3-7x>-W JM"*vX, 
3, 3-y^f;H-7f>-l-'f ;W^->ST$» 0 . £ L < Hif-i^^yl, 
l-7D^>-l--f JU^vS, 2-7'n^>-l--<;U^->S, 3-7°d^>-1-1-;M- 
*->g. l^ry-l-fM+yl- l-7*x>-2-< ;U^>-S, l-7fy-3--f^ 
l-7r>-WM+yi, 2-7*7 L >-l-f;i^*>'g < 2-7>>-2~f 

;M-+->g, i-^^;u-i-7D^>-i-r;i'^+>'S« 2-^^;i/-i-7"o^>-i--f^ 
^-+->s, i-^5 i ;w2-7d^>-i-i';u^^vS > 2-^5 1 ;u-2-7 0 D^>-i-r;i/^- 

*~>g> l-^^-i^fy-l-fM^yl. 2-/5 1 ;Wl-7x>-l--T^^-^vS, 
3-^^-l-7*x>-l-'T^+>'S, l-^fJH-7T>-!-<M^yI, 2-*5f 
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7x7-l--f )V** s s&* 2-/fJh3-7'f>-]-^M+yI. 3~* 3^-3-7x7 

^-78, 2-7*p^7-l-f;M-*7g, 3-70*0-1-^ l-7x>- 
l-7T>-2-fM+->I- l-7f>3-fM+yl. 1-7x7 
-H^^vi. 2-7r>-l-fM^yl, 2-7T>-2-<M+yi"C'feD> 
fc^t^SKIiXr-M+yS, l-7'D^7-W;M-*7g, 2-7'a^7 

-i-om-^s. 3-7*D^>-i--f 

3-7*0^7-1-1' l-7'f>-l-'(Jl'5 1 ^S. l-7f>-2-^^* 
1-7x7-3-^ Jl/xtfS. 1-7'fy-MJ^tl, 2-7*7 7-l-fJl/MS. 

2- 7f>-2-fJl'' f *S< l->?;W-l-^D^>-WJ^*ii, 2-/7;i/-l-7°a^ 

>-i-< ji/^S.' i-^5 L ;i'-2-7 , o^>-i-f;i'5 L **, 2-^^;u-2-7o^>-i- 

-TJl/x^S, l-^^-l-7'T>-l-'f^5 : tS, 2-^^-l-7'f>-MMtS. 

3- ^?;u-i-7x>-i--<^*s. i-^?;i/-2-7"f>-i-' oux^S. 2-*7;u- 
2-7f>-l-fWS. 3-*7^-2- /'f>-l-<;i'? : 5i-*, i-* 7^-3-7*7 7- 
1-<;U7:*S, 2-77^-3-7*7 7-l--f;i'7*g. 3-7 7JU-3-77 7- 1—01/7* 
£, l-ifJhl-7f>-l--f^^S, 2-x7;U-l-7'77-l-f;U7*S, 3-x7 
;i/-l-7f>-l--f ;U7*S, l-x7Jl'-2-7*77-l-f ;U7:*g, 2-X7JI/-2-77 
7-l-r;i/7:*&> 3-ifJh2-7r>-l-f^^l- l-x7Jl'-3-7*77-l-f )V 
7*S. 2-X7JI-3- 7*77-1-7 ^7*5. 3-x7;U-3-7*77-l— 1. 1- 
777;M-777-l-f;U7:*g-> 1.2-y/fJl'-l-7T>-l--fWl. 1,3-7 

77;iH-7*77-i-r;i/7;rs. 2. 2-777;i/-i-7*7 7-1-7 ;i/7?rs> 3,3-7/ 
7;M-777-i-f;i/7#*i, i, i-777;u-2- ^f^-i-'fWtS, 1.2-777 

Jh2-7f>l-'fil'?*I. 1.3-77 7^-2-77 7-l-f;U7*S> 2.2-777;l' 
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3-7t>-1-<;1'3 l *S> l,2-v^5 1 ^-3-^x>-l-<^«> 1. 3-5>*^;l/-3- 
y^>-l-^j^^S, 2. 2-v^^-3-7*x>-l--r;^^S, 3,3-^/^-3-7 
r>-l-'f^*S» ]-1>t>-\-4 )l>?*&* 2-^>x>-l-< )Vtt&* 3-^ 
>x>-l-<^5 1 ^*> 4-^>x>-l--r^^S, l-^>f>M;W«, 2- 
^>T>-2-^WI- 3-^>x>-2-<;^^ 4-^>x>-2--f ^tfg, 



l-^>x>-2-^;i/^^S, 2-^>x>-2--f JU^S, 3-^>x>-2-'f;W5 L ^a, 

4-^>x>-2-<;i/^a, i-^>x>-3-f ;^*s. 2-^>x>-3--r;^^s> 

1- >5 L ;P-1-^>7 L >-W;i^'**. 2-^5 1 ^-l-^>x>-l-1'>'^^S, 3-/3" 
^>7->-l-<J^*S, 2-^5 1 ;W-2-^>T->-l-f^9 L ^S, 3-^?^-2-^>^ 

4-^^-3-^>x>-l--f 1-^^-4-^ >x>-i--r;^*s> 

2- ^5 i ;w4-^>x>-i— ou^s, 3-^;u-4-^>-r>-)—oi^;ts, 4-^3- 
H- / <>f>-i-'fJi'fti, i-^g L ;i/-i-^>x>-2-r;i/^^s> 2-^5 1 ;u-i- 
^>x>-2--r;i'5 1 *s. j-^jn-^/f^M^tl, 4-/5 1 ;u-i-^>x 

>-2-< l-*3\>U-2-^>x>-2-f;i^:*S« 2-^^;W2-^>x>-2- 
-f^^-Ss 3-^JW-^>t>HW«> 4-^5 1 ;P-2-^>x>-2— 

^-i, i-/5 i ;i'-3-^>x>-2— r;^*Ss 2-^^-3-^>7 L >-2-r;^^S. 

3^-3-^ >x>-2--r;U5 1 ^-*, 4-^^;U-3-^>-r>-2— f^^S. 1-^^ 
;U-4-^>x>-2-f;^^S< 2-^3-;i'-4-^>5 : ->-2— f;^*S, 3-/^;w4- 
^>x>-2— Hl/^tfS, 4-^;i'-4-^>'r>-2-f JU3^g, \-^)V-\-^>7- 
>-3— f 2-/5 1 ^-l-^>x>-3-'f;l/3 1 *S> 3-/^;u-i-^>x>-3- 
-tji^^s. 4-/3 1 ^-i-^>7 L >-3-r;b3 1 ^s, i-^5 1 ;i'-2-^>x>-3-'f;^ 

^-g, 2-*^U-2-^>x>-3--f^«> 3-^?^-2-^>x>-3--r;^«> 
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2- -f;U^*S. 2-^+-b>-3-Y;^*S. 2-^^iz >-4-< Jl^**, 2-'\*-fe> 

3^g> l-7°o^>-l-f 2-7'o^>-l--fj^| 1 3-7°a^>-l-f 
l-yf>-l--f )Vtt&. \-7t>-1-<1 l-7*x>-3-f Jl'? 1 

l-7'f>-H^^l, 2-7>>-l-f;U9 L *S, 2-7*x>-2-'OW L :<i-S, 

i-*3-)v-\-77-y-\-* )vj-*m, 3-^?jhi-7'f>-i- 
f^^s. i-^^-2-yx>-i--r;^^s> 2-*? i ;i'-2-7x>-w;i^:*s, 

3- ^? i w-^f>-i-'fji'f*i, i-^^;i/-3-7*T->-i-r;^*s, 2-^^;u- 
3-7x>-i-^;^^a> 3-^5 t ;w-3-^7->-i-<;i'^*3l, i-x5p;m-7x>- 
i--r;^«, 2-x3 L ;M-7*x>-i--r;H 1 :*s, 3-x5 1 ;i/-i-7*x>-i-i';u^* 
s. i-i?jw-7f>-i-^;^ts, 2-x5 L ;i--2-7x>-]-r;u5 l ^-s, 3-x? 

>-i— ou^ts, 3-x5 L ;u-3-7*x>-i-f;u5 1 ^s. i. i-vpWU-i-Tt^-i- 

-OU^S, 1. 2-v*3\>M-7*x>-W;i/? 1 :tgs lJ-y/^^-l-yTy-l-f 

n-y/fihi-^fy-i-f^ti, 3. 3-v^^;u-i-7*t->-i— r;u 

1. 1-^^^-2-7^ >-l--r;U^^*, l,2-y^f^-2-7'f>l-^J^ 
1.3-v f ^5 L ^-2-7*x>-l--f;U5 1 ^S, 2, 2-^^^^-2-7*x>-l--f 
£, 3. 3-^*5^-2- Tx^-l-'Ol^:**. l, !-y/fJH-7T>-H;i/f^S« 

1. 2-v/^;W3-7'7 : ->-l-<^5 1 «> 1. 3-7^fW-7'T>-l-^^tI. 

2. Z-y^W-T'fV-l-fJl'f^l. 3. 3-y/fJH-yf>-l-fJ^tST'fe 
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□^>-l--f;^^S, l-/^;i/-2-7p^>-l--r;u?^S, 2-^^-2-7°n^> 
-wji^S, i-^^;i/-i-7*x>-i--f;^^S> 2-^f;i'-i-7T>-i-'fji'f 

3-p<5 1 ^-l-7x>-l-r^5 1 ^S. l-*3\H/-2-7*7->-l-'f;U3 L :*S* 2-* 

^;i/-2-7x>-i--f 3-^^;u-2-7*7 L >-i--i'^^-», i-/?;u-3-7 

x>-i-<;^^*. 2-^^-3-7*7 L >-i-r;i/?*s, 3-/^H-7T>-]-f 

2-7a^>-l-f JU^^S« 3-7a^>-l-f;^^S, l-7x>-l— f 

1- 7x>-2-i';i/5 L ^s. i-7*x>-3--r;i/5 1 ^s, 2-7* 

x^-l-f^^S, 2-7x>-2-f;i/^^ST*D, feoi^^KHir^ 
5^5. \-7*Uiy-\->( 2-7°D^>-l-1';^^-S. 3-7°D^>-l-f 

RWl^±(DS^S^WLT^Tfe<fc^^^^2^^L6©7;^-^S&^.« 

&7,Mrx;i,a£tt, ^^2-6011^^1. <«^il^®7;^-;^^^ 

U ±K^^^2«±W7JUWS+{c3S^^Wr«»^t)^S^i,Oo MfcM 
\z\W\X\f^^.)V^ i-7otr>-l--f 2-7Df>-l-r;uS, 3-7nt:> 
-i-'Oi'S, 1-7*^ >-i-' i-7*^>-2--r;u», i-7^>-3--i'ji'S> 1-73 1 

>-4-f;US. 2-7*3 1 >-l-f ;i^g> 2-75P >-2-f^S, l-*3 1 ;i/-]-7*atf>-l- 

4)vm. 2-/?;i/-i-7'af>-i-r;PS, 1-* 3^-2- 7a e>-i--oi/S, 2-^ 
;u-2-7ae>-i-r^s < i-/^;p-i-t*5 1 >-i-<;us, .2-^^-1-7*^ >-l--f 

3-*3 1 ;M-7f->-l--f;i'g, l-^5 1 JU-2-75 1 >-l-'f 2-^)V-2- 

y'^>'\-^)im, z-^)V-2-y'^y-\--( \-*?)i-z-7'^>-\-< 

2- ^^;u-3-75 L >-i--f ;us> 3-^^;u-3-75">-i-i';us> i-x^;p-i-7*5 1 > 

-1--OHS. 2-x? 1 ;i/-l-73 1 >-l-f JUS. 3-x^-l-7^>-l— < )im. 1-x^ 
;i/-2-7^>-i--f^S. 2-x^;u-2-75 1 >-i-r;^, 3-x?^-2-73 1 >-i-<;i/ 
l-x^;i/-3-7>>-l-f;i^ 2-x? 1 ;i/-3-73 1 >-l~l';Ug> 3-x^;U-3-7 
^>-i-<;us. l. i-7^^;u-i-7^>-i-f 1. 2-7^3 1 ;i/-]-7*3 1 >-i-i' 
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\.l-'J*3-)\r-\--73->-\-<i)V&. 2, 2-7/3 1 ;i/-l-73 1 >-l-<;i/S> 3.3- 

i/^)v-\--f^-y-\-^ l. i-7*3 i ;i/-2-7*3 l >-i--oi^ i,2-^/^;u- 

2-7*^>-l-T^S. 1, 3-^^^-2-7*^ >-l--f^S> 2. 2- 7* 3^-2-7^ >- 
3.3-7>5Mt-2-7*3 1 >-l-1';i'*> 1. l-v^^-3-7^>-l-'f;i'S. 

i, 2-^^^;w3-75 1 >-i-r^s. i. 3-v^^;i/-3-75 1 >-i-f;us> 2.2-7^^ 

;i/-3-7^>-l-<^S, 3. 3-7* 3^-3-7^ ^l-'Ul'S, l-^>^>-l-Ol/». 

2-^>3 l >-i-'i'^s> 3-^>5P>-w^s. 4-^>5 l >-i--r;i'S, i-^>5"> 

-2--r^S, 2-^>^>-2--r;i/S, 3-^>^>-2-< 4-^>^>-2-<^S, 

-i--r^s, 3 : ^>?>-i-<;i/S, 4-^>^>-i-r;ws> i-^>^>-2-^;ug, 

2_^>^>-2--f;t,S, 3-^>^>-2-Ol/g. 4-^>5 1 >-2-f;i'S, 1-^>5 1 > 

M'A'S. i-^)v-\-^yj-y-\-^( )^ k-^)v-\-^yj-y-\-< 
)vm. \-^)v-i-^y^-y-\-^( i-^^)v-i-^y^-y-\-i i-t^fr 
-2-^>^>-i-<^s, A-tj-fr-i-ty^y-i-'i )i>&. \-*3-)i-%-^y3-y-\- 

2-*5 L ;w3-^>^>-i-r^s, z-^)v-z-^y^-y-\-^ )vm. 4-*? 1 
;u-3-^>5 L >-i--i';i'S> i-*^;M-^>^>-i--r;i/S, 2-*^;u-4-^>3 1 > 
-i—fjus. 3-^^-4-^7^7-w 4-^ >^ >- i—f ;us> 1- 

7 c^ ; i / _ 1 _^>5i>-2-<^S 1 2-^5 1 ^-]-^>^>-2--r;i/S^ 3-*^;u-i-^> 
^>-2--fJl/», 4-/5 1 ;Wl-^>5 1 >-2-'1'^S, \-^)U-2-^y^>-2--(')^ 

2-*^-2-^>^>-2-r;us> z-tj-iv-i-^y^y-i-i )vm. 4-*5 1 ju-2-^ 
>^>-2-r;us, i-*^;w3-^>5 1 >-2-'f^a> 2-*^-3-^>3 1 >-2-f ;u 

3-*5 1 ;i/-3-^>5 1 >-2-'f;i/S, 4-^;i/-3-^>^>-2— OUg. 

A-^yj-y-i-'t ;us, 2-*5 l ;u-4-^>^>-2— r;us, 3-*5^-4-^>^>-2- 
-ous, 4-*5 L Ji'-4-^>5 L >--2-i';i/S. i-*^;i/-i-^>5 1 >-3-i'^s> 2-*^ 
ji/-i-^>^>-3-ou§, 3-*^-i-^>5 1 >-3-'rji/S> 4-*5 1 ;t/-i-^>5 1 > 

-3-< Jl/S, l-^;i/-2-^>^>-3-f;HS> 2-*5 1 ^-2-^>5 1 >-3-1'^S> 3- 

*^;w2-^>^>-3--r;i/S, 4-/5 L ;u-2-^>3 1 >-3"f i-^£>>-i--f 
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jh. \-^*i/>-2-ui&* i-^*->>-w;p». i-^+-»-4-<;us, 1-^ 
^*»-5-'f;i'*, i-'\*«»-6-f;i/*, 2-'\*v7-i-<;us. 2-^+v>-2-< 
2-^*v>-3-<^*> 2-^*'»-4--f;p», 2-'\4^>>-5-r;i/g, 2-^ 

+-77-6--OUg, 3-'s*'»-l-'f^*, 3-^-7 >-2-f;Ug, 3-^*-»-3-< 

-l-oi/S, 3-7°Dt°>-i-r;us> l-y^v-w ;ux, 1-73 1 7-2-01^ 1-7* 
^>-3-<;i/S. i-7*^>-4--r^s> 2-7^7-w^s, 2-7*^>-2-<;i-s, 1- 
^5 i ;u-)-7°ot o >-i-r;i^s. 2-^5 1 ;u-i-7°oti>-i--r;i/S. 1-^ ^-2-7*0 
tr>-i--f;i/S> 2-^5 L ;u-2-7*ptf>-i-<JU*, 1-/^-1-7*^ >-i--f;i/X. 

2- /5P;u-i-7*^7-w;i/S, 3-/^;u-i-7*5 1 >-i-r^S> 1-/^-2- 7*^> 

-w;us, 2-^^-2- 7*5 1 >-l-1';US, 3-/3"-;U-2-:7*3"->-W JUS, 

)v-z-y'^>-\-^ )vm, 2-^^;u-3-^>-i--r^s, 3-/^-3- y?>-i-r^ 
■i-x^;u-i-7*3 1 >-i-f;i'X. 2-x^-i-7*3 1 >-i~i';i^ 3-x? i ;i/-i-7* 
^>-i--oi/g, i-x? : ;u-2-7*5 1 >-i-'f;i'*» 2-x3\iu-2-7'3 1 >-i-'f 3- 

x5 1 Jl/-2-7*5 L >-l--1'^*« l-x3 1 ;i>-3-7'^>-l--f;i^ 2-x^-3-7'^>-l- 
-<;Ug, 3-x9 1 ;i/-3-7*5 1 >-l-1'^S, I. 1 -7 /^JU-1-7'3 1 7-1-01^, 1. l-V 

^)V-\-y'^y-\-^ \,z-v^)V-\-zr^>-\-^ 2.2-7^^-1- 
7'^>-i-f^s, 3.3-> ? /5 1 ;u-i-7*?>-i-i';us, 1. 1-7^^-2-7'^ >-i- 

-fJUg, I, 2-7/^-2-7*^7-1-^ i, 3-7^^;i/-2-7*^>-l-f 2, 2- 
v/3\)U-2-7*?7-l-'f;i'S, 3.3-5?>l^;P-2-^>-l-'f;U*> 1. \-*J*5-)\r- 
l-73->-\-i frm, l,2-*?*?-)W73->-\~1 1.3-7/^^-3-7*^7- 
2, 2-7/3 L ;i--3-7>7-W;i^ 3, 3-7p'5 1 ^-3-7'5 1 >-l-'f JUST 
$>0, c fcO»*t<«x^x;US, 1-7*0 tf 7-1-1' JUS, 2-7°nt'7-l-r^«. 

3- 7Dk">-H )im. 1-7*^7-1-<;USn |-'7*5 L >-2-<;i/*, l-7*^7-3-f ;i/ 

1-7*^7-4-^ ;l/S, 2-7^7-1-T;^, 2-7*^7-2-^;i/S, 1-^^-1-7* 

□ f>-i--r;us, 2-^5 L ;wi-7°Df>-i-'f 1-/^-2-7*0 tr>-i— r;i/ 
g> 2-/5 1 ;i/-2-yDtf7-i-rjus> i-/^;u-i--7*^>-i-^^s, 2-/^;u-i- 
7'^7-1-f ;us> 3-/5 1 ;u-i-7'5 1 7-i-'f;us^ 1-/ ^-2-7*^7-1-^ jus. 



26 



WO 01/25181 



PCT/JP00/06788 



2-^^;i/-3-7>>-i-<;u*. 3-^^-3-7^>-i--r^ST^o> 
$e>ic^st<ttx5 l ii;u»> i-7*Dtf>-i-<;i/». 2-7*0 e>-i-<;ua, 3-7' 
□ tf>-i~f;u»> i-7'^>-i-r;ug, i-7*^>-2-r;us, l-T^^-f^s, 

l-7^>-4-f;PS> 2-7*?>-l-^;i/S. 2-7*3 1 >-2-'f t)?tt>» 

SKfix^M- i-7Dt">-i-r^s. 2-7*Dtf>-i--r;us, 3-7*0 e>- 

P)^tcLTR 1 ^l^±©SMS^WtT^T : bJ;t,^^^2^ViL6cD7;U^-;i' 
mWmz\Wmt^=.)V^^m. !-yDe>-l--rM+yl, 2-7ot°>-l- 

-2--r i-^>-3-f;u**->*. i-7^>-4-r;^+vS, 2-7*7- 

>-l-l-;^^->S, 2-7^>-2--r;i/^^>'S, l-/5 1 ^-l-yDk , >-l-'fM+ 

->*, i-*3-)V-\--7uv.y-\-4 i-^5 L ;i/-2-7 p otf>-i--r;u^-> 
2-^5 L ;u-2-7'of>-i-<;^^->s> i-*3^k-i-77>-w;M-*->g> 

;P-2-75 1 >-l--f 2-/3^-2- 7^>-l--OI^^>g. 3-*3"-;U-2- 

l-^5 L ;U-3-7*5 1 >-!-'f M+vS, 2-*3 1 JI/-3-7*3"-> 
-1-fM+yS- 3-*^;U-3-7^>-l--'OM-*>'"^ l-x^M-T^-l— f 
JM-*->*. 2-x^;i/-l-7>>-l-r^*->S< 3-X3*-;!/- 1-7^7- l-Ol/tf* 
->«, l-x^-2-75 1 >-l-'r;^^->S. 2-X5 1 ;i/-2-7'5 1 >-l-<;^+i>». 

3-x^;u-2-7^>-i--r;^+->®, i-x^-3-7^>-i-f jm-*->s, 2-X5 1 
-i-7'?>-i-<;u^^~>s, 1. 2- vp^jm-t^ >-'--< jp^v®. iz-zst? 

)V-\-Z>3-y-\--< 2, 2-7*^- 1-7*7 7-1--Y JW+yl, 3.3-7* 
^;P-l-7^>-l-<^^^->S, 1, l-y/W-y^^HM+yi. i, 2-7 
;* 7^-2-77- 7- l-OM-*7g> 1. 3-7/^-2-7'5 1 >-l-'f ^^+->S< 2.2- 
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1, l-:y;< 3^-3-7^ >-l--f 1, 2-v;*^-3-7'3 1 >-l--OM-*->S, 

i, s-^^-s^'^-w^+vS* 2. 2-v^^;u-3-7*^>-i-r>)u^-^->*, 

3, 3-v^5 1 ^-3-7'5 1 >-l-'1';i'^^->Sv l-'O^-l-OM-^vS, 2-^>^ 
>-)-<;i/^-+>'S> 3-^>5 1 >-l-1'^^+>'S» 4-^>f>-l-<M+yS, 
l-^<>5 1 >-2-i';i/^-^->S. 2-^>5 1 >-2-'f;U^'^->g, 3-^>^>-2-<;u^- 

^->s. 4-^>^>-2-< ;i/^-=¥->s, i-^>?>-3— r;M-*->s, 2-^>^>- 

l-^>3 1 >-l-f;i/;*-*->a, 2-^>5 L >-l-f;M-*->g, 3-^ 
^T-l-Ot^vg, 4-^>f>-l--fM+yl, i-^>^>-2-r;M-*:> 
S> 2-^>5 L >-2--r;^*vS, 3-^>^>-2--f JM-^v^ 4-^>^>-2-f 

;i/**->S> i-^>3 L >-3-<;M-*->«, 2-^>^>-3-r;M-*->g, 

-l-^>5 1 >-l-f M4yl, 2-^5 1 ;i/-l-^>9 1 >-l-1' M+yS, 3-^^JU- 

i-^o^^i-y^^vS, 4-^5 1 ;i^-i-^>5 L >-i-r;^+->s, i-*^;u-2- 
^>^>-i-ou3-*->^ 2-^g L ;p-2-^>5 L >-i--r;^+vS, 3-^^;i^-2-^ 

>f>l-fM^yI, 4-^5 1 ;U-2-^>5 1 >-l-<;U^->S, l-^5 1 ;U-3-^> 
^^i-'fM+yl, 2-*3^-3-^>^>-l-'f ;M-=£vg. 3-^^-3-^>^ 

>-i--f;M-*->g> 4-^;u-3-^>3 1 >-i--i';M-+->g, i-^^-4-^>^> 

-l--f;W+yI> 2-/f;H-^>5 1 >-]-'f;W*yI- 3-^;i/-4-^>^>- 

1- ou^v^ 4-^^u-4-^>^>-i--r ;^^r->s, i-*3\>u-i-^>^>-2- 
-f;M-*->g> 2-^^M-^>^>-2--f;M-*:>g> 3-^3MU-i-^>3 1 >-2-i' 
j^4->i, 4-/5 1 ;u-i- / ^>5 1 >-2-'f ;u^-^->s, i-^5 1 ;u-2-^>5 1 >-2— 
t+->i, 2-^5 1 ;u-2-^.>5 1 >-2— f;M-+->s< i-^j-ji-i-^y^y-i-i 

*->S. f^fJ^-^yfy^-fiW+yi, l-^;P-3-^>^>-2-'f 

•>s ( i-*3-)i-z-^>3-y-i-^ )i**-sm, 3-^^;u-3-^>^>-2-< ;m-*-> 

I, 4-^5 1 ;i'-3-^>?>-2-<;i/^+vS, l-^5 1 ;W4-^>5 1 >-2-f ^^"^v'S, 

2- ^^^-4-^>^>-2--1'^^^->S. S-^JU^-^^T^-f ;M-*->g, 4- 

^^;M-^>^>-2-f;i/^+->s> i-/3 1 ;w-i-^>^>-3--f ;i^*->S, 2-^ 
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;t,-i-^>^>-3--f;M-*->a. i-/5 L ;u-2-^>5 L >-3--f;^**>*. 2-/3MI' 
_2-^>^>-3--<;i'^^vS, 3-/3 1 ;u-2-<73 i >-3-'f;M-3r-7g. 4-^^;u- 

2-^7^7-3-OM-*-7S> ]-^y>-l-<M^vI. l-'v* v>-2~f 
+ l-'v£-77-3—f;M-*vS, l-^-»-4-<;^^->S. 1-^-77- 

5— om-^vS. i-^->>-6— r;u^-^r->s, 2-^->>-i--r;i'^'+vS^ 2-^ 
^•»-2-^JW+->I. 2-^77-3-f jm-*7S, 2-^77-4-f ;u^-*7 
2-'\*77-5--f ;U^^->S, 2-'\^77-6-i';M-*-7g, 3-a^v>-1-< 
;M-*->S. 3-^y>-2--f;i'*+yS, 3-^7 7-3-^:t*7Sfc£^W' 
f,n, #£L<tix^xjM-*-7g, l-7nt:7-W;M-*-7S> 2-7°af7-l- 

-f jm-*->S, 3-7°ob:>-i-'i';^^vS, i-7^7-i-r jm-*7S, 1-7*^7 

-2-^;M-*7g, l-7*^>-3-f ;i^^-^->S, 1-75F7-4-OM-+7S, 2-75F- 
>-l--f;M-*vS, 2-75 1 >-2--i';i/^-^vS. l-^^-l-^Dt^-l-fM* 

*>g, 2-^5 L ;wi-7°Df>-i-'f;^^vS, i-/^;i/-2-7*otr>-i-r ;m-+~> 
2-/3\>p-2-7*Dt*>-w jm-^7S, i-^^;u-i-7^>-i-f ;M-+-7S, 

2- /5\>U-l-73 L 7-l-f M+->s, 3-^^;w-i-7^ l >-i-'r ;u;**7g, 1-/5" 
;u-2-7^>-i-r;^+v-s, 2-/^jW2-7*^7-w;M-*7g, 3-/^-2- 

y^-l-HM"*^ l-^3 i ;i'-3-73 1 >-l-<;M-*->g> 2-/^-3-7^7 

-i-r;M-*7g, 3-/3\M/-3-7'3 1 7-i-'f ;M-*-7g, i-x^-i-7^>-i--i' 
;u^*7g, 2-x-?;u-i-7*^>-i-<JU^vg, 3-x^- i-7*^>-i— nm-* 

7g, l-x5 L ;U-'2-75 1 7-l-'f ;^^->S> 2-x^-2-7^>-l— f 

3- X5 1 ;i/-2-75 L 7-l-'f;^+7S> l-X^H-7'f>-l-fJVt+yS, 2-X5 1 
Jl/-3-7^>-l-r^+7S. 3-xf ;U-3-75 1 >-l--f;^+7S, 1, l-7/^;U 
-1-7^7-1-f ;U^*7S« 1.2-7^5 1 ;i/-l-7^>-l-'f ;i/^^F7S, 1.3-7/5" 
;Wl-75 1 7-l-f ;l/*^7S, 2, 2-y^f ;hl-7?>-l-<M+yi, 3,3-7/ 

^;i/-i-7>7-i--r;^+7S, 1. 1-7/3^-2-7^ 7-i-<A:**7g, 1.2-7 

^5 1 ;i/-2-75 : -7-l-<;^^7S, 1, 3-7/9 t ;W2-7*f L 7-l-r;i/^-^7S. 2.2- 
7/3^-2- 7^7-l---f;t/:**7g, 3. 3-7/3^-2- 7*3 1 7-l-'f;M-^7g, 
1, 1-7/^^-3-7^ 7-1-f ;U^7g> 1. 2-7/^^-3-7^ 7-l--r;U^+7S, 
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I, 3-y^^-3-7^>l-<;W^yi, 2, 2-y/f;H-^>-l-<M+yS, 
3, 3- >- 1-< ylTfc 0 . <fc 0 L < tex? X ->S. 
l-7*ot?>-l-'f;k**->S, 2-^otf>-l-'fM+yI, 3-7°Pt°>-l--1';U^- 

l-T^-i-OM**^*, i-y^->-2-f;p**s/*, i-7*^>-3-<;i/ 

t+yl, l-7»-4--f JU**vg, 2-7*?>-l-r^^v*. 2-7*^>-2--f 

;M-*->*, i-^f^-i-7*De>i-'fji/t+yI, 2-^^-i-7"of>-i-r;u 
i-^^;i/-2-7ok">-i--r^^~>a, 2-^^u-2-7*ptf>-i— om- 

+ ~>S, l-^5 1 ;U-l-7*5 L >-l-r>'U^+->S> 2-*3 t ;M-7»-l-OM-3r5'S* 
3-^5 t JP-l-7*5 L >-l-f;i'***>». 1-^ 5^-2-7? >-WJM-*vg> 2-/5=- 
;P-2-7*?->-W;i'**>'^ 3-* 3^-2-7^ >-l-<JM-*->g. l-^Jl,-3- 
7?>-l--f;M-*->»> 2-/f^-3-7*fy-l--1'M+yl, 3-* 3^-3- 7? > 
-MM+yit'feD. 2 6fi#£L<tex?-;M-*vg> l-7o £ >-l--f ^ 
t^yl, 2-7n\£>-\-'()Vtti'&* 3-7*o £>-l-<;M-*->£. 1-7*5" >- 

1- fM+yI, l-7'f>-2-<M4yS, l-75"->-3~f ;kt+~>S, 1-7? > 
-HJW+yI« 2-7?>-l-<JM-?vS, 2-7?>-2-'OM-*5>gT&D, 

fco^ffSL^ix?-;^*^ i-7*Ptr>-i--f;i/*+'>s, 2-yof> 

-l--f ;i/*^->*> 3-7°ot 0 >-l--f;M-?vgl:&3. 
^^LTR l 3&n^±0SmS^WbT^T^J;l^^2^^L6©7;^-;i' 

ftWtaWAtfx^n^^tS. l-7*nt?>-l-f;i/3 i :**, 2-7Dt'>-l-Ok5P 

3-7*0 e>-i-<;^*s. i-7?>-i-r;i'5 1 ^*, i-7?>-2-<;^^- 
& i-7*?>-3~r;!/?:tg. i-7*?>-4~f ;w?*», 2-7? >-i--r 

2- 7?>-2-f;ioP:tS. l-^5 i ;i'-l-7 , otf>-l--r;P5 L ^S, 2-*?;M-7*otf 

>-i-f;^**; i-^?;i/-2~7'Dtf>-i— ov^xm, 2-^^-2-7 Dtr>-i- 
■f ]-/?;i/-i-7?>-i--f ;u?:*g, 2-*?;M-7?>-i-'f ;i/?:*g> 

3- *?JWi-7?>-i-'Oi'?;<i-g, i-/?;u-2-7*?>-i-'Ui/?:*S, 2-*?;i/- 

2-7?>-l-<^^S, 3-*?;P-2-7*?>-l->f l-/?;i/-3-7*?>- 
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2-/^-3-7*3 1 7-l-<;i^;tS> Z-^)V-Z-Zf^>-\-^ 
\-x.?)k-l-7?>-\-'( 2-X3^-l-7^7-!-f 3-X5F- 

;i/-i-7^7-w i-x^;t/-2-75f7-w 2-x^;u-2-7:P 
7-1-oi^g. 3-x5 1 ;i/-2-7*^>-i-'f^^S. i-x5P;i/-3-7*^7-i-r ;i/ 
^pTS. 2-x? 1 ^-3-7*3 i 7-l-<;H 1 :*S, 3-x^-3-7^>-i-r;^^-a. 1. 1- 

?*?)b-\-7?->-\-'()V?-*'& 1, 2-7;W7-l-7^7-l-'f ;HF«, 1.3-7 

/g\)M-7*^7-i--r;HP«> 2. 2-7^^-1-7^ >-i-^;^^s, 3,3-7/ 
^;i/-i-7^7-i-r;^«, 1, \-^^^)V-2-^>-\-^( 1. 2-7/^ 

;P-2-7 5 1 7-l-^;^*S> 1, 3-7><5f^-2-75F7-l-^;i/5P;tS, 2, 2-7/3^ 
-2-7 5f 7-1 --OHM'S, 3. 3- 7/ 5^-2- 73 1 7-1-171^:*^ 1, l-7/37t/- 

3- 75 L 7-l-<;U5 1 ^ 1, 2-7^5 1 ;i/-3-7*5 1 7-l-'f J^tSs 1,3-7/3^-3- 
75 1 7-l-f ;i/^*S, 2, 2-7/3^-3- 7*3 1 7-W;i/5 L ;tg. 3, 3-7/37H3-7 

?>-i--f jwms, i-^7^7-w;HMg, 2-^7^7-1-f 3-^ 
7^7-i~y;hms, 4-^ 7^7-1 -oughts, i-^7^7-2--r;^*s> 2- 

^75 1 7-2--1'^^S, 3-^ 7^7-2-171^3-^ 4-^7^7-2-1' JK^S, 

1- ^75 L 7-3-<;U^^S> 2-<73 1 7-3-171^^ l-^7^7-l-<;U^S, 

2- ^7^7-1-f ;i/^*s> 3-^7^7-1-1' )i^m. 4-^7^ 7-1-01^:**, 

1-^7^7-2-f )V3-*m. 2-^73 L 7-2~l7l/3^g, 3-^73^ 7-2--Y )l^m, 

4- ^7^7-2-^ ;i/^^S, l-^75 L 7-3--f;i'?*S, 2-^73^7-3— f ji^^S. 

1- /37M-^73 1 7-l-f7l'3 1 3-S. 2-^^l-'C>f>-l-'f JU^X, 3-/3 1 

;i/-l-^ 75^7-1-^;^^*, 4-/?^-i-^7^-7-i-r;^^^ i-/3\>P-2- 

4-/ 3^-2-^7^ 7-1-f ji^^s, i-/37u-3-^75f 7-1- 
-f;^**. 2-^^-3-^7^7-1— r;i/^S> 3-/371^-3-^73^7-1— ohf- 
^a, 4- / 371^3-^ 73 1 7-1— f;H^a> 1-/3^-4-^73^7-1— ohm-s, 

2- /37l/-4-'<73 L 7-l-l7l'3 1 3-g-. 3- /37l/-4—< 73^7-1— OU^S, 4-/3 1 

;i/-4-^7^7-i-r;i/5 1 ^S, i-/37i/-i-^73 1 7-2-i7U3 1 :<i-^ 2-/37M- 

^73^7-2-01/3^^ 3-/37M-^73-7-2-f7l^:*S> 4-/37U-l-^73 1 
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>-2-< ji^tfS. i-^5 1 ;u-2-^>5 1 >-2-f i-^^)v-i-^y^y-i- 

l-^^>-3-^>^>-2-r;^^»> 2-^^-3-^>^>-2-<^5 1 ^S. 

3- p<^;i/-3-^>5 1 >-2-'f;U5 L ^S« 4-^5 1 ;W3-^>5 1 >-2-^;^^S> !-^^ 
;p-4-^>^>-2--r;i,5 1 ^S. 2-^5 1 ^-4-^>9 1 >-2--r;i'5 1 ^S, 3-*3\>U-4- 

^>5 1 >-2-^;i'5 1 ^-s> 4-^^;w4-^>?>-2--f \-*?)i-i-i>? 

>-3~f ^^g, 2-^^^-l-^>?>-3-< J^^S, 3-^5^;i^-l-^>5 1 >-3- 

-oi^tfg. 4-/^;wi-^>^>-3--f^^S, i-^5 1 ;u-2-^>5 1 >-3-f;i/^ 

5t-3k 2-^^-2-^>^>-3-1'^5 1 *S> 3-^5 1 ;U-2-^>5 1 >-3-r;i'5 1 ^», 

4- ^5 1 ^-2-^>5 1 >-3-^;i'5 1 ^S, l-^->>-l--f l-^->>-2-< 

-r;u?^s> i-'\+«»-6-'f;P5 1 3j-*,-2-^*»-i-'f;i'5 L **> 2-'\*-»- 

2- 01^*8* 2-'\*v>-3-01/5P:tg> 2-'\*-»-4-r Z-^"» 

>-2--f;u^*s, 3-^^^>-3--r;i/^»^a:^tfen, ^£L<«x5F-x;i, 
i-tty-i-i )\&*&* i-7'^>-2--f;^^s, l-y^^-f;^ 

l-T^-W;^:**, 2-7*5 L >-l-f^^S, 2-^>-2-^;P5 1 ^-S, 

\-*3-)V-\--?u 2-^^;u-i-yDt:>-i-f;i/^S, 
;u-2-yDtr>.-i-'f^**' 2-^?;p-2-yot*>-i-<;!/^s> 
y^-i-oi^^a* 2-*3 L ;M-:7»-i-<;i'? L *S, 3- !- 
-oi^g. i-^h-^>-kw*i, 2->^-2-7^>-)--i';i^:**, 

3- ^^;u-2-7'5 : ->-i-r;^^-s, 1-^^^-3-7*^ >-i-<;^^-s> 2-^^;w 

i-oi/^s, 2-x5 L ^-i-7*^>-i--r;i/5 1 ^s. 3-x^jw-i-^>-i--f^* 

S, l-x3 L ;P-2-7*3 L >-l->f;i'?-*S. 2-X3 L Jl'-2-7*^>-l-' fJU^S, 3-x^ 

;i/-2-75 i >-i-rju5 i ^a, i-x^;i/-3-y^>-i-f;^^s. 2-x5 i ju-3-7*5 1 
>-i-< 3-x^;p-3-7'^>-i-r;u^«, 1. 1-^^^-1-7^ >-i- 
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JU^g. 2,2- ; y^?)V-\-7'?y-\-i )V?^. 3. 3-^/^-1-7*^ >-i-<;i/ 
^*S> 1. l-v^?;i/-2-7*5 1 >-l-'1';^^S, 1. 2-:^3^>^-2-73 1 >-W;^3"• 
:*g, l.3-> ? ^5 1 ;i'-2-7*5 1 >-l-'f;U^S> 2, 2-v?^5 1 ;U-2-75 1 >-l-<;U5 1 * 
S, 3. 3-^/^^-2-7*^ >-\-4 Art-*** \,\-i?*?)\s-l-7?y-\-4 )V?*m, 

1. 2-v^3\>U-3-7*5' 1 >-W>'HM-«, 1. 3-5>*3\>l/-3-7^>-W 

2. 2-v*/5 1 ;U-3-7*5 1 >-l-'1';U5 1 ^S, 3, 3-y/^-3-7'?>-l-f JI/^^lT* 

;i^tfS, 3-7°nt°>-i-f;i^*S, i-73"->-w )V^m. \-y'^y-2-i)i 

?*m> \-y? )vj"*-&. i-y?>-4--( )i?*m> i-~jj-y-\-^)\,?* 
2-75 l >-2-i' frttm* i-/f;v-i-7'Dt>-i--fmi, 2-/^-1-7° 

uKy-M )Vtt&. \- )l-2-y° a )V?*m, l-*?)l-l-7°u\i> 

-x-^ )v?*m. \-*?)v-\-7'?y-\-i )i?*m. 2-*?)v-\-7*?y-\-^ )v? 

i-*?)i-\-7'?y-\-^ )\>?*^ \-^?)v-i-y?y-\-^ )v?^m. 2-* 
?)v-i-7?y-\-^ )i?*m, i-*?)wi-??y-\-< )v?*m. i-^;u-3-7 
^th-oh^s* 2-^^;u-3-75 1 >-i-r;u5 1 ^-s. 3-^^-3-7>>-i--f 
)V?*&-v$>Q. £e>K#£L<«x^x;u^:tg> i-7otr>-i-< ju^^-s, 
2-7'of>-i-rj^*g, 3-yot>-i-'fjvf*i, \-y?y-\--i )u?^m. 
\-y'?y-2-< )V?-*m. \-7'?y-z-i)i?*&. i-zf^y-t-^ )V?*m> 2-7* 

^s. i-7Dk*>i-fj^i> 2-7*Dtr>-i--r;u^s, 3-7*0 e>-i-f 

£, 2-^7-?;i/S-s as— f >^*-fe-;P», s-'f>^t-^S, 7-b^-75 1 I/-^S 

&t'* > i(fbn5. ffSb<H7i-jn. \-j-y?)im. i-i-7?)vm, t*$>o, 

<fct)iff£L<te7xx;i/»T&3. 
(l^tlLTR , ^lW±^'i«S : &^rLT^T : bck>/^m^6^^Ll2W7'J--J^ 
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;u#*~>a* i-±73 L ;i>#*->S. 2-t7?M+->l> as-f >^-t-;^^-> 
s, s-r >^-fe-;^*->s» "7-ti^75 1 i/-;^+->s^ct'^tfbn^o 

^(rLTR , 75n^±©S^S^WLT^T : bJ:^M^^67 l J:^Ul2©7 , J-;^ 
*g£;ST«£> I^7'J-;i/5 1 ^S-i:«, ±IB£*R6fc^U12©7U-\H'£K*5 

R'^qm±©^S^WbT^T : bJ:V^^^7^^bl807;WU7 l J-;US§: 
*T*£» tt7;Mr;W7'J-;PSttt±IB^*»6*^H2©7U-;W*K:fe^T, 

«jfti5ffi&»»^±CK*»ift^U6©7;i'*;i^Tiiftsnfc**v»v^ JM£ft 
hu;u». *y'j;n, 7^-;us> ^v^;i/S> *>*-;ua, 7^ 

;*v3\/!/*T'<&9, $e>K:ff3:L<«HJ;Vg, ^y'JJH- 7^->>U 
l^^{3LTR l 75^J^±©gmS^^LT^T : t> c fc(/^^^7^^L18cD7;^;U7 

U8©7;w*;p7'J-;u3Mc*5^t* ^©*ss»cst*^ : 3 1 *^^Lfc s b©^ffisu. 

ftftMCIS^tfo-h'JM+yl. m- MJ;M-*->g. p-h'J;i/t*y5, 2.3- 
+ y'j;kl-^yl, 2,4-*S/UJW-l-**5/S, 2, 5-*->'J )\>-\-X* y|, o- 
i7^-M4yl- ra-7*r;M-*:>^ p-^-M^y|. *->^;U:**->»» 
2.3->^^^-l-*^v«, 2,4-'>^-;i/-I-^^v«, 2. 5->^-;i/-l-*+S>*» 
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£?£L<teo-h 'J;U^+->S, i-MJJM-+vg. p-h'JM^yl. 2. 3-+->U 
JU-l-^+vg, 2.4-+>-'J^-i-^->S, 2. 5-+->U;U-l-**->S, o-^/^ 
M^->1, m-^^-JU^+v*. p-i7^njl,^->S, /y^JWvl, 2.3- 
y^-Jkl-t+yl, 2,4->/-;i,-l-^^->S, 2, 5->* -;U-l-*+->S, o- 

<teo-MJ;M-*vg, rh'JM+yl, p-h'JM+->l, 2. 3-^v-UJM- 
^->i, 2, 4-*->'j;U-l-;t*vg, 2, 5-*v'j;M-*j-*i/S> o-?*-)ls** 
f/S, r^^^M^yS, p-^-Jl/^vg, ^yf^+yl, o-X^'J^ 

bu;M-*~>g, i-hi>;M-*->g, p-mj;m-*->s, 2, 3-*->U;^-l-3-*-> 
g, 2, 4-*->U;M-*4->S, 2,5-^vU^-l-^-*->S. /yfM+yil^ 
D, feotfeffSK^o-hUM+yi, i-hU;^+->S, p-h'JM+yi 

wm\z\tmx\-£o-y x ))v^*&, id-hjjw 1 ^ p-hu;u^*s. 2, 3-*vu;p 

-]-7^S* 2, 4-^~>U^-l-5 1 ^-S> 2. S-^vU^-l-^S, o-^^H^S, 

m-i7^-;u^s> p-^^-;u^^s, ;*->^;U5^g, 2. 

2.4->;<:=JU-l-7*g> 2, 5-->^n;i/-l-?^S, o-7.5 1| J;i/7*S, m-T^UJU 
^*S> p-^^'J^^S^^^tfen^o »SL<«o-h , j;U5 L ^S> m-HJ 
^7*S, p-b'JJH^S, 2. 3-+y'J^-l-ftS, 2. 4-^->'J^-l-?^> 2. 5- 
+ yUJhl-5 1 *I. o-^/-;i/7-^S, m-^-;U5P*S. p-^ * ^HP^S. 
*v7;i/7«> 2, 3-->*rJU-l-7:*S, 2. 4-v^ -^-l-7-*S, 2, 

o-Xf'JJ^^S, ra-X^U^^^S, p-X^-'J^^^STSD, £ 
^SKtto-h'jmi, m-h'j;U7^S, p- b 'J ;U7-^S« 2.3-+y'j;k 
l-^g, 2. 4-+->U;U-l-5 1 ^^ 2, S-^y'J^-l-^^I. o-f 
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m-^-^xJ-S* v-{7*-)l : ?*& * ! s?-)V3-*&* o-T. 9 'J ;UMg, m-7. 
'j;^**, p-Mi;^**. 2. 3-+->»j;U-l-^S. IHy'JJhl-^S, 

tt77;Wl'*4:tt±BB^*ftia:^L/6©7;P*;U*K:45l»T, S^^gB 

^^±te^^^6/ t £^L]2©7 | j-;uSTsm$nfcs^^u, ^Mtcttrnwu 

-;^>^;US, 6-7x-M^yM, 1-±73\>M5\N/S. 2-f73 L )l*^)ls 

S, i-^^n^us, 2-^-7^x5 L ;u*. i-^-75 1 ;i/7*Dtf;us, 2-^-7^ 
;i/7*ptr;u3£)&t**^fe»ns. ^Ktt^OyJH, 7i^f;n, 3-7xx 
;P7*of;us. 4-7x-ji/^S, 5-7x-;u^>^S, 6-7x~ji/^->;i/ 
& i-t7Wf;H, 2-^-7^;u/^;u36. l-^^ux^g, 2-±75 1 ;i' 

X^S. l-^-7^7'Dt>S> 2-±75 1 JU7*Dh*;i/ST&0, «tDffSU<tt 
^>v;i/S. 7i^fM, 3-7xx;|/7*Df;US> 4-7x^7'^!, 5-7x 

4-7xx;i/7*5 1 ^ST$)D> totfejff Ktt^OyM^ 7iW;HT*5. 
(^1i(3LTR l *n^±cDS^S^^LT^T : bct:V^^i!c7^^Ll8©7 7;^^ 

^>-7JM-*->X, 7x*fM^yl« 3-7x-;V7"DtWyI> 4-7 x- 
^y^M'+S'S. 5-7x^JK>W+y|, 6-7x~;K+yjW+yi, 
l-t7fiMW^yl- 2-:h73 L ;M3 1 ;M-*->S, l-^^Ux^M"*:/ 
S. 2-t7f;i/XW+yI, l-t7^7"PlfM^yS, 2-±75f JU7"a t: 
frttzs&itiitfimi 6*1<5 0 »$L<IK>yM^yS> 7x^fM+yI, 
3-7x-;V7'DfM+yI ( 4-7xZJV7'fM+yI, 5-7 xXJl/^^JM" 
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;i/7"Df;^^vS, 2-^-7^7"Dtf;i/^+vST^0, «fc9#£L<tt'<>^ 
;M-*->g. 7i^M+yI- 3-7i-^7*Db>^yS> 4-7x~;U7*5 1 
;M"*->S> 5-7iZJK>W+->i> 6-7i^K+->M^yS, 1-^7 
^MW^vI, 2-:f-73 1 ;M3S/l/:*+->gT&D. L<te^>v 
;^*->S, 7i?^M+->S- 3-7x-;i/7'PtfJ^+->S. 4-7i^JV7? 

-7;u^^S, 7x^fji/ftl, 3-7x^;U7°Dhf;^^S, 4-7x-;i/7*^;^ 
5-7x-;i/^>5 1 ;^^s, 6-7x-m^->;^^s> i-^^m^u 
3^a> 2-^-75 l ;u^5 1 ;i/^^s. l-^^ux^Mi/^g, 2-:>-73MI/x3Mhf- 

1-^-7^7'DtVU^^S, 2-±75 1 ^7°af;i/5 1 ^S^i'^tf btl^o 
#£L< tt^>v;i^:*S, 7x*3\>l/^:*g, 3-7x->'l/7 , Dh>5 1 *S. 4-7 

xzji/7fj^tl> 5-7x~;^>^;u5 1 ^S> 6-7x-;i/^*v-;u9 L ^-S, 1- 
l-yj-frt^ivj-xm, l-yy^ivtJ-iv^*^ i-i-y^fr^)^*^ 2-i- 

9. j:Dj(f^b<tt^>v>i^^S, 7i^fJWI, 3-7x-;U7'oh°;^^ 
g, 4-7x-ju75 1 ;^^®. 5-7x-;u^>5 L ;u5 1 ^S. 6-7x-;u^\^r->;i/5 1 
#g> i-^-7^ju^5 1 ;^^s. 2-i-75 1 ji/^^;i'^^-ST$>o. £bWr£t< 
IK>y;i/f*I, 7iT^Wi. 3-yn-)ly'n¥)l^*m. f7i^7 
fcotfejifiK «^>v;^*S, 7x^fmiT$5, 




00 
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y=x^t+ z -Xm^-w (in) 

L < & ■€• © x 7. x ;i/ S 7c b ©*f P #j £ tfT t> CD «t f & . 

Y— L— X-T-A Z -+J-W (IV) 
Y^L-=X-t Z 4lwH-W (V) 

TK-tmt*. i7MW>It H±E^3!l» 1 & » L6© 7 ; U^Sfr b $ b 
^l^>S, ^^^x^u>S, 7"DtiU>S, i^;i/x^u>S> l. i-5?*3\>Ux 

?frhv t^uym. i-x^;uhu^^u>s, 2-*^;umj^i/>s. i. i-s* 

/^)UhU75 1 U>S> xh7^^U>S, ^>^*?u>g» ^tM^l^S 
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S, X^;PX71/>S. 1. l-v*3"-;i/X^U>g, \.l- 5 J* ! f-)Vx.3-)s>&* hU 

7i/>g« /^;px^i/>s. 7*otfu>S, x^;n^u>ai, i, i-vpWUx 

71/ >S. 1. 2-7* 7^x7!/ h'J^fl/>I"C*0, $b(CJ;0»SL< 

te*7i/>a^ x7i/>s, *7^x7u>Ss ^Dei/>ST^o, fcotfcj? 

£L<«*7U>S, X71/7ST&-5. 

&^L3©7;i/*U>Sa<$£tfbft*. $?£L<te;*7l/>g> x7l/>g> 7'd 
kfl/>ST*fc9, Sbl::*?£U<«*7l/>g, x7l/>ST'&<7 ^it>^ 

L U. ^<tt/X^li^±OS^S^^LT^T : foct^M^^2^^t6c7)7J^xU 

>ss*-r*^» i7^- v >mt\$±Mmmmu^ u©7;i^x;uga> b $ 

U>S. 7d^x!/>S, 7*7xU>S, ^>7x7>g> 'v+til^^t^ 
^tfbti-So £?£L<tet:xl/>g. y'a^-uym. 7*7x1/ >g, ^>7xl/ 
>|TftD, i^iL<«k-l/>I, 7n^xl/>S, 7t-1/>M0, 
$^WSb<lik'rl/>i l 7a^xl/>ST$,D, iyftL<iifzl/>S 

|^^[lLTT^l^±0SM^^LTUT : bctV^^^2^^L3©7JU^-I/ 
>SSr*r«^. i7J^- 1/ >S £ tt±f2#**2&V> L3©7JHrx;i/»fr £ $ 

j^i£2&UL3©7Jl/7xl^>g#^tf b*l3. £?£L<«t:xl/>a-, 7*d^x 
L/>IT'SD< $b£#£L<ttb'Xl/>ST&"5. 
L*«tr^l3&«ia±©««l**'tLT^Tt>«kV^*»234^L6©7;i/*XU>» 
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>S, yDtf^U>Ss 7*5Pxi/>g, ^>f-|/>l« ^*->xi/>gfrt7>^ 

>mr~h<0, ckD^£L<«X5Pxl/>g, 7*ohfxU>g, 7*f-l/>ST'$0, 
L<Hi^xU>S. 7Wxl^>ST&0, ^t)»*L<ttx5 1 xl/ 

^*»2»tiU3©7;^-u>Sd^tfe»ns. »$i<ttxf-u>i, 7Dt* 

±EK5R»2&ViL6©7;^x;P»Sfctt±SKt!l»23&V»L6©7;W+-;US 

u;i/S, t'AD-<;us, 'vfruv-owk ^-7^y-f;i/*, y^uo-fjn, ^ 

-c;i^ M^y-r ;i/S, ***y<;i/S, 7^'Jo-f;u*, ***uch;u£. 
hxji/S-cfeo, cto^SL<«7iz5 l ;i'S, e*x;i/S, 7*^u;us, 

^^y-nua-e&o. $e>i3»^L<«7-t^;i/». 7"Dt'tzj«, 

So 

R"\ R\ R s, ^cfc^R s2 ^lW±©MMS^WLTUT=bckl^^^7^^Ll9 
©5fSK7S/Jl/iS*^-r«#. K^#K7->;U»ttt±Ej^*Sk5^V»L12©7.U 
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6tjf3«^iA«^> , y<;us, o-h;M-<;u2, m-wi^-ous, p-hm-<;us, 

M— L-W (i a ) Y-L— X=T-f Z 4m-Lw (li) 



R 1 ^ R 1 

-M— «— W 



^L-X-T-^^-M-l-W (Ib) Y=L-X=T-^^-f 



dj) 




R 1 ^ R 1 



Y-L=X-T-(- Z ^-M-J-W (fc) Y-L=X=T-£^-M- L -W (ft) 



M=L-W (l d ) Y-L-X=T+ Z 4M=L-W (H) 

r=L-X-T-h 2 4m=Lw (Ie) Y=L X=T-H 2 A-M^W (Im ) 
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^ ^ R 1 

■m=Lw 



r _ L =X-T-^^-M= L -W (If) Y -L=X=T--^^ 



(In) 




Y =L=X-T-f Z )m-Lw (Ig) Y =L=X=T-^ Z 4M-J-W (ft) 



R 1 R 1 
z \» 1= L W y=l=x=t{- z 4m= 1 



Y =L=X-T^j;M=L.W (ft) Y=U=X=T-^J^-M=«-W (Ip) 

l < «^ © x x;i- * ^ tt^- n e> ©7K?n $ § c 

mmt^ 1 12©7 u -)vm^tz\x±.ummmu^ 1,1207 u -^stz&^T, e 

m-hU;US. p-h'JJt'S. 2. 3-+y'JJH, 2, 4-*->'J^S, 2. 5-^->'j;US. 
j*->^;ug, ->^n;i,S. o-^/x^S. m-^-;ug, p-7*x;i,g, ^> : J)l 
g. 7x^^H, a-/5f;i^>v;US> 'OXtF'JM, ^> 
y'Jf>S, *5HJ^S, ->>^S;U». -»t5'Jr>i- 3-7iZJl^7'nt> 

^;us. 2-^-75 1 ;us« 1-^7 ^;M?Mi/g. 2-7"73 i ;M3 1 ;i'Sv i-^^jux 

l-i-yJ-)VJLj-)i^ as-f >^'-fex;i/g, s-f >^'-fexjl/g, 7-t7-7 
P-HJJI/S, 2. 3-+->'J^S. 2.4-^->U;US, 2. 5-+ y'J ^v^^S, > 
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0-2 p-^^n;US, "C>5WS, 7iW 
i-^twm^s. 2-^-^5 l ;L'^5 l ;ua, 1-^7^x3^8, 2-^7 

0, iW$KS7i-M, o-h'J^S, ni-HU;^ p-h'J^S, 2, 3-+~> 

u;i/S> 2,4-^->u;ps, 2, 5-^yU;n, *->5f;us. ^*:uus» o-^^-;u 

S. m-?*x;i/S, p-£;*x;i,S, ^>i^S> 7x^f;H. a-/?MI^>v 
S, y>t5'JT>I. 3-7x~;i,7°Df;i/S, 4-7x-^7*^S, 5-7i^ 

^>^;u», 6-7x-jk+->jh> 1-^-7 2-^:7 s^s. i-^^m 
f^S, 2-:*-79MM3 1 ;i^t&d, $e)i;ff^K(i7x-iH, o-hu^g. 
■- FUJI'S* p-fujfs. 2.3-+->u;us, 2,4-+y'j;H. 2, s-^ujus, / 
v^PS, y^-JH, o-^^LS, JUS* p-£*-JPS* "*>5WS. 

7x^S,.a-^fM>7M, ^>XtH'j;i/i. FU^JFS, ^>7'J 
x>S, FUJI'S. ~»;f-5JFg, y>t5Uf>lT^O, 3 6fc<k0#£l, 
<«7x-;H, o- FUJI'S, m-FUJFS, p- FUJI'S* 2.3-*->UJFS, 2,4-+ 
vU>S, U-^y'JM. /S/^JFS, ->*-jfs. o-^^-M. m-^/-;i/ 
g, p-^7/-;i/g, ^>v;fs, 7i^?JHtfeo> feott)^L<tt7i- 
JFS, o-'FUJFS* ■- FUJI'S. p- FUJI'S. 2,3-*->UJFS. 2. 4-*->UJUS. 
2, 5-*->UJFS. ^yyJUTfe^. 

::t, ^Dg?tti. ^w^ttK^^, mm®?, u>> st 

ff^KttlMfcflH 5 -, tt*ltl&^ S*JR^. U>T&tK «kO»*K 
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**-trV-;k -rv*D-y'-;k f77-;k -Y7777-;k -r$*v-;k h 

U7V-;k fcf7V*-;k 7 5lf7> ^7v7l/-;k t^fy/y-JK kfU^' 
-77, f'J5> ? >, t'7y>> -T7K-;k <V-f>Hk -f 7^/-Jk ?u 

tyjx -fv+yux ->wj>, t^'/Dx *y*-tHJ>, ±77 

ijy>, 7^7vX 7*U7, 7r'JyX fl/77X < 5 *V777~Jk 

^>v'7 7k ^x/f*7ix ^>x^ity-;k ^>x^7v*-;k ^7 
X77777-;k ^7X0 7V-;k -fs^/tru^x k'aofUvx tr 
□ □k''j = yx tfu Ftr'j$-77&£#w<~>n> ^*L<et* , jv j >, 7*7 
x>, 77X t*o-;k **-»j-7-Jk -fvw;-;k 777~;k -fV77 
y-;k <5^V-Jk h'J7v*-;k e^/-;k 7 5ifx 77-77 7-;k 
^■»tf/7y'-;k t'u^'vx tfusv>, t7vx -r>H-;k -tv-ok 
-;k o^v-jk ^d/>, +yj>. -fv^xu>. -»yjx +77U 

7, +X^U>« ^77'J-77, 7^^> ? >, 7*U7, 7°7U77, fi/77 

>, -fs^/f7V-;k^>v'77X ^>yft7ix ox^-y-y-jk 

^>Xf7V-JK ^7X7777 7~;k ^>X<5^*7-;k ^S^/f'Jy 
7. Hook'iJyX k'DOfja v>, f'J Htf U5y>T*fe!3, cfc9#£L< 

tttruvx ?t7ix 77X t*o-;k :**-tr-7-;k -rv^-tf-y-Jk 7 

7V'-;k <V777*-Jk -f5^*7-;k MJ7V-;k f^7-;k 7 71f7, 
77-77 7*-Jk t=^ty7V-Jk hTU^vX t7J5 77, k'777, OH 

-;k -<7-f >H-;k o^'v'-Jk ^>xm'M ^>X77v*-;k 

^>X7777 7-;i/T&>7 £ b(;»SL< ti7^7x>, 777, tTo-Jk 

*+it7-Jk -Yv*-y-7-;k 777-jk -rv77V-;k -rsyv-Jk h 
U7V-;k e77-;k 77if>, 77-777-;k ^-+-y-777-;k -r>H 

-;k -f7-f>H-;k -r>7*7-^T*0> Ditf£ L<(W7xX 

7 7 7. hfd-Jk **1}-7-;k 77 7-;k -f5 7'7'-;k -f>h-;n:*o. 
feo t t>#£ L < (3l*+-y-7*-Jk -f > F-;kZr&£. 
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->^o^;i/S, v^d^O^US, ->^o-\+->;i/S> ->7 □'nt^I'S* 

□ 7D^-;i/g> ->7D77^;i'K, ->^d^>x-^s, v^o^-t-;^ 

v^D7*x^S^ y^a^>f-JH. ->7d^\7° 
f-MT^D. £D#£L<te~>7o7°Pt:;i/g, y^D^jH, v7a^> 
y^o^yJH, v-^D^T^gT&O, L<te->7n 7° 

DtVI/S, y^D^S, y^D^>fJH> y^D^yjl/M^ 

<5^'y-;k hU7V-;k t*7V-;k 77+f>, f7y77-Jk ^+it-7 
77*-;k tfU^7X t'USyX e^7>k£>W* <=>n£. $?£L<tet:'J 

;k -fv?7'/-;k -rs^v-;k b'J7v*-;k tf^v-jk 75+Fx ^7 

y7V-iW **1tv7 7-;k kfU7*vX t°'JS-7X fyyyt-SD, J; 0 
Sfib<(ifiJyX t'U^'yX fUSy>- fyy>T*5. 

Y-L— X-T — 
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R 



W 



<d%£. mmm?<Dim\$±&<Dit'&Vd<D&w\z®i%.2ti2> fecTia^. 

*m%w\z&^Ti&t\$. mm\m\zmiE2nte^-t)m&mzmfz>t. mxa 
yy^?mm^ m.mm. sig^s^ u>^^, ekM, Ik 

)\s#ym.o)mai& ; ^^y^^ym.^ h^yjv^-a^^yx^ym^ x^ 
t*ziu>^. ^->^a^*->;u7S>^v> n, n ' - : y^yy>)VjL^-vy : J7^y 

HJ7. (th'D^y^WSy) 7iT^M>yJI/7$>il&^© 



R 
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x*>;up*>Bltt, ^>-tf>xju*>^, wux>;ui/*>g^ ^^7U>^ 

>^x?i/>v75>ig, N-^^^;i/*5>^, ^x^y-;i/75>^, h 

^>y^75 >:&&£©7$ >©tfin£ ; ^ h U * 'J "y- if©7;U# 

U&P©tti>n& ; 7)V*-y)&, 'J5?>|fi, -kU>±g> £*'»>3^ 77/t7^> 

^BJK&^TXXx^te-fl^ (I) fc&tt3\Y<D#;i^*S';Ug©X^7;i' 

^±M$tu ^LT^sw^ftTT^x^^nsxx^ius^tyfew-e. n 
^wizw^jAwu mm&ifc^ l s<D7 )i>* Jim. mmmf£^Ln<D7V-)im. 

^yiy)VmUE<DmM'mt^^(D7 ? j*?^7&^L20<D'v7a7U 
7ir h*->^7;US-> yoh't-^+y/fiHSfcttfA'D+y^fM^ 7 
x h -1=- ;i/#x;M-* f£2- * h * x;m-* ->x^;ug-. 
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A. HRiUI)fc£^TT#JM$STfcS, HKj£ 

OR 1 

x Q R 1 
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Q 




— 

L6©APy>ik7;w*;i'»» ^^2^^Li2©7;m^->7;wi/S, 

£lr>L7©->£o7;U*;i'S. 0e^S2&V»L6©7;i/^-^S, 0?3ft»2&l/>L6© 
7^-Jl/S^ ^5d*6&^bl2©7'J-;i'S, j^Si»7frtr>U8©7;i'*;i'7'J- 

)vm. mmmte^Liwjyfr^fr&z^nznTnv -^pcocq- (dcx-a; 

-#5t (l-i i i) ©fls^fttt. -«iC (1-i) ©flS^ttfc-JKSC (1-i i) ©fc£*£££ 

S*tt***««IAtffh7k HD77X N,N-y^fMM75 F«f+HK 
©{t£«9t-«5£ (1-i) T*»5^«B)*7K*^ h U U 0 

-^(l-iv)©^#)tt-«:^(l-iii)©^#>S:X^/-;k Mx7;k 7 

(l-v) ©ib^«jtt-ft^ d-iv) ©{t£ttc-#5£ (i-v i i) (Dit&ta&ftm 
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(l-vi) ©<k^«5tt-ft^ (l-v) o<b£ti£x* y -;w&|«+, MS®. 

-flgffligaA (2) 



Q Pn 
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Q 



NH 2 N 2 
2-vii 2-viii 



C0 2 R° 



R 12 QH ?^xi QR 12 

2-ix 

Q 

y-l-n;V?\ m i ^yC0 2 U 
— ' QR 12 
2jOt 

finis, R ,2 «7x^jf^ mmmx'W^ntz7mm. $.tz\t*n?nm±<Dm 

»S£Wl/r^Tt>«fct^ «*RlttviL6©7;WU», 7k&S#«»T-#g;* 
3!l#lfrl/>U6©75/7;U*JI/S* **ftl&^L6©Any>{k7;i/*;HS, mm 

mt&^\s\i<D7)te*i/7)v*)v&. mmmtz^vKDiszuTfr^jim. mm 

»2&^L6©7;^-;US. j^^2fc^L6©7;Mrn;i'S, &*M&6&v>U2© 
7U-^S> ^&7&^U8©7;WU7'J-Jl^> ^*!&7fcHU8©7 7;i'* 

;us^^n^'n7Kt ; -^PcOCQ- (ciciT^wE^wtfftfEj&ftfcEi;**^ 
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;i/7>;i/*^rvH J ^N.N-vy5 1 ;U*^A7 5 l?3&:i:©W««**+, l-x^JP-3- (3-v 5 
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£iii£C (4) 

^r^QT 8 ' — R3 'Q^yv Br n ' BuLi R3 -o^yv CHO Dwitt-.g 

R2 4-formylmorpholine 2) TBAF 

4c 



4a 4h 
DOPPA 



H O^TYV COjEt 2 > H2 , BocHNCVYV C ° zEt 

R, H v ^ H v 

-/Sit (4b) ©fb£«rti, 7h7kHo77 (4b) ©{b^tc 
HRS (4c) ©{b£«, fh7tHD77 XSWiS&'K (4b) ©<b£«5fc 

y^'J^^A^ossifias^ffla-B-, U3^bM-*;u5;He;p:7;a- <j >#©* 

-ft^(4d)©<b^Hll4. -^(4c)©{b^{lN.N-v^5 1 ;P*;UA7 5 H^N-^ 

-jfiSC (4e) ©<b£#ltt hJl/X>«©*«»J«+, v7+f t'vi> □ 15. 4. 0] t>>7 
■fe >«©W«JfiS#«TT-jKS (4d) ©lb£4£) 1 7 v{b v 7 x " * U ^ <h 

\ts -2(TCj&>£>50 , C##£ L^. 
gjjjfeC (5) 
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2) H2 



*vrY°* ±hhl -wl ™aa. »nrr m """" 

BCI0Mel3 ^AJ ggj* BzIO^, Bo C 20 

52 5b Kl 5£ 10%Pd-C 



K-Y^YCOjEI R-X BocK»^YV-"i' 



5jj I ie 1 toluene 

BocHN^Q^V C0 ' Et 

£^2 3 d <!; \z £ K) % h ti§ . 

©& £ ft m £ s ^ 1 1 ii o # e n s o 

^;Ut°oUH>, rh7t Ko^^iiii&^X*^^ *7**-h£ftffl£ 
-itfc^ x^/-;k B^x^Jk y^y-Jk fh^tHo??^^!^, 

>^©W<i^ c f> -^(5d)©ib^^l'^Ky^>, X*X HJ 

-&5£(5f)<7Mfc£4M^ Hl/X^cDWM^^ -®s£ (5e) (R2 = h 

7A^0£MMJI£:Mg^ U OA^<7)Mi£gc9?5qiT, 7 'J ^-v^^S: 
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8(rc b 1 50*C (I T 5£ £ it § d t (; J: 0 1# b ft 3 . 
jj££C (6) 



^v^Y^Y C0 2 Et N IS BocHN"' v Y^V^T C0 2 Et sonogashir a 
' *" HC^p react i( 



BocHN t. 



1 fih 



BocHN 




C0,Et 



HO 
fin II 



r 



base 



BocHN 




C0 2 Et. 



(6b) (Dit^m, N-y/fWM7$ h\ 7-fe h-h 'J;M$©tf*iSfc 
(6a) Ofls#**N--f * F** ->rf 5 H -frail £££ OMiST^ 

-5„ K^SStbXtt. -0 < C^b50'CWSLl/^ 

— (6c) ©flS'&ttttN. N-y/fM^A7 5 ^©^T&iSJ&'K v^DDfT. 
h 'J 7i-;i'7*77-f >A7^^Af ©*RMI, <k-54klB, HJX5P^7S> 
#©#flMfiS©SaETT-«iC (6b) ?Mb£#) 1 vyzKm-zit* Z.t\Z& 

n©iiM(7)#ftTT- assc (6c) ©^^^jp^-rs - 1 ted; omztiZo sjs 

»£C(7) 

0 0 OH O 



R6 7a 



2k 



R6 



2e 
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-jisjS (7c) <Dit£mz-nx:frt>ox:<DmwT'X~ : r b ? t h o y y >&<dm*m 

-jKS(7d) ©te£fttt0t;j&»6M©l61BTHK5U7c) ©fl^ttfc h U 

— jKSC (7e) ©fc£tttt-7rc**6M*T©«HTN. H-V>fMM75 h\ 

x $ d t \Z cfc 0 SfiiT * £ o 

-^(7f)©fb^tt-nss:(7e)©fk^$:x^y-;k tfy—fr* &%wt 

rh7hFD77>f©im 7kg^bTHJ?A^7j<®HbU3 1 ^A^©M&S 
Sfc, *IBH* (7e) tt^T©;P- hUctot t>Mi£T"# £ . 
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O 0 
Triethylsilane M ^ JL 

R5 r 6 2s. 

-$B& (7h) Mt&mt-nVfr bOr^SafflTx hytVn7? >^©?l7j<?§Jt 
-Bit (7e) <^b£^«0'C7$>6^©igfflT— /&5£ (7h) (Dit&mz h U ^;1/^d 




-jRSC (7j) CMb£tlte-78 , Cfr £>^*g©f6ffiT wuxx >«©ss 

ymm*^ hKjS (70 ©*t£4& ntttf+uvu >«©*#tii&S£*"*"t5) 

KfcS-e* d £ K «fc D v7*x U^SiRWKSIiiT^*. 
-«SS(7k) O^«tt0'CA»6M©«HT?-«it (7j) ®{fc£*!jfc h U 7;M"D 

«fc V V U x -> 7 > £ £ -B- § d £ \z £ 0 SKigT£ 3 . 
-«(71)©^^«-78 t C^b^ 1 *T©fSHT-N. K-v/fMM7S H, 
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o 





Triethylsilane 

>- R4 

TFA 



-«sc(7i) ®<b£« (x^^+itvu >v >^©*3»g£:t<#-r&) 
— ussc (71) ©fc£#jteOT;j&>6gi&©i6i8T-jKs: (7m) wt&vmz h u ?;wd 

jjjj^C (8) 



Br 

X 



x/ 1 



fia 



CH{0R,) 3 
Lewis acid 



0 



R1 



ah 



R1 



n-BuLi 
(R 2 ) 2 NCH0 



H 



0 0' 



-Rl 



-Rl 



fie 
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(lb) <Dit^mt-fSt^. (la) (D{k-&mz)l"f Xi©#tWhi^f)V 
-asa (8d) oik^n-fiSit (8c) (Ditsmzt? J -;k y -^w&w 

-#5$ (8e) (8d) ©<b^«9tc I. 8- v71f \Zi/(7 □ (5. 4. 0] -7-0 

5. KJSttHkx>. ^-efT^dt^tti^ ££Sg£LT«(TC*>^iSTfT5 
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(8n Mtzmz-m* (8e) (Difrsmzbvy^-ji'frzyj >*imz 

-Asa (8g) (Dit-^mt-^ (so <Ditsmzm=y'3 L )\'is*-x*- h z^m 
□ * * *-efr o z. 1 3&»ta*, r*«* t u t teor <-> tit 5 c £ #hj# 

(8h) ©fc£*Hi-*« (8g) ©ffc£*££HS«®*T*aS-rs - dzl3=k D 

ttf&M. Km^&t UliOt^ ST'fr P il t^tb*§. 
jBifeC (9) 

Ho'^rv^r' 00 ^ 1 Br --Y^ > Y C0 2 Et 1} r2^oh R3^o"^irvv COjH 

R1 . 0 A^l R2 Ri-o^ R2 2J**»«f R1-0^ R2 

ia ib Sc 

-fiSC (9b) ©<b£fett, -ft*(9a)©<b£4fct^DD**>^©&&<K =L% 

si^ai, -is* (9b) ©<b£ti t7;^-;i/*tfffls *Tx~r ;nt $ itfcft. 

X^7-;U£fcte^7-;i^> TK^b^hU^A, zkllfc* U £A«*©*i«tftS 

aaasfecoo) 



.0 
NH 



HK5*(10b)©fl;S«ltt, -^*(9b)©fb^^(iWM £J&M*¥) *> 
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-jKSC (10c) ©*fc£tttt, HKSC (lOb) ©ffc£tt©75 7 *©««ST*5 lert- 

y^y-jk &aMai*y-;i/&£©j§&*Tifi», hU7Mow<i;t'« 

K&£©***K<K l-lf Jk3- (3-y ^^75 V 7'o f;H *J^y^ 5 F& 
*ir>tt">7y»J>Kyx^;i/***^3WtUTlT3i:t3&«T#s. 




0 



HKSCU lb) ©fc£tttt. 5/y^U7s;U**vK^©*§&4>, 1. (y7i 
-;u*xyv y) 7iDt □ oy^y^Af u 7Af © 

HR5Ullc)©ft£4&tt» y/h^yl^>f0», I. l-t'7, (-771-^ 
*7.7^ y) 7xDi:>v^ODA7v I yA^©M^ckl/^* l J^A^©M 



11a 
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^PS^OT^l/S ; 0y*ttV7>+v£;utfx;i>S, 2-3- Fx h*->;&;u#- 
ji/S, 2, 2. 2-hU^DDxh+^;i/#-;i/^<Di£^7;i/D^'>*;u^-;i/« ; 
0iJ^^2-7 o n^x;^^v*;i/**-;i/S/2-^DD-2-ya^x;^+v*;^x 

««ST«a$nfc7aysfc*w*75y«ofiiSfSttt. n##i£i§ 

■>7-fe5 1 ^S. 5 1 x-;i / 7-t5 L ;H-7 L t i:i - cDM^^fc«^SMc7)E^7;^y<;i/ 
S ; ^>v;i/^+->*;u^x;i/S, t-7*h*->;fr;i/**x;i,», P --hD^>vj^ 
+i/*;i/#-;us&£©iilfe*fctt#s^©{S»7;U3 + >'A;^-;i,s ; *5f;i, 
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p--hD^>y'Jr>I, m-^o;u^>^U7 r >S, 3. 5-v {i-ttM -4-/W 
^®Mltl~4(Dtl7iWM, flajAtf2-3>^kx5F;uS, 2.2. 2-hU7an 

^^s, -rv7'h+->^5 1 ;i'S©cfce)7 t =j;{s^7JH]+v^^s^ 7*^'j;i/^-> 
;i/S©«t'5&i-i£»7;m+v*;i'#x;u^«>x5 L ;i/S. wttf'<>5>;k P -* 

h^->^>v;i/*> o-rhD^>yJH> p-- hD^>> ? ;i/S©J;-5/c5:7 7;^;U 

t>«j;<^»wi8^$nr. x*/-jk 7"d/v-^ 7'^y 
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7±h>* ^^MI/X^SH^r bX yXWh>, : s$w\^ J yt&E 
**1tX 2-^h+->I^/-ik 1, 2-y^^^->X3'>/ii'©l-fm 

;$>X £DD*;W>> M-ft^S*. 1, 2-y^DDl3'X h^DDIf^X 

y-hy^onx^]y>t^^cD/\nyyitmit7Km^ ^X-fe'X WUxx ^>l/ 
X t>/?n;K>-if>, - ha^>-fe*X -fXxX ti'Ji/X *y'JX 

>>x 7i;-Mt*©ftm ^>*x x^n^-tj-x ^-ti-x ^\7°^ 

X *2*X -fV*7*X Sift^XXX 5ttx-x;Pfr£©^fc#*S, x 
9S-)V7$.>. yl^75>, HJx^;K75X h'D'JyX ^'Jy>- 
tf^-XX tWJX 7X'JX y^W-UX ^XX>W75X MM" 
-X>fc<!:<Z>75>^ *;UA75h\ N- TWUfcfD 'J H X N, N-S^^K 
= yVoX N, N-^^^JU7-t b75 h\ N, N - :X>Wl'*;i' A 7 5 K&£ 
©75 HSU. ^^^U>Kh'J75H, ^It^^UffiU h U 75 K& 

&St>©-C ! b<fc<!|#tlS^Sn-r, &#tol3ttmtf£&:?-HJ£A, ^K7K«^- 
MJSA, »'J^A. zkJSHb^HJ^A, 7*iHt;*J , J7A, t-7* h^Xti'J £ 
A, f'JyX y/^75 7h''JyX HJ*^75X HJX3MU75X 
N, N-SM V7*Ot!^X5 1 ^75X N - ^tVEJI^'J X N-^f JHfO'Jy 
X N-t^UH^'J'XX N, N-y^W-'JX 1, 8 -v7"tf k*X7 P 
[5, 4, 0] 7>7'*-7-X> (DBU) , £ 'J -XX 4-y^W5yf 
D-XX fP'JX Jl-fyX +/UX -fV+yiJX Tk&fb^hU^A, 7K^ 
fcjbUOA, 7k®fc l J3 L 7A> 7*^1/ U^S A. i-h'J7A^^7-h, #'J7A 
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Stir* JMfrWlCttfllAtfNaBH,. LiBhV Zn(BH 4 ) 2 , Me 4 NBH (OAc) , , NaBH 3 CN. 
Selectride, Super Hydride (LiBHEl 3 ) , LiAlH„, DIBAL, LiAlH (t-BuO) 3 , Red-aL binap 

p$*®jig^ * ffl n 5 ^ 7 a c □ -7 h ^* ? 7 — *>ss i um&fr *> m b b b"T * c t 
#i-**>©t&*j&<» *m%mz^y* x )>mift&mm\zMt>n-f. ppar (a, 

0, r) ©agonistffm [fcl*.tfPPARa*5«l:tf r :x7;U7=i*-X htfUBKgo* 
lr>WTfc«fc<, PPAR a > /3i5«i;l/T©hUy*;U7zf-X hfflBti^iTUTt) 

0!l;Ltf, PPARtt'f >^U>ffifiitt©ffiJt» jfii<MtKi©H«, 
©M^ [Current Opinion in Lipidol. 10:245-257. 1999 ; Jiang. C. , et a!.. 
PPAR-garoma agonists inhibit production of monocyte inflammatory cytokines. 
Nature 391:82-86 (1998); Jackson. S.M.. et al.. Peroxisome prol i ferator- 
activated receptor activators target human endothelial cells to inhibit 
leukocyte-endothel ial cell interaction.. Artcr ioscler. Thromb. Vase. Biol. 
19: 2094-2104 (1999) ; Su, C. G. . etal., A novel therapy for col i t is utilizing 
PPAR-gamma ligands to inhibit the epithelial inflammatory response.. J Clin 
Invest 1999 Aug: 104 (4) : 383-9; Ricote. U. , et al.. The peroxisome 
proliferator-activated receptor-gamma is a negative regulator of macrophage 
activation.. Nature 1998 Jan 1:391 (6662) : 79-823 &£>*£0<~>nT&9> £ftb 
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z.n^mmuzimism^'bnzmMm, mmi m^m^M 

# U *+>'a:^-U>«ftl>S Lift, # 'J t+yifl/>l 'J tt'sztu MV>zfu 
yZzOtW-UE) , TKiStt*^ (t Hd^->x?;Hi;uo-7.. #U7£'J 

^flB7;nj-;u (^u-tux ^Dtru>^U3-;k ->*7°d ti/>^u n-;k 

V)V¥Y-)Vl2.iZ) . 8S ->3*£&£) ..gittf&# (&zk$-'fg£, dr 

<^7;uax^A-7^->^A, Mi7;^-^A^a . m§w<&£frwe> 

n-5o pH«aofcfttttill8 (ttBt Qh/BLttE) . M«K07;W*'J&Rlfi 

iffitt. £x>BI,-?LR&£) . Wfi8K©7;U* -, J^Rl£ (£x>Btf-HJ9A, ?L 
Btf-h'J£Afc£) . ^111 (7;u^x>, x?y-;U7S >&<!:) 
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Hdb/db^T. (B^^^-^X'JA'-, ^) IcttU 0. SS^JHr^n-x 
^^li»J?SLfe^(30Dig/kg/B ; *{S L^^J36g) &l/37e) do^Ttelmg/kg/B) 

g) , mmmwm (nefa) te^m-*ft?\»io-xc-iix7> hvo- mm-.tuytm 

m, , L TG II (fiff : tttfMxy**. SDK) . NEFA C-fX 



36 1 

in vivo db/db mice $4 9 BS 



in vivo db/db mice $-5-9 


3g 




. (%) 




& 


3&flS0*2d) 


44.6 


71.6 


46.7 


HMl3d) 


27.5 


63.8 


47 


HJ&0]5d) 


53.6 


58.8 


65.5 


H8£$j9b) 


46.1 


80.4 


62.9 


HI£fl>J36g)* 


51.5 


55.2 


54.0 


Hit§0>j37er 


48.1 


68.3 


70.2 



GAL4-PPAR LBD<Z>**7$8^£*-tt, yeastO<E¥H : PT**GAL40l-I477 
5ySfS«t, t h PPARCD 1 67-468 (PPARa) , 1 38-440 (NUC-l) . 174-475 (PPARY) 
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7^;&M® (LBD ; Ligand Binding Domain) £®*g£1*T-W6n$tgLfc. U 
7^-^-> ? ->{CttPLAP (Placental Alkaline Phosphatase) £ffl</V dft£5copy 
(7>GAL4 DNA binding elementfc-^tfTK promo ier<DTMlzMt&2i£ffi$kVtz. Host 
cellKttCV-l (ATCCCCL-70) -TfcfcS, CV-l cei l £35 mm dishtc5x!0E5 

\z£t2>&oizmZ, 10X FCS/DMEirT?24PSHft*«» FuGENE 6 transfection reagent 
£&/8LT, GAL4-PPAR LBD expression vector£GAL4 DBD-TK-PLAP expression 
vectorfcco-lransfectLfc. TransfectionSff ofc24l»?RSJ^fc. lxlOE4/wellf:& 
*«t-5fc:96-well plateK3S#iIU S &fc24P#|H!**£«W-fc. 24KMftC, F*3 
fttt alkaline phosphatasefc&ffiStf 5fc#f;:65 o reMUfclOX FCS££tfDMEM 

Wfc^»**lfcPLAPSttfcJ;D<ETOtt*»jeL, EC50£JffflLfc. PLAPfttttt, 
M±tflOPHCassay buffer 50Ml<Hb^ft*«50Ml£jQA, MT1I$IHK>* 
a'S-h&KSJjfcLfc. PPARa, PPAR0£«fctm , ARrfc#T*te¥?£&**tt^n 



S^Stt EC50 gtttt/iM 





PPARa 


PPAR0 


PPARr 


HJfe0l2d) 


0.08 


2.513 


0.382 




0.087 


5.072 


0.217 


Ill&t&Wd) 


0.394 


0.789 


0.254 


fiMWb) 


0.701 


>30 


0.746 


HS£#H8d) 


0.162 


8.054 


>10 


HJ60!l36g) 


0.012 


0.037 


0.047 




0.028 


0.432 


0.016 
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o o 



(yl^ WX* U ;W -2-xfJl/7tf - h 1. 5g*rh7kKD77> 
30nlK:ig#U 7k^TT60!K*^b7"hU^A0.26g$JlDAfe. £J6tt**fcTr30 

;K4: 1) *§ffi#iIJci: 0 ^>^5- (3-x v-2-x b*->-3-:**7-l-7'CJ^x 
;i/)-2-^ h*->^>7x- hi. 6g*E-Zjgi;0Tf#fc. 

■H-NMR (Z- isomer, CDClj) 6:1.25 (t, J=6. 8Hz. 3H) 1.36 (t. J=7. 2Hz, 3H) 3.96 (s. 
3H) 3. 98 (a. J=6. 8Hz, 2H) 4. 27 (q. J=7. 2Hz, 2H) 6. 92 (s. 1H) 6. 98 (d, J=8. 0Hz, 
1H) 7.30-7.43 fa. 5H) 7.90 (dd. J =2. 4. 8.0Hz. 1H) 8.32 (d. J=2.4Hz. 1H) 

0 o 



^>yMM3-lh*y-2-Xh+->-3-t^V-l-7 , D^)-2-^ r^>^> 
yx-M. te%3L?;-M0n\\ZfeMls. I0%/t7 5?>>Afc*0. 35g$riDA, zk&g 

^A^a^h^^-tittU ^+1t>-^x5 1 ;K2:l)?gtt5^1jJ:D5-(3- 
Xh^y-2-Xh+y-3-t+yyot»-2-^ h*v£JSS«l. 2g£$fc. 
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•H-NMR (CDC 1 3 ) 6 :l. 16 (t. J=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz, 3H) 2.98 (dd. J-8. 0. 
14.0Hz. 1H) 3.04 (dd. J =4. 8. 14.0Hz. 1H) 3.34 (do, J=6. 8, 9.2Hz. 1H) 3.61 
(dq. J=6. 8. 9. 2Hz, 1H) 3. 98 (dd, J=4. 8. 8. OHz. 1H) 4. 05 (s, 3H) 4. 18 (q. J=7. 2Hz. 
2H) 6.97 (d. J=8.0Hz. 1H) 7.47 (dd, J=2.4, 8.0Hz, 1H) 8.06 (d, J=2. 4Hz. 1H) 

mmm\c)- 



5- (3-1 h4->2-x h^v-3-*4V t';H -2-/ b*->£-E§&0. 58g£4- 
(h 'J 7)V*n*3-)V) ^>i^75 >0. 34g£N. K-iS*^)l*)lA7 $ H7ml \zm 
Mb. *ftT->7 7*7.*>^x7JM). 30mk h >J Xf^75 >0. 27ml £j}P;t£ 0 

SfS^ti^^T-iePtr^^Lfcm^K^^ft^ ^x^ji/TtttBbfe„ 

&X3M1/ (3:1) i§£ii#Ii<fc DifM-X b*->-3- (4-/ h + v-3- ( ([4- ( h »J 7)\> 
*u*3-)V) ^y^M 7 5 J I #;u*x;i,) 71XJH ^davx- ho. 64g£#fco 
•H-NMR (CDC 1 3 ) 6 : 1. 16 (t. J=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz. 3H) 2.98 (dd. J=8. 0. 
14.0Hz. 1H) 3.04 (dd. J=4. 8. 14. 0Hz. 1H) 3. 34 (dq, J=6. 8. 9. 2Hz, 1H) 3.61 (dq, 
J-6. 8, 9.2Hz, 1H) 3.93 (s. 3H) 4.01 (dd, J =4. 8. 8.0Hz. 1H) 4.18 (q. J =7. 2Hz. 
2H) 4.73 (d, J=6. OHz. 2H) 6.91 (d. J=8. OHz. 1H) 7.37 (dd, J=2. 4, 8.0Hz. 1H) 
7.47 (d. J=8. OHz, 2H) 7.59 (d. J-8. OHz. 2H) 8.12 (d, J=2. 4Hz. 1H) 8.29 (m. 
1H) 



x^ 2-xh*v-3-(4-p< h+v-3-(l(4-(h'J7;i/^-o^^;n^>> ; ;n 7 

5 J 1 t>)V-fc-)V) 7iXJH 7'DAVX- h0. 25g£/^ y-;U7mlt?g^L, 1N?K 




HM^Jld) 




93 



WO 01/25181 



PCT/JPOO/06788 



•J ?AT'g$IU ig&fc«EEg£LT2-l v-3- (4-/ h*->-3- ( I [4- ( h U 7 
)\,*u*?M 75 7 ) *;P#-;W 7iZJH 18g£t#fc 

'H-NMR (DHSO-da) 6 : 1. 02 (t. 1=7. 2Hz. 3H) 2.82 (dd. J=8. 0. 14. 4Hz. IH) 2.91 (dd. 
J=5. 2. 14.4Hz. 1H) 3.30 (dq. J=7. 2, 9.6Hz, IH) 3.50 (dq, J =7. 2. 9. 6Hz, 1H) 
3. 86 (s, 3H) 3. 94 (dd, J=5. 2, 8. 0Hz. IH) 4. 55 (d, J=6. 0Hz, 2H) 7. 05 (d, J=8. 0Hz. 
IH) 7.32 (dd. J=2.4, 8.0Hz, IH) 7. 52 (d, J=8. OHz, 2H) 7.61 (d. J=2. 4Hz. IH) 
7.68 (d. J=2. 4Hz, 2H) 8.78 (t, 1=6. OHz, IH) 



m&m ib) t mmvismxs- (3-x h * ->-2-< v t*o #*->-3-** v t*o tr 

•H-NMR (CDC lj) a : 0.94 (d. J=6. OHz, 3H) 1.15 (d, J=6. OHz. 3H) 1.26 (t. J=7. 2Hz, 
3H) 2.93 (dd. 1=8.0. 14. OHz. IH) 3.02 (dd. J=4. 8. 14. OHz, IH) 3. 52 (sept. 
J=6.0Hz. IH) 4.03 (dd. J=4. 8. 8.0Hz. IH) 4.06 (s. 3H) 4.15-4.22 On. 2H) 6.98 
(d. 1=8. OHz. IH) 7.47 (dd. J =2. 4. 8.0Hz. IH) 8.08 (d. J=2. 4Hz. IH) 



&Mm\ c)<h|5l^(D75&T.X^;i/2-'rV7 , D^+v-3-(4-^ h*->-3-(l[4-(h 
'J 7MD/?JW^>yM 75 /I 7i-;H 7'o/Vx-h^#fc. 

'H-NMR (CDC I j) 6 : 0.96 (d. J=6. OHz, 3H) 1.15 (d. J =6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.92 (dd. J=8. 0. 14. OHz. IH) 3.01 (dd, J =4. 8, 14.0Hz. IH) 3.51 (sept. 



mm 



§^#J2b) 
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J=6. OHz. IH) 3.93 (s. 3H) 4.05 (dd, J =4. 8. 8.0Hz. 1H) 4.14-4.21 On. 2H) 4.73 
(d. J=6. OHz. 2H) 6.90 (d. J=8. OHz. 1H) 7.37 (dd. J =2. 4, 8.0Hz. IH) 7.47 (d, 
J=8.0Hz, 2H) 7.59 (d, J=8. OHz. 2H) 8.13 (d, J=2. 4Hz, IH) 8. 30 (m. IH) 



mmmi d) t^«©*ffiT2H , yyD#+">-3-(4-^ h =^ ->-3- ( I [4- ( h u 

•H-NMR (DMSO-dj) 6:0. 89 (t. J=6. OHz. 3H) 1.03 (t, J=6. OHz, 3H) 2.76 (dd. J=8. 0. 
14.0Hz, IH) 2.88 (dd. J =4. 8. 14. OHz. IH) 3.48 (sept. J =6. OHz, IH) 3.86 (s. 
3H) 3.99 (dd. J =4. 8, 8.0Hz, IH) 4.55 (d. J=6. OHz, 2H) 7.04 (d. 1=8. OHz. IH) 
7.32 (dd. J=2. 4, 8. OHz. IH) 7.52 (d. J=8. OHz, 2H) 7.62 (d, J=2. 4Hz, IH) 7.68 
(d. J=8. OHz. 2H) 8.77 (t. J =6. OHz, IH) 



Mii#Jlb) tmm^mx-'b- (3-Xh*v-2-tert-7h*v--3-**7 7ot?;W- 
2-* h*«>5fcA*»£fcfc. 

'H-NMR (CDC ) 3 ) 6 : 1.02 (s, 9H) 1.25 (t, J=7. 2Hz. 3H) 2.85 (dd, J=8. 0. 14. OHz, 
IH) 2.95 (dd. J =4. 8. 14. OHz, IH) 4.06 (s. 3H) 4. 10 (dd. J =4. 8. 8.0Hz. IH) 4. 18 
(q, J =7. 2Hz. 2H) 6.98 (d. J=8. OHz. IH) 7.47 (dd. J=2.4. 8.0Hz. IH) 8.07 (d. 
J=2. 4Hz. IH) 
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%1tm\ c)iH«©*j£TX^;W2-terl-yh+->-3-(4-^ h*->-3-(l(4-(HJ 

'H-NMR (CDC 1 3 ) 5:1.02 (s, 9H) 1.25 (t, J=7. 2Hz. 3H) 2.85 (dd, J=8. 0. 14. 0Hz. 
1H) 2.95 (dd. J=4. 8. 14. OHz. 1H) 3.93 (s, 3H) 4.10 (dd, J=4. 8, 8.0Hz, 1H) 4.18 
(q, J=7. 2Hz. 2H) 4.73 (d. J =6. OHz. 2H) 6.90 (d. J=8. OHz. 1H) 7.37 (dd. J=2. 4, 
8.0Hz. 1H) 7.47 (d. J=8. OHz, 2H) 7.59 (d. J =8. OHz, 2H) 8.13 (d, J=2. 4Hz. 1H) 
8.29 fa. 1H) 



mmm\ d) £^«©;&ffiT'2-tert-7h*5'-3- (4-^ v-3- ( I [4- ( h U 7)1* 
n*5-Mi>'JM7$S)l3)l'tf-M 7x.-)V) 7n/\y&%mtc. 
'H-NMR (DMS0-d 6 ) (5:0. 94 (s, 9H) 2.70 (dd, 1=8.8. 13. 2Hz. 1H) 2.83 (dd. J =4. 4. 
13.2Hz. 1H) 3.86 (s. 3H) 4.01 (dd. 1=4.4. 8. 8Hz. 1H) 4.56 (d. J =6. OHz. 2H) 
7.04 (d. J=8. OHz. 1H) 7.31 (dd. J=2. 0. 8. OHz. 1H) 7.52 (d. J=8. OHz. 2H) 7.63 
(d, J=2. OHz. 1H) 7.68 (d. J =8. OHz. 2H) 8.77 (t. J=6. OHz. 1H) 



Sti&OTlb) tW\®<Dl5&~?5- (3-lh*->-2-t Vu*i/-l-**7 7'u\iM-l- 
'H-NMR (CDC 1 3 ) 6 : 1.31 (I, J=7. 2Hz. 311) 2.95 (dd, J=8. 0. 14. OHz. 1H) 3.12 (dd, 
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1=4.8. 14.0Hz, 1H) 4.06 (s, 3H) 4.23 (q. J=7. 2Hz. 2H) 4.40 (dd. J =4. 8. 8.0Hz. 
IH) 6.98 (d, J=8. 0Hz. 1H) 7.47 (dd. J=2.4. 8.0Hz. 1H) 8.01 (d. J=2. 4Hz. 1H) 

mmmc). 



ami c) iii©^^TlfM-t Fo*->-3-(4-* h + ->-3-(l[4-(h»J7 

'H-NMR (CDC 1 3 ) <5 : 1.31 (t. J-7. 2Hz. 3H) 2.95 (dd. J =8. 0. 14. 0Hz. 1H) 3.15 (dd. 
J=4. 8, 14. 0Hz. IH) 3. 92 (s. 3H) 4. 23 (a. J=7. 2Hz. 2H) 4. 40-4. 43 (m. 1H) 4. 73 
(d. J=6.0Hz, 2H) 6.92 (d. 1=8. 0Hz. IH) 7.37 (dd. J=2. 4. 8.0Hz. IH) 7.47 (d. 
J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz, 2H) 8. 08 (d. J=2. 4Hz, IH) 8. 28 On. IH) 



%mw\ d) tmm(o^mx'2-\i ho^->-3-(4-^ b*->-3-(i[4-(MJ7;M-D 

•H-NMR (DMSO-d 6 ) <5 : 2.75 (dd. J=8. 0, 14. 0Hz. IH) 2.90 (dd. J=4. 8. 14. 0Hz. IH) 
3. 86 (s. 3H) 4. 08 (dd. J=4. 8. 8. 0Hz. IH) 4. 55 (d, 1=6. OHz. 2H) 7. 05 (d. 1=8. OHz. 
IH) 7.32 (dd. 1=2.4. 8.0Hz. IH) 7.52 (d. J=8. OHz. 2H) 7.62 (d. J=2. 4Hz. IH) 
7.68 (d. 1=8. OHz. 2H) 8.77 (t. 1=6. OHz. IH) 




JSWd) 
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'H-NMR(CDCIj) d:0. 92 (t. J=7. 6Hz. 3H) 1.17 (t, J=6. 8Hz. 3H) 1.51-1.70 (m. 2H) 
2.54-2.60 (id, 1H) 2.75 (dd, J =6. 4, 13.6Hz, 1H) 2.91 (dd. 1=8.4. 13. 6Hz. 1H) 
4.02-4.10 (id. 2H) 4.05 (s. 3H) 6.96 (d. J=8. 0Hz. 1H) 7.37 (dd. J=2. 4. 8.0Hz. 
1H) 8.00 (d. J=2.4Hz. 1H) 



'H-NMR(CDCl 3 ) 6:0. 91 (t. J=7. 6Hz. 3H) 1.-18 '(t. J=6. 8Hz, 3H) 1.51-1.70 (in. 2H) 
2.54-2.61 Ob. 1H) 2.75 (dd. J=6. 4, 13. 6Hz. 1H) 2.92 (dd. J =8. 4, 13. 6Hz. 1H) 
3.92 (s, 3H) 4.04-4.15 (m. 2H) 4.73 (d, J=6. OHz. 2H) 6.89 (d. J=8. OHz. 1H) 
7.26 (dd. 1=2.4. 8.0Hz. 1H) 7.47 (d. J =8. OHz. 2H) 7.59 (d. J=8. OHz. 2H) 8.05 
(d. 1=2. 4Hz. 1H) 8. 30 (id, 1H) * 



nmw\ d) tmm<D%&-e2- k*->-3-(|[4-(hj7;m-d^;i,)^>v 

'H-NMR (DMSO-d 6 ) <5 :0. 84 (t, J=7. 2Hz. 3H) 1.43-1.49 (in. 2H) 2.38-2.43 (n. 1H) 
2.64 (dd. J=6.0. 13. 6Hz, 1H) 2.75 (dd. 1=8.8. 13. 6Hz. 1H) 3.85 (s. 3H) 4.54 
(d. J=6. 4Hz. 2H) 7. 04 (d. J=8. OHz. 1H) 7. 27 (dd, J=2. 4. 8. OHz. 1H) 7. 52 (d, 
J=8. OHz. 2H) 7.55 (d. J=2. 4Hz. 1H) 7.68 (d. J=8. OHz. 2H) 8.78 (t. J=6. 4Hz. 
1H) 
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£[£01 lb) fcTO©#ffiT5- 12- (iF+y*M'-jHx?JH-2-^ h*->£J& 

•H-NMR (CDC) 3 ) a: 1. 14 (t, J=6. 8Hz, 3H) 2.56 (t, J=7. 2Hz. 2H) 2.88 (t. J=7. 2Hz. 
2H) 3. 98 (s, 3H) 4. 06 (q. J=6. 8Hz, 2H) 6. 92 (d. J=8. 0Hz, 1H) 7. 37 (dd. 1=2. 4, 
8.0Hz. 1H) 7.98 (d. J=2. 4Hz. 1H) 



nffim c)tli©^TXfJl/3-(4-^ h*v-3-(l[4-(Mj7;i^D;*3\>W 

'H-NMR (CDC1 3 ) 5: 1.12 (t. J=6. 8Hz. 3H) 2.60 (t. J=7. 2Hz, 2H) 2.95 (t. 1=7. 2Hz, 

2H) 3.92 (s, 3H) 4.11 (q, J=6. 8Hz. 2H) 4.73 (d. J=6. 0Hz. 2H) 6.90 (d. J=8. OHz. 

1H) 7.26 (dd. J=2.4, 8.0Hz, 1H) 7.47 (d. J =8. OHz, 2H) 7.59 (d. J=8. OHz, 2H) 
8.07 (d. J=2.4Hz. 1H) 8.30 (m. 1H) 



nmm\ d) £!5)1f(7)£7rC3-l4-;< h^->3-(l[4-(hU7MD^^W^>y 

'H-NMR (DMSO-d 6 } 6:2.48 (t. J =7. 2Hz, 2H) 2.76 (t. J=7. 2Hz, 2H) 3.85 (s. 3H) 4.54 
(d. J=6.4Hz. 2H) 7.04 (d. J =8. OHz. 1H) 7.31 (dd. J=2. 4. 8.0Hz. 1H) 7.51 (d. 
J=8.0Hz, 2H) 7.57 (d. J=2. 4Hz. 1H) 7.68 (d. J=8. OHz. 2H) 8.78 U. J=6. 4Hz. 
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1H) 

«Wc) 




'H-NMR (CDCI3) 5 :1. 16 (t. J=6. 8Hz, 3H) 1.25 (t, J =7. 2Hz, 3H) 2.98 (dd. J=8. 0, 
14. 0Hz. IH) 3. 04 (dd. J=4. 8. 14. 0Hz. 1H) 3. 34 (do. J=6. 8, 9. 2Hz, 1H) 3. 61 (dq. 
J=6.8. 9.2Hz. IH) 3.74 (s. 3H) 3.84 (s. 3H) 4.01 (dd. J -4. 8. 8.0Hz. IH) 4.18 
(q. J =7. 2Hz, 2H) 4.87 (d, J=6. 0Hz. 2H) 6. 87 (d. 1=8. 0Hz. IH) 6.90 (s. IH) 7.11 
(dd. J=0. 8. 8.0Hz. IH) 7.20 (dd. J=0. 8. 8. OHz. IH) 7.30 (d. J=8. OHz. IH) 7.37 
(dd. J=2.4, 8.0Hz, IH) 7.59 (d. J=8. OHz. IH) 8.10 (m. IH) 8.12 (d. J=2. 4Hz. 
IH) 




mmm\ d) h+->-3-(K(i-^^;u-iH-2-< 

'H-NMR (DMS0-d 6 ) 6:1.03 (t, J=6. 8Hz, 3H) 2.83 (dd. J =7. 2, 14. OHz. IH) 2.91 (dd, 
J=4.8. 14.0Hz. IH) 3.30 (dq. J=6. 8. 9. 6Hz. IH) 3.50 (dq. J =6. 8. 9. 6Hz, IH) 
3.74 (s. 3H) 3.84 (s. 3H) 3.94 (dd, J =4. 8, 7. 2Hz. IH) 4.67 (d. J=5. 6Hz. 2H) 
.6.35 (s. IH) 6.97 (dd, J=0. 8, 8.0Hz. IH) 7.04 (d. 1=8. OHz. IH) 7.09 (dd, J=0. 8. 
8.0Hz. IH) 7.31 (dd. J=2. 0. 8.0Hz. IH) 7.39 (d, J=8. OHz. IH) 7.46 (d. J=8. OHz. 
IH) 7.61 (d. 1=2. OHz. IH) 8.57 (t. J=5. 6Hz, IH) 
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0 
*0 




o 



'H-NMR (CDC 1 3 ) 6:0. 95-1.07 fa. 2H) 1.16 U. J=6. 8Hz. 3H) 1.16-1.25 (m. 3H) 1.25 
(I, J=7. 2Hz, 3H) 1.50-1.80 fa. 6H) 2.98 (dd. J=8. 0, 14. OHz. 1H) 3.04 (dd. J =4. 8. 
14.0Hz. 1H) 3.30 (t. J=6.4Hz, 2H) 3.34 (dq. J=6. 8. 9. 2Hz. 1H) 3.61 (dq. J=6. 8. 
9.2Hz. 1H) 3.94 (s. 3H) 4.01 (dd. J =4. 8. 8.0Hz. 1H) 4.18 (q. J=7. 2Hz. 2H) 6.87 
(d, J=8. OHz. 1H) 7.37 (dd. 1=2.4. 8. OHz, 1H) 7.90 fa. 1H) 8.08 (d. J=2.4Hz. 
1H) 



o 




o 



o 

OH 



;H-4-^ h+v7iZJW- 2-x h*isZfurt>&%mtzo 
'H-NMR (DMSO-dj) 6 : 0. 89-0. 95 fa. 2H) 1.03 (t, J=7. 2Hz. 3H) 1.14-1.20 fa. 3H) 
1.45-1.70 fa. 6H) 2.81 (dd. J=8. 0. 14. OHz. 1H) 2.90 (dd. J=5. 2. 14. OHz. 1H) 
3. 10 (dd. J=6.4. 6.4Hz. 2H) 3.30 (dq. J=7. 2. 9. 6Hz. 1H) 3.50 (dq. J =7. 2. 9. 6Hz. 
1H) 3. 83 (s, 3H) 3. 93 (dd. 1=5. 2. 8. OHz, 1H) 7. 02 (d. J=8. OHz, 1H) 7. 28 (dd. 
J=2.4, 8.0Hz. 1H) 7.57 (d. 1=2. 4Hz, 1H) 8.07 (t. J=6. 4Hz. 1H) 
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2-75 /-3-* h* : s(\{A-{V>)7)V*u^M^>i>M7^At! 
)],tf-)V) yx—M 7'o/Vl- hO. IbE&kzmm. 12ml £7 □ d*;UA8b1 \z 
g»PU £ffiTl£ffiBM'775;H). 10ml£JO*.7c. Ej£»£30#ra;bD&SaSlELfc&. 

SflS&l-7*a/V--;P8mlKJS«¥U MTI*BmS>9A13iDg£;[J0;Lfc. 

if^T^-Cfl-'U '\^lJ->-»Kx5 1 ;K2:l)»ai»P«fc0^5 L ^ 3-[4-yh* 
v-3- (1(4- ( h 'J 7;M" n*?M i>*JM 7 s y ) #;i/#x;M y*.~M -2-y'n 
^^•>7"OA7X-hO. 18g£#fco 

■H-NMR(CDClj) 5 :0. 84 (t, J =7. 2Hz. 3H) 1.55 (to, J=6. 8. 7. 2 Hz, 2H) 2. 98 (dd. 
J=8.0. 14.0Hz, 1H) 3.04 (dd. J =4. 8, 14,0Hz. 1H) 3.21 (dt.'j=6.8. 8. 8Hz. 1H) 
3.53 (dl. J=6. 8. 8.8Hz, 1H) 3.73 (s, 3H) 3.93 (s, 3H) 4.02 (dd. J =4. 8. 8.0Hz. 
1H) 4.73 (d. J=6. 0Hz. 2H) 6.91 (d. J=8. 0Hz. 1H) 7.36 (dd. 1=2.4. 8.0 Hz. 1H) 
7.47 (d. J=8.0Hz. 2H) 7.59 (d. J=8. 0Hz, 2H) 8.10 (d, J=2. 4Hz, 1H) 8.29 (m. 
1H) 



3- (4-* h*->-3- ( f [4- ( h U 7Mo/f;H^>yJI/]75; 1 
~M 7x-;i/)-2-7°P4-°^v7*D/VX-hO. 18g&^^y-JW2BltS«PL, IN 
7jc^k±h'J^A2ral^SnA, MTMPflHStfPUfc. R*Sfi^***»L. 1N^^ 

U£AT*HftU-»«lt£ttEES*LT3- [4-* h*->-3- ( I [4- ( h 'JTJM-d*^ 
JH^/yJH75y| ^M-iW7izjH-2-7'o^y7'oA>iO. 15g£t#7c. 
'H-NMR(DMSO-de) (5:0. 76 U. J =7. 2Hz. 3H) 1.41 (to. J=6. 4. 7. 2Hz, 2H) 2.82 (dd, 
J =8. 0, 14.4Hz. 1H) 2.91 (dd, J=4. 8. 14.4Hz. 1H) 3.17 (dt. J=6.4. 9. 2Hz, 1H) 



mm) 



O 



O 
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3.43 (dt, J=6.4. 9.2Hz. 1H) 3.86 (s. 3H) 3.92 (dd, J=4. 8. 8.0Hz. IH) 4.55 (d. 
J=6. OHz. 2H) 7.05 (d. J=8. OHz. 1H) 7.32 (dd. J=2. 4. 8.0 Hz, 1H) 7.52 (d, J=8. OHz. 
2H) 7.61 (d, J=2.4Hz. IH) 7. 68 (d. J=8. OHz. 2H) 8.78 (t. J=6. OHz, 1H) 



o o 




mmms a)tmmv>J5&T*?)v 2-7>*v-3-[4-* h*->-3-(H4-(Mj7;i/ 

'H-NMR{CDC] 3 } 6 :0. 84 (t, J=7. 2Hz. 3H) 1.25-1.32 (m. 2H) 1.46-1.55 (in. 2H) 2.98 
(dd. J=8.0, 14.0Hz. IH) 3.04 (dd. J -4. 8. 14. OHz. IH) 3.25 (dt. J=6. 8. 8. 8Hz, 
IH) 3.55 (dt. J=6. 8. 8. 8Hz. IH) 3.73 (s, 3H) 3.93 (s, 3H) 4.01 (dd. J=4. 8, 
8.0Hz. IH) 4.73 (d. J=6. OHz. 2H) 6.91 (d. J-8. OHz. IH) 7.35 (dd, J=2.4. 8.0 
Hz, IH) 7.47 (d. J =8. OHz, 2H) 7.59 (d. J=8. OHz. 2H) 8.10 (d, J=2. 4Hz. IH) 8.29 
fan. IH) 



o o 




HS£t*J9b) t ®m<Dj3 &T2-7' h * v-3- 14-* h * *>-3- ( I (4- ( h 'J 7)1* □ * 

•H-NMR (DMS0-dj) 5 :0. 77 (t. J=7. 2Hz. 3H) 1.15-1.25 fan. 2H) 1.32-1.41 fan. 2H) 
2.82 (dd. J=8. 4. 14.0Hz. IH) 2.91 (dd, J =4. 8. 14.0Hz. IH) 3.20 (dt. J=6. 4, 
9.2Hz. iH) 3.46 (dt. J=6.4. 9. 2Hz. IH) 3.86 (s. 3H) 3.90 (dd. J =4. 8. 8. 4Hz. 
IH) 4.55 (d, J=6. OHz. 2H) 7.05 (d. 1=8. OHz. IH) 7.32 (dd. 1=2.4. 8.0 Hz. IH) 
7.52 (d, J =8. OHz, 2H) 7.61 (d. J=2. 4Hz. IH) 7.68 (d, J =8. OHz. 2H) 8.77 (t. 
J =6. OHz, IH) 
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( I [4- ( h U -7)1* □ * ^ > 7 5 y I * - ;w 7x-iH 7°d a' y x- 

'H-NMR (CDC1 3 ) 6:0.80 (dd, J=6. 4, 16. 0Hz. 1H) 1.08-1.90 (id, 9H) 2.96 (dd, J=8. 0, 
14.0Hz, 1H) 3.02 (dd. J =4. 8, 14. 0Hz. 1H) 3.14-3.21 (m, 1H) 3.73 (s. 3H) 3.93 
(s. 3H) 4. 10 (dd. 1=4. 8, 8. OHz, 1H) 4. 73 (d, 1=6. 0Hz, 2H) 6. 91 (d. 1=8. 0Hz, 
1H) 7. 36 (dd. 1=2. 4, 8. 0 Hz, 1H) 7. 47 (d. 1-8. 0Hz. 2H) 7. 59 (d. 1-8. 0Hz. 2H) 
8. 10 (d, 1=2. 4Hz, 1H) 8. 29 (m, 1H) 



«#J9b) t|s)1i©^ST2-v^o^\^v;U^^->-3-[4-y h^~>-3- ( I (4- ( h 

'H-NMR (DMS0-d 6 ) 6 : 0.75 (dd. 1=6.4, 16. 0Hz. 1H) 1.00-1.71 On, 9H) 2.78 (dd. 
1=8.0, 14.0Hz, IH) 2.89 (dd. 1=4.8. 14. 0Hz, IH) 3.18-3.23 (m. 1H) 3.86 (s. 
3H) 4.03 (dd. 1=4.8. 8.0Hz. IH) 4.55 (d. 1=6. 0Hz. 2H) 7.05 (d. J=8. 0Hz. IH) 
7.33 (dd. 1=2.4. 8.0 Hz, IH) 7.52 (d, 1=8. OHz. 2H) 7.63 (d. 1=2. 4Hz. Ill) 7.67 
(d, 1=8. 0Hz. 2H) 8.77 (t. 1=6. 0Hz, IH) 

HMl2a) 
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CF 3 " ^ O 

%mm a) tmm^mx'^ji 3- m-/ h *^-3-d [4- (hj p^^;w 

•H-NMR CCDCI3) 5 : 3. 04 (dd. J=8. 0, 14. 0Hz. IH) 3. 15 (dd. J=4. 8. 14. 0Hz, 1H) 3.67 

(dd, J=8.8. 12.0Hz. 1H) 3.73 (s. 3H) 3.93 (s, 3H) 4.03 (d, J =8. 8, 1 2.0Hz. 1H) 

4.20 (dd, J=4. 8. 8.0Hz. 1H) 4.73 (d, J=6. 0Hz. 2H) 6.91 (d. J=8. OHz, IH) 7.36 

(dd. J=2.4. 8.0Hz. IH) 7.47 (d. J =8. OHz. 2H) 7.59 (d. J=8. OHz, IH) 8.10 (d. 
J=8. OHz. 2H) 8.29 On. IH) 
HJS#J12b) 

0 o 




CF 3 " ^ O 

nmmm tmrn^mx-z- w-* h*~>-3- (ii4- (h u 7ju*n*?M 

M 7 5 J 1 ft )V$-M 7 x - M -2- (2. 2,2-HJ7Moxh+ -» 7'd A >& £ 



'H-NMR (DMS0-d 6 ) 6 :2. 92 (dd, J=8. 0. 14. OHz. IH) 3.01 (dd, J =4. 8. 14. OHz. IH) 
3.87 (s. 3H) 4.03 (dd. 1=8.8. 12. OHz. IH) 4.11 (d. J =8. 8. 12. OHz. IH) 4.26 
(dd, J=4. 8. 8.0Hz. IH) 4.55 (d. J=6. 4Hz. 2H) 7.06 (d, J=8. OHz. IH) 7.31 (dd. 
J=2.4. 8.0Hz, IH) 7.52 (d. J =8. OHz. 2H) 7.61 (d. J=2. 4Hz. IH) 7.68 (d. J-8. OHz. 
2H) 8.78 (t. J=6.4Hz. IH) 
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USSW a) tWtifcWfi&'V*?* 2-< 77>*->-3-[4-* v-3- ( I [4- ( HJ 

'H-NMR (CDC 1 3 ) (5 : 0. 82 (d. J=6. 4Hz. 6H) 1.80 (tq, J =6. 4. 6. 4Hz. 1H) 2.98 (dd, 
J=8.0. 14.0Hz. 1H) 2.99 (dd. J =6. 4. 8. 8Hz. 1H) 3.04 (dd. J =4. 8. 14. 0Hz. 1H) 
3.36 (dd. J=6.4. 8. 8Hz, 1H) 3. 72 (s, 3H) 3.93 (s. 3H) 4.00 (dd. 1=4.8, 8.0Hz, 
1H) 4.73 (d. J=6. 0Hz. 2H) 6.91 (d. J=8. 0Hz. 1H) 7.36 (dd. J =2. 4, 8. 0 Hz. 1H) 
7.47 (d. 1=8. 0Hz. 2H) 7.59 (d. J=8. 0Hz. 2H) 8.10 (d. J=2. 4Hz. 1H) 8.29 (m, 
1H) 

mmmm) 



o o 




mmm%) tmmo^mr^ y yy-^-z- [4-* b*->-3- ( 1 14- ( h u y^-t 

'H-NMR (DMS0-d 6 ) 6 : 0. 74 (d. J=6. 4Hz. 6H) 1.67 (tq, J -6. 4. 6. 4Hz. 1H) 2.82 (dd. 
J=8.0. H.4Hz. 1H) 2.92 (dd. J =4. 8. 14. 4Hz. 1H) 2.96 (dd. J=6. 4. 8. 8Hz, 1H) 
3.26 (dd, J=6.4. 8. 8Hz. 1H) 3.86 (s. 3H) 3.90 (dd. J =4. 8. 8.0Hz. 1H) 4.55 (d. 
J=6. 0Hz. 2H) 7.04 (d. J=8. 0Hz. 1H) 7.32 (dd. J =2. 4. 8.0 Hz. 1H) 7.51 (d. J=8. 0Hz, 
2H) 7.62 (d. J=2. 4Hz, 1H) 7.67 (d, J=8. 0Hz, 2H) 8.76 (t. J =6. 0Hz. 1H) 

o 

JLJ-M- (yXfJl/*7* >J M -2--f V 7°d t'Ji/7tf- h I. 5g£-r- h 5 t H □ 
7 ? > 10ml U JK^TT-60J!7jc^<b-f h D^AO. 22g$rjtfflAfc. JEJC&ffi**?& 
TT20»BUI#Ufca. 4-/ h*->-3-n hD^>X7^7k HO. 88g£iD;L. SrS 
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)V (9:1) ^(±}^iSck 0X?Jh2--f V 7°d#* v-3- (4-;* h*v-3-x h □ 7i x 
;W -2-7"D/V X- hO. 85g£E-Z?gC 9 T*#fc. 

'H-NMR(CDClj) 5 : 1. 17+1. 37 (t, J=6. OHz. 3H) 1. 27+1. 31 (d, J=6. OHz, 6H) 
3. 94+3. 98 (s, 3H) 4.17+4.28(0. J=6. OHz, 2H) 6. 10+6. 88 (s, 1H) 7. 00+7. 06 (d, 
J=8.0Hz. 1H) 7.40+7. 91 (dd. J=8. 0. 2.0Hz, 1H) 7. 75+8. 37 (d. J=2. OHz. 1H) 
Mii#J14b) 



X^;i/-2--f 7 7°o^->-3- (4-* h + -/-3-zhD7x-jH-2-7'DA7l- 
h0.85g£l*/-;H5ilfciSfl?U lOX/^v^ApUSO. 3g£iOA, *3d#H^T 

? □ -7 h 7*7 7 -Y u ^-y->-^x^;w (6:i) ®&ftm£ o x 571,-3- (3- 

75 7-4-^ h^->7x-JH-2-fV7'Dt^y7'n/Vx- hO. 72g£#fc. 
'H-NMR (CDC 1 3 ) 6 : 1.00 (d. J=6. OHz, 3H) 1. 15 (d, J=6. OHz. 3H) 1. 24 (t, J =6. OHz. 
3H) 2. 83 (m. 2H) 3. 50 (dq. J-6. 4. 6. 4Hz. 1H) 3.81(s. 3H) 4. 00 (dd. J=8. 4. 
4. 8Hz, 1H) 4. 17 (q. J =6. OHz, 2H) 6. 60 (dd. J-8. 0, 2. OHz. 1H) 6. 67 (d. J =2. OHz, 
1H) 6. 70 (d, J=8. OHz. 1H) 
HM#J14c) 



0. 3g£(a, a. a- h U 7;M"D-p- h 'J M SfgfcO. 218g£x h v t Ha77>7ml(l 
mmt. 7J;^x;i/v-f 5^'7-;W. 22gt hUx^JUTS^. 23ml^JPA, 50*C 





X97I/-3- (3 



- 7 5 / -4-^ h * v 7 i x;W 7 7*D ->7*P A / X— h 
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M £ v »J # ffrti 7A^D?h^77^-MU ^-y- y-ffi&^fr (6 : 1) 
ai^iict D X3^-2-f 7 7W>*v-3- [4-y v-3- (4- h U 7;i^D;*3 1 ^7 
x-^Z-fe^JUTSy) 7HiH^P/Vl- bO. 34g£#fco 
•H-NMR (CDC1 3 ) 5 :0. 95 (d, J=6. OHz, 3H) 1. 10 (d, J=6. OHz. 3H) 1. 22 (t. J=7. 2Hz. 
3H) 2. 83 (dd. J=14. 0. 6.0Hz. IH) 2. 93 (dd, J=14. 0, 4. 4Hz. IH) 3. 48 (dq. J=6. 0. 
6.0Hz, 1H) 3. 73 (s. 3H) 3. 78 (s. 2H) 4. 02 (dd. J=7. 6. 4. 4Hz. 1H) 4. 15 (q. 
J=8. OHz. 2H) 6. 72 (d, J=8. OHz. 1H) 6. 91 (dd. J=8. 0. 2.0Hz. 1H) 7. 46 (d. 
J=8. OHz. 2H) 7. 64 (d. J =8. OHz. 2H) 7. 73 (s. 1H) 8. 24 (d. J=2. OHz. IH) 
HM14d) 



XfJH-'fVT'o^+y^-l^/ h + v-3- (4- MJ 7MD/^7x^7 
tW5;)7i-M 7*D/VI- H. 34gSrX^y-;i/5mHC^U, 5NzkgHf: 
^hU-7A0. 28ml^»nA, ^T*4i$F.^t#Lfc. £^£fe£7j<# U lN^T 

-}ATi£j£U ^^M£E@*bT2-f V7°n#^->-3-(4-y h*->-3- I [2- (4- h 
•J y^;W 7x~;H 7-te5MH 7 5 /) 7x^7*a;OS!S0. 28g£#)t„ 

'H-NMR (CDCI3) 6 : 1. 06 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 89 (dd. J=14. 0. 6. OHz. 
IH) 3. 06 (dd. J=14. 0. 4. 4Hz. IH) 3. 58 (dq. J=6. 0. 6.0Hz. IH) 3. 75 (s. 3H) 3. 80 (s. 
2H) 4. 13 (dd. J=7.6, 4. 4Hz. IH) 6. 74 (d. J=8. OHz. IH) 6. 90 (dd. J=8. 0. 2.0Hz. 
IH) 7.48(d. J=8.0Hz. 2H) 7. 65 (d, J=8.0Hz. 2H) 7. 73 (s. IH) 8. 26 (d. J=2. OHz. IH) 




0 
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«W4 c) tmmojimzxr), X5f;U-2-f 7 7°o#*v-3-(4-/ h*->-3- 
1(2- (5-*^U-2-7xxjM. fr-A-^ M 7-fe^;W757) 7xX 

'H-NMR(CDClj) 6 :0.96(d, J=6. OHz. 3H) 1.13(4 J=6. OHz. 3H) 1.24(1, J=7. 2Hz. 
3H) 2. 40 (s, 3H) 2. 87 (dd, J=14. 0, 8. 8Hz, 1H) 2. 95 (dd. J=14. 0. 8. 8Hz. 1H) 
3. 50 (dq. J=6. 4. 6. 4HZ. 1H) 3. 63 (s, 2H) 3. 75 (s, 3H) 4. 04 (dd. J=8. 4. 4. 8Hz. 
IH) 4. 17 (a. J=7. 2Hz. 2H) 6.73(d, J=8. OHz, 1H) 6. 90 (dd, J=8. 0. 2.0Hz, 1H) 
7. 47 (id, 3H) 8. 08 On. 2H) 8. 33 (d. J=2. OHz. 1H) 9. 42 (s, 1H) 
£ttftll5d) 



^J£0iJ14 d) t®m<Djjmz£t), 2--f77*D*4->-3-(4-7h*7-3-|[2-(5- 
/?Jh2-7x-JW, 3-**-!fV-;U-4-OM 7±?M7$;) 7x-JW 7o/\° 

'H-NMR (CDC1 3 ) 5 :1. 07 (d, J -6. OHz. 3H) 1. 15 (d, J=6. OHz. 3H) 2. 40 (s. 3H) 
2. 89 (dd. J=t4. 0. 8. 8Hz. 1H) 3. 09 (dd. J=14.0. 8. 8Hz, 1H) 3. 58 (da. J=6. 4, 
6. 4HZ. 1H) 3. 63 (s. 2H) 3. 75 (s, 3H) 4. 14 (dd. J=8. 4. 4. 8Hz. 1H) 6. 75 (d. 
J=8. OHz. 1H) 6. 88 (dd. J=8. 0, 2.0Hz. 1H) 7. 46 (m, 3H) 8. 08 (id. 2H) 8. 33 (d, 
J=2. OHz. 1H) 9.46(s. 1H) 

1 o o 



x 371/2- (yifM7*U M -2-< 7 7*n k>7tf- h 1. 6g£x h z> t H o 
T^m^mWVtz'ik. tert-7*37b5-*Jl/=;b-2-/ h + ->^>y*x- M. 2g» 
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£MJEg£L£„ ^^U^'/l^A^a^ Yt7'z>Z> ^=Hj->- 

ftHi^ (3:1) ®iB«-®«fc 0 lert-^M- (3-x h4- v-2--f V^o^ >>-3-* 

*y-l-7*D^jU)-2-* h+y'O'/X-hl. Sg^-E-Z^ C 9T#fc. 

•H-NMR (Z- isomer, CDCI 3 ) 6:1.28 (d. J=6. 4Hz. 6H) 1.36 (t, J=7. 2Hz, 3HU.59 (s, 

9H) 3. 91 (s. 3H) 4. 29 (q. J=7. 2Hz, 2H) 4. 41 (sept. J=6. 4Hz, 1H) 6. 92 (d. J=8. 0Hz, 

1H) 6.96 (s. 1H) 7.85 (dd. J =2. 4. 8.0Hz. 1H) 8.26 (d. J=2. 4Hz, 1H) 

§gj£W6b) 

O O 



tert-^;U5- (3-x Y^y-l-< 7 7°D#+^-3-:*+7-l-7'a^x;i/)-2-/ h 
*->^>7x-h0. 3g£v^DO*^>2. 5Blt^*L, JkifcTMJ 7Moii 
1.2nl*JinA, ^<D££MTF2I^Bt#L7Co KlEiE^ttK: h;UX>30ml^in^ 

ji*«EES*-r ssfp* 2 Hit o m vtz&, m&*y u ? a ^ o ^ h ^ 

7 w - £tt U ^*1t >-*ll^ (2:1) i£ffi#i!ck 0 5- [ (Z) -3-x h *5>-2-f V 
7* □ ft* ->-3-** V- 1- 7° □ ^ x;H -2- ;* h v£I.#B6 65fflg£ #7c . 
'H-NMR (CDC lj). <5 :1. 30 (d. J=6. 4Hz. 6H) 1.36 (t. J =7. 2Hz. 3H) 4.09 (s. 3H) 4.29 
(q. J=7. 2Hz. 2H) 4.47 (sept. J=6.4Hz. 1H) 6.96 (s. 1H) 7.05 (d, J=8. 0Hz, 1H) 
8.18 (dd. 1=2.4, 8.0Hz. 1H) 8.57 (d. J =2. 4Hz. 1H) 



5- [ (E)-3-X b*v-2--f 7 7*p#*->-3-*+7-1-7*o^x;H -2-/ h + ->£ 
M &65mg£4-( h U 7^p^^;W *>5W75 >37mg£N. N-vpWM^A 
75 KlnlK:»#U 7k&Tv7/*X*>g£:/X^;i.33Mh h 'Jx^l/JS >30m1 
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+1t>-Mx5 L ;K5:l)^tti^iij<i:0x^ (Z) -2— f V^D^^y-3-[4-^ 

v-3- ( I [4- { h y 7JM-d7^;u ^>v;H 7 $ 7 I #;i^x;u) 7i-;H -2-7° □ 

■H-NMR (CDCI3) 6 :1.30 (d. J=6. 4Hz. 6H) 1.36 (t. J =7. 2Hz, 3H) 3.97 (s. 3H) 4.29 
(q, J=7. 2Hz. 2H) 4.47 (sept, J=6.4Hz, 1H) 4.75 (d, J=6. 0Hz. 2H) 6.99 (d, J=8. 0Hz. 
1H) 7.01 (s, 1H) 7.47 (d. J=8. 0Hz. 2H) 7.60 (d, J=8. OHz. 2H) 8.12 (dd. J=2. 4. 
8. 0Hz, 1H) 8. 18 (m. 1H) 8. 57 (d. J=2. 4Hz, 1H) 
«0iJ16d) 



x^ (Z)-2--f 7 7nzf^>-3-[4-7 h+y-3-(l[4-(hU7Mn^?JH^ 
> >JM 7 5 7 1 * Jl^-JM 7 x - ;H -2- 77mg£ 7^7 -;P2ml £ 

#U lN^T^?PU/c»^X^Ttttlit/c e W$IJi£t&fD:&£*T?ftftU 
MtiiMj- h 'J-)A«l« ig$£$M5febT (Z)-2-^ 77D#+v-3-[4-7 
h + ->-3- (|[4-(h U 7Mn/ ^>-77H 7 5 7 1 Xfrtf- M 7 xx;H -2- 
ya^>i?44nig^t#7Co 

'H-NMR (DMS0-d 6 ) 6 : 1.17 (d. J=6. 4Hz, 6H) 3.90 (s. 3H) 4.46 (sept. J=6. 4Hz. 1H) 
4.56 (d, J=6.4Hz, 2H) 6.90 (s, 1H) 7.15 (d. J=8. 8Hz, 1H) 7.53 (d, J=8. 0Hz. 
2H) 7.68 (d. J=8. 0Hz, 2H) 7.87 (dd, J=2.4, 8. 8Hz, 1H) 8.30 (d, J=2. 4Hz. 1H) 
8.82 (ni, 1H) 




ii#Jl7a) 



in 
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0 




'H-NMR(CDClj) 6 :1. 15+1. 35 (m. 6H) 2.45+2. 53 (q. J=6. 0Hz. 2H) 3. 95+3. 98 (s, 3H) 
4. 18+4. 27 (d, J=6. 0Hz, 2H) 6. 52+7. 53 (d, 1H) 7. 01+7. 11 (d, J=8. 0Hz. 1H) 
7. 44+7. 55 (dd, 1=8.0. 2.0Hz, 1H) 7. 79+7. 89 (d. J=2. 0Hz. 1H) 



Mi£#]14b) t^«©^ffitlfJV 2- (3-7 5 7 -4-* h4y^>y;W^/i 

'H-NMROCl,) 5:0. 88 (t. J=6. 0Hz. 3H) 1. 17(1. J=6. 0Hz, 3H) L 56 (m. 2H) 
2. 52 (m. 1H) 2. 59 (dd. J=13. 5. 7. 0Hz. 1H) 2. 80 (dd. J=13. 5, 8.0Hz. 1H) 3. 81 (s, 
3H) 4. 08 (q. J=6. 0Hz, 2H) 6. 50 (dd, J=8. 0. 2.0Hz. 1H) 6. 54 (d. J=2. 0Hz. 1H) 
6.68(d, J=8. 0Hz. 1H) 



rnmmu c) tH^^aw^ 2- (4-* h*v-3-H2-(5-*3\H/-2-7xxji, 
-1, 3-**i?V-;M-'f ;w 7-tf-M 75/ 1 ^> v;w 7*^ / x- h *'&tc. 

'H-NMR(CDClj) 5 :0. 89 (t. J=6. 0Hz, 3H) 1.18(1. J=6. 0Hz. 3H) I. 58 (m. 2H) 
2. 56 (m. 1H) 2. 68 (dd. J= 1 3. 5. 7.0Hz. IH) 2. 88 (dd. J=13. 5. 8.0Hz. 1H) 3. 63 (s, 
2H) 3. 74 (s, 3H) 4. 08 (q. J=6. 0Hz. 2H) 6. 71 (d, J=8. 0Hz. 2H) 6. 79 (dd. J=8. 0, 
2.0Hz. 2H) 7. 46 On. 3H) 8. 07 On. 2H) 8. 25 (d. J=2. 0Hz. 1H) 9. 40 (bs. 1H) 
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MW\U) 




I 



mwrnu d) tmm<Di5mT*2-tt-* h+v-3-([2-(5-^^-2-7x-^-i. 3-^- 

'H-NMR (CDCI3) <5 :0.94(t. J =6. OHz, 3H) 1. 60 (i. 2H) 2. 61 (in, IH) 2. 72 (dd. 

J=13. 5. 7.0Hz, 1H) 2. 90 (dd. J=13. 5, 8.0Hz, 1H) 3. 62 (s, 2H) 3. 74 (s, 3H) 
6.73(d. J=8.0Hz, 2H) 6. 83 (dd, J=8. 0, 2.0Hz, 2H) 7.46(m. 3H) 8. 06 (in, 2H) 
8. 26 (d. J=2. OHz, 1H) 9. 40 (bs. IH) 




i 



mmmn c) t^m^m-n^jn- m-* h^->-3- 1 [2- (3-y)^n-4- h »j y 

'H-NMR (CDC 1 3 ) 6:0. 88 (t. J=6. OHz. 3H) 1. 17 It. J=6. OHz, 3H) 1. 58 (m. 2H) 
2.54{m. IH) 2. 67 (dd. J- 13. 5. 7. OHz. IH) 2. 86 (dd. J=13. 5, 8.0Hz, IH) 3. 77 (s, 
2H) 3. 79 (s, 3H) 4. 08 (q. J=6. OHz. 2H) 6. 73 (d. J=8. OHz. IH) 6. 83 (dd. J=8. 0. 
2. OHz. IH) 7. 24 (m. 2H) 7. 61 (t. J=7. 5Hz. IH) 7. 77 (bs. IH) 8. 17 (d. J=2. OHz. 
IH) 



*J60yi8d) 




l 



%m\\l d) tWim<DjjmT*2-(4-* h + y-3-U2-(3-7Mo-4-hU7MD 
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■H-NMR (CDC 1 3 ) d : 0.93 (t. J=6. OHz, 3H) 1. 59 (in. 2H) 2. 59 (m. 1H) 2. 70(dd. J = 13. 5, 
7.0Hz. 1H) 2. 89 (dd. J=13. 5. 8.0Hz. 1H) 3. 70+3. 77 (s. 2H) 3. 79+3. 81 (s. 3H) 
6.74(d. J=8. OHz, 1H) 6. 86 (dd. J=8. 0. 2.0Hz. 1H) 7. 17 (d. J=8. OHz, 1H) 7. 22 (d. 
J=10,5Hz. 1H) 7.60(1, J=7. 5Hz. 1H) 7.78(bs. 1H) 8. 17 (d, J=2. OHz. 1H) 




5- [2- (ih^-»bM-JH7'f;H-2-^ h^r^MMMO. SOg^rx hyh Hp 
7 7>8BlfcJS»U fcfcTT^oo^KXf^W). 20ml43<i;tf h 'J XW5 > 
0. 29ml^J)PAfco RjSa**^TT10^H*i$bfc^ WfofcifciflLfc. 
Hg*#U *10 l^SilXTKSSft^^at^-hU'^AiaengSriBA., £iBT2P#ISHX# 

□ 7^77>{-l:«L 'N*lJ->-»*x5 : -;K3:l)*m»ll«J:OX^;P 2- [3- 
(t K -^JH -4-/ h^v-'O^H^yx-hO. 47g£#fc„ 

'H-NMR (CDC 1 3 ) 6 : 0.90 (t. J =7. 2Hz, 3H) 1.17 (t. J =6. 8Hz. 3H) 1.50-1.64 (m. 2H) 
2.51-2.57 (m. 1H) 2.68 (dd, 1=6.8, 14. OHz. 1H) 2.87 (dd. J=8. 0. 14. OHz. 1H) 
3. 84 (s, 3H) 4. 04-4. 10 (id. 2H) 4. 65 (s. 2H) 6. 78 (d. J=9. 2Hz. 1H) 7. 05 (d, 
J=9. 2Hz. 1H) 7. 07 (s. 1H) 

m&mm) 
^^^co^t 

X^JU 2-[3-(t Ko*->*3 L ;W-4-* h*->^>v;W h0.47g£ h 

;i/X>6mH3^«¥L, 7vfty7i^MX*UM 54ml*5«kl>*> ? 7-tf fcf v£ □ 
[5. 4. 0]'7>T r -fe>0. 37ml^JD^s ^i&T*16^ijl^Lfc. Sft^fc^kSriD*., ST 
Kx^-CJfciiiLfc. *«l£^*tt*Tife»U ***KT^->«>AT«;i» 
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+1t>-^x^;K5:l)^tti^@ e t01-l5-(2- (xh + ->AM-jH7>JH-2- 
* h + ->^>v;H -1, 2- h 'J 7D s ^X>-2-'f >7A0. 47g£#7c 0 
•H-NMR (CDC1 3 ) <5: 0.90 (t, J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz. 3H) 1.50-1.64 (m, 2H) 
2.51-2.57 (m. 1H) 2.68 (dd, J =6. 8, 14.0Hz, 1H) 2.87 (dd. J=8. 0, 14. 0Hz. 1H) 
3.82 (s. 3H) 4.02-4.12 (m, 2H) 4.30 (s, 2H) 6.81 (d, J=8. 0Hz, 1H) 7.03 (s, 
1H) 7. 1 1 (d, J=8. OHz. 1H) 




1- 15- [2- (x h*is*>)l>X~M -2-/ ->^>v>;M -1. 2- h U 7*ri> 

x>-2-^A0.47g£7h^t Fo7 7>6inH;:&j§?U zKO. 4mli5J:t>' h 'J 7xx 
W77^>0. 55g£Jn*., ^ST'20S#^Ji^tfc„ &$£M/±^£Lfc^ Sffi 
* v U % >f)lti 7A^o?h^77^-l:<tU ^x^;W^ ^ J h U X5 1 
;U75>(10:1:0. 1) i£tB#iiJ: D X^ 2- [3- (75 J -4-* b*->^>-7 

;H7*^yx-h0. 40g£*#fco 

l H-NMR (CDC1 3 ) 6 :0. 90 (I, J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz. 3H) 1.50-1.64 (m. 2H) 
2.49-2.56 On., 1H) 2.67 (dd, J=6. 8. 14. OHz, 1H) 2.86 (dd, J=8. 0, 14. OHz. 1H) 
3.77 (s. 2H) 3.81 (s, 3H) 4,04-4.10 (m, 2H) 6.76 (d, J=8. 8Hz, 1H) 7.00 (d. 
J=8. 8Hz. 1H) 7. 01 (s. 1H) 




x^;u 2- [3- (75;^ J-M -4- * h * >^ yvM 7$ J X- h 0. 40g 1 4- ( b- 
^Mo^fJW^IiiO. 29g£N. N-y^fJ^M75 K5ml (Cig^U 
Tv7 7 *7x*>^^X5 1 Jl'0. 24niK h- U X 3^1/7 5 >0. 21ml £ijfl*.)fc. 
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(3 : 1) mthttm J: 9 2- [4-* b*->-3- ( I [4- ( h U *5MM ^>\Af 

;H 7 s y I *^;w ^y^M J x- ho. 59 g&**fc. 

'H-NMR (CDC 1 3 ) 6 :0. 91 (t, J=7. 2Hz, 3H) 1.16 (t, J=6. 8Hz. 3H) 1.50-1.67 (m. 2H) 
2.49-2.56 (m,'lH) 2.68 (dd. J =6. 4, 14. 0Hz. 1H) 2.86 (dd. J =8. 6, 14. OHz. 1H) 
3.86 (s. 3H) 4.01-4.10 (m. 2H) 4.61 (d. J=6. OHz. 2H) 6. 67-6. 72 (m. 1H) 6.81 
(d. J=8. OHz, 1H) 7.08 (dd, 1=2.4. 8.0Hz. 1H) 7.13 (d, J=2. 4Hz, 1H) 7.68 (d. 
J=8. OHz, 2H) 7.86 (d, J=8. OHz, 2H) 
gU6W9e) 



;w^>v;H'7'^yx-Ko. 59g£x^ j -Mmuzmmv. HJ£A 

2ml^jbDA. WX:X'AmmmWLtz. Rrt?g^***»L, lN*SBrTf4 , fnLfc&IlF& 

§Ji*«ff UT2- [4-* h + ~>-3- (|[4-(h>j7Mo^ 3^) ^ >>M M 7 
57) iy is M? 9 >m. 50g£#fc 

'H-NMR (DMSO-d 6 ) 6 : 0. 80 (t, J=7. 2Hz, 3H) 1.39-1.46 (m. 2H) 2.33-2.40 (m. 1H) 
2.55 (dd. J=6.4. 14. OHz, 1H) 2.72 (dd, J=8. 0, 14. OHz. 1H) 3.77 (s. 3H) 4.42 
(d. J=5. 6Hz. 2H) 6.88 (d. J =8. OHz, 1H) 7.01 (s. 1H) 7.03 (d, J =8. OHz, 1H) 7.85 
(d, J=8. OHz. 2H) 8.07 (d. J=8. OHz. 2H) 9.03 (t, J=5. 6Hz. 1H) 

glM20 
§2ii#iJ20a) 



SMl9a) £|5|&tf>#i£-ex3\H/3- 13- (t KD + y^fMH-/ ^->7xl 





116 



WO 01/25181 



PCT/JP00/06788 



M -2--f 7 -fu ft* is?art yi-h 

'H-NMR (CDCI3) 5:0. 97 (d. J=6. OHz. 3H) 1.15 (d. J =6. OHz, 3H) 1.24 (t, J=7. 2Hz. 
3H) 2.88 (dd. J=8.4. 14.0Hz. 1H) 2.95 (dd, J=5. 2, 14. 0Hz, 1H) 3.50 (sept. 
J=6. OHz. 1H) 3.85 (s. 3H) 4.00 (dd. J=5. 2. 8. 4Hz. 1H) 4.11-4.21 (m. 2H) 4.65 
(d. J=6.4Hz. "2H) 6.79 (d. J=8. 8Hz. 1H) 7.14 (d. J=8. 8Hz. 1H) 7.15 (s. 1H) 



1 9b) t ®m<Dj5&T* 1 - [5- W yyD^y^V^o t» - 

2-t h^->^>v;H-l. 2-hU7-y-vX>-2--f "7A£f#7Co 
'H-NMR (CDC 1 3 ) <5 :0. 96 (d. J =6. OHz. 3H) 1< 15 (d. J-6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.88 (dd. J =8. 8. 13. 6Hz. 1H) 2. 95 (dd! J -4. 8. 13. 6Hz. 1H) 3.50 (sept, 
J=6.0Hz. 1H) 3.84 (s. 3H) 4.00 (dd. J=4. 8. 8. 8Hz. 1H) 4.15-4.21 (m, 2H) 4.32 
(s. 2H) 6. 83 (d, J=8. OHz, 1H) 7. 14 (d. J=2. OHz. 1H) 7. 20 (dd, J=2. 0. 8. OHz, 
1H) 



£H£#JI9c) £|5]*£©£&TX^;i'3-[3-(7H/;*3 1 ;i') -4-* h^y7HJH- 

'H-NMR (CDC 1 3 ) 6 : 0. 96 (d, J=6. OHz, 3H) 1.15 (d. J =6. OHz, 3H) 1.25 (t, J=7.2Hz, 
3H) 2.88 (dd, J =8. 8. 13. 6Hz. 1H) 2.95 (dd. 1=4.8. 13. 6Hz. 1H) 3.50 (sept, 
]=6. OHz, 1H) 3.84 (s. 3H) 4.00 (dd. J =4. 8, 8. 8Hz. 1H) 4.15-4.21 (m, 2H) 4.32 
(s. 2H) 6. 83 (d, J=8. OHz. 1H) 7. 14 (d. J=2. OHz. 1H) 7. 20 (dd. J=2. 0. 8. OHz, 
1H) 





mm® 
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C0 ? Et 



mmmmy tmm^mx'x^ji 2--r 77*o#*->-3-(4-;< i-*->-3-(i[4- 

•H-NMR(CDClj) 5:0.96 (d, J=6. 0Hz, 3H) 1.14 (d, J=6. OHz, 3H) 1.24 (t, J=7. 2Hz. 
3H) 2.88 (dd, J=8. 4, 14. 0Hz, 1H) 2.95 (dd. J =4. 8. 14. 0Hz, 1H) 3.51 (sept. 
J=6. OHz, 1H) 3. 87 (s. 3H) 4. 01 (dd, J=4. 8, 8. 4Hz, 1H) 4. 12-4. 20 (id. 2H) 4. 62 
(d. J=6. OHz. 2H) 6. 65-6. 70 to. 1H) 6. 82 (d. 1=8. OHz, 1H) 7. 17 (dd. J=2. 0. 8. OHz. 
1H) 7.22 (d. J=2. OHz, 1H) 7.68 (d, J=8. 4Hz. 2H) 7.86 (d. J=8. 4Hz, 2H) 

o 

«#J20e) 

0 

"ll 



C0 2 H 




%Vm 1 9e) t mmo>^mx'2-^ v 7*o *>-3- [4-* h * ->-3- ( I [4- ( h U 
* a * J-M * > V -f ;H 7 5 / 1 > 3^) 7 x n;W 7 □ A . 
'H-NMR (DMSO-dj) 5:0. 78 (d. J =6. OHz, 3H) 0.93 (d. J=6. OHz, 3H) 2.68 (dd, J=8. 0, 
14.0Hz. 1H) 2.81 (dd, J=4. 0. 14. OHz, 1H) 3.41 (sept, J =6. OHz, 1H) 3.78 (s. 
3H) 3. 92 (dd. J=4. 8. 8. 4Hz, 1H) 4. 43 (d. J=6. OHz. 2H) 6. 88 (d. J=8. OHz. Ill) 
7.07 (s. 1H) 7.08 (d. J=8. OHz, 1H) 7.85 (d. J=8. OHz, 2H) 8.09 (d. J=8. OHz. 
2H) 9.06 (t, J=6. OHz. 1H) 
HMffJ21 



8£0!l21a) 
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O 




H 



1- U \>*is*?M -3- ( h U y)V*u*?M ^>-t*>7. Og ^Tkvx^x 
-f-;i/300ml(3i§^L, -78 < CT/;U-7;i'7'5 1 ;i/ | J5 1 '>A (2. 5&K^ 19ml£ 

*g£:>U ^A^DTb^^^-KttU 'N^-y-^S^mx^l/ (9:1) ^tB 

mft£ 0 1- U h^v^^W-S- ( h U y)V-tu^M ^>77^rk b*5. Og £ 

'H-NMR (CDClj) 6 : 3. 54 (s. 3H) 5. 35 (s, 2H) 7. 34 (d, J=8Hz. 1H) 7. 49 (s. 1H) 

7. 94 (d, J=8Hz. 1H) 10. 52 (s. 1H) 

SOTJ21b) 



1-U Y*i/*3-M -3- ( h 'J 7MD^f ;W Zil'T t H5. Og£7-feh 
>25mlt?§^L. 6N^^22ml^jjP^fc„ ^rUT3P#[ig£fE;£it\ 7K£JDx., MX 

J££S£U 2-t FD^y-4-(bU7;Wn^fiH^>77^rt F4. 5g^« 

'H-NMR (CDClj) 5 :7. 2-7. 3 (m, 2H) 7. 70 (d, J=8Hz. 1H) 10. 0 (s. 1H) 1 1. 1 (s. 1H) 
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;PA7S H20Blt»*U, *5S<t*hl)£A(60XM4)1.0g£m, SST3 0# 
j*#Lifc. £ 3 ^fc/^M. 8ml £?TFU IPtraJEJ&S-tffc. S^jKK:**3bP 

1t>-Mx^;b (9:1) igifJliftc); 0 2-* h + ~>-4- ( h U 7^o^^;H ^>^7 
^fk K3.0g**fi«i**tUT#fc. 

•H-NMR (CDCljj <5 :4. 00 (s, 3H) 7. 22 (s, 1H) 7. 29 (d. J=8Hz, 1H) 7. 93 (d. J=8Hz, 1H) 
10. 50 (s. 1H) 
SUM 2 Id) 



2- j* h + S/-4^HJ7;i/^o*^W^>y7;krfc K3. Og^y^fJWW 
K50ml t 'J >gg-**^- h U 7 Al. 6gzKi§iK (20ml) (Cfg&U 3Ett*»^- h U 
SA8. 0g7K*§?i£(30inl)£rrFLfco iiST3BKM, ?J<£}>Q;i, tm^J-fr 

5Mt^ (3 : 7) ig ffi Si # «fc 0 . 2- / h * ->-4- ( h U 7 ;M" □ * £ MBfcO. 8 g $ 

'H-NMR (CDClj) 6 :4. 14 (s, 3H) 7. 29 (s. 1H) 7. 41 (d, J=8Hz. 1H) 8. 30 (d. J=8Hz. 1H) 
Hi£0J21e) 
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0 0 O 




2-* h * v-4- ( h U 7)V-%u* 3-M $1110. 24 g tif^ 2- [3- (757/ 

'H-NMR (CDC 1 3 ) a :0. 93 (t, J=7Hz. 3H) I. 5-1. 7 fa. 2H) 2. 5-2. 6 fa, 1H) 

2. 69 (dd. 1=7. 14Hz. 1H) 2. 89 (dd. J=8. MHz. 1H) 3. 87 (s. 3H) 3. 98 (s. 3H) 

4. 62 (d. J=6Hz. 2H) 6. 80 (d, J=8Hz. 1H) 7. 08 (dd, J=2. 8Hz. 1H) 7. 16 (s. 2H) 7. 28- 

7. 34 fa. 1H) 8. 26-8. 40 fa. 1H) 8. 36 (t. J=6Hz. 1H) 

K£M22a) 



H 




2-* h^->7i^!5. 0g£v^on^>20mlKf§£?U x&<(fc >J 

^^^^OD/^>20ml(ljg^L, »T4- h U 7JM-o*7;U7x'J 
>14g£jU0;L, MT12l$M«*|iUfc. §*fi&X3\H/T«ltBU 

WaSUfcH^Sr^^^X^l/X— rJWTiJt^L. N- [4- ( h 'J 7 □ 
/7JW 7xx;H-2-(2-* h+y7i-JH 7-fe h75 F 8. Og LT 

•H-NMR (CDC 1 3 ) <5 : 3.73 (s.2H) 4. 95 (s. 3H) 6. 98 (d. J=8Hz. 1H) 7. 00 (d. J=8Hz, 1H) 
7. 28-7. 35 fa. 2H) 7. 50-7. 60 (m. 4H) 7.91(s. 1H) 
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o 




N-[4-(h'J 7}l*a*?M 7xx;H-2-(2-* h + y7xz;H7tf75 H 
1. Og £ H U yfrjrommMizmfrL. 'N+lt^l^x h75>0. 46 g £in*, 

[4-( H U 7)V*u*?-M 73L-M-1- h*is7x.~)\A 7"t H 

75 HO. 7g^lfeMfetLTife. 

'H-NMR(CDCI 3 ) <5 :3. 78 (s. 2H) 4. 00 (s. 3H) 7. 07 (d. J=8Hz. 1H) 7. 54 (d. J=9Hz. 2H) 
7. 57 (d. J=9Hz, 2H) 7. 85 (d, J=2Hz. 1H) 7. 83-7. 90 (m, 1H) 9. 91 (s. 1H) 
H^J22c) 




N-[4-(hU7;i/^-D^5 1 ;i/) 7i-jH-2- (5-^;i/5;u-2-^ h^->7iz;n 7 

-feH75 HO. 7g£2-*7*/7**>^x3\>U1.6g£g!j£0iJla) <h[sU3H;:#UIU 
X5P;U2-x7;P-3- (4-^ H4- ->-3- 12-^+7-2- [4- ( H U 7)V*u*3-)\A 7-U 
/]x?\>U 7xx;u)-2-7"o^7x-H0. 8g^Mtft^<h LTt#7c. 
'H-NMR (CDC 1 3 ) 6:1. 18 (I. J=7Hz, 3H) I. 34 (t. J=7Hz. 3H) 2. 55 (q, J=7Hz, 2H) 
3. 74 (s, 2H) 3. 97 (s. 3H) 4. 26 (q. J=7Hz, 2H) 6. 99 (d. J=9Hz. 1H) 7. 34 (d. J=9Hz. 1H) 
7. 38 (dd. J =2. 81Iz. 1H) 7. 48-7. 62 (m, 5H) 7. 82 (s. 1H) 
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0 




x^W-x^-M- M-^ h 4 ~>-3- 12-*+ 7-2- [4- ( h U □ * ^JW 7x 
ij y]x^;H 7x-;H-2-7*a^y x- HO. 3g£S2i£Wb) tlr^KfflSU x?- 
;i/2- (4-7 h + v-3- 12-*+ V-2- (4- ( h 'J 7 JU* □ 7 ?M 7 x U 7 ) X^;H ^ > 
^;W7*^yx-h0.3g*SSfetttt«ltLT»fc. 

'H-NMR (CDC 1 3 ) 6:0.91(1. J=7Hz. 3H) 1. 14 (t. J=7Hz. 3H) 1. 5-1. 8 (i, 2H) 2.48- 

2. 60 (in. 1H) 2. 71 (dd. J=6. 14Hz. IH) 2. 87 (dd. J=4. MHz. 1H) 3. 68 (s, 2H) 3. 91 (s. 3H) 

3. 95-4. 10 (in. 2H) 6. 86 (d. J=9Hz. 1H) 7. 09 (s. 1H) 7. 06-7. 12 to. 1H) 
7. 51 (d. J=9Hz. 2H) 7. 56 (d. J=9Hz. 2H) 7. 94 (s. 1H) 



o 




X3\H/2- (4-7 h + v-3- 12-*+ 7 -2- [4- (h 'J 7 )l*u 7X'J J 1 X5 1 
;H^>i?;W7**/x-h0. 3g£$%ftll9e) 2- (4-* h + ->-3- 

l2-*+7-2- (4- ( h U 7JP*D^^JH 7 X U 7 ] X^;H ^>v;W 7* >&0. 1 lg 

•H-NMR (DMS0-d 6 ) 

a :0. 84 (t. J=8Hz. 3H) 1. 46 (sept. J=8Hz. 2H) 2. 35-2. 60 to. 1H) 

2. 57 (dd. J=6. 14Hz. 1H) 2. 74 (dd. J=8, 14Hz. 1H) 3. 61 (s. 2H) 3. 71 (s. 3H) 

6. 86 (d. J=8Hz. 1H) 7. 02 (s. IH) 7. 03 (d. J=8Hz. 1H) 7. 64 (d. J=9Hz, 2H) 

7. 79 (d. J=9Hz, 2H) 10. 4 (s. IH) 12. 1 (s. IH) 
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X^;U 3- (3- (7 5 J * 3~M -4-* h * > 7 x.-M -2--f V 7*D «> 7*D A 
/X-hO. 15gt2-^ ^y-4-(hU7Mo^5 L jH$I,W 24g£HJS#J 

1 9d) ictt * , mn&m wt mm\zmm l . 2--r y 7°o ->-3- w-* h * ->-3- ( i (2- 
^ h+->-4-(h u 7;M-o*5S>U i>*MM 7$;UfM7i-M 7da*> 

'H-NWR(CDClj) 5 : 1. 00 (d. J=6Hz. 3H) 1. 14 (d. J-6Hz. 3H) 2. 90 (dd. J=8. 14Hz. 1H) 

3. 03 (dd. J=4. MHz. 1H) 3. 56 (sept, J=6Hz, 1H) 3. 88 (s. 3H) 4. 00 (s. 3H) 

4. 08 (dd. J=4. 8Hz, 1H) 4. 63 (d. J=6Hz. 2H) 6. 81 (d, J=8Hz, 1H) 7. 14 (dd. 1=2. 8Hz. 1H) 

7. 17 (s. 1H) 7. 22 (d. J=2Hz. 1H) 7. 32 (d. J=8Hz, 1H) 8. 30 (d. J=8Hz. 1H) 

8. 35 (t, J=8Hz, 1H) 
HiSffJ24 



!SS#J24a) 




ceo*: 



3L?)V 3- 13- (7 5/;*^) -4-* h^->7i^H-2-'fy/Dt'+yyD^ 
yx-hO. 15g£N.N-v*?^l/*;UA7S K5ml (Cj&fi? U t° U -7>0. 2ml £2-7;!/ 
*D-4-(h l J7Jl/*D^fM^t^D , J HO. 24g£}jn*., £iS-Cl2l5B3Kj£ 
Sitfc. Mi^HfaittJt. fi&*P&*SzKT*ft#&, «5nt§£ 

7^yyAT'^lfc. »**£i*flET«*Lfctk Si^y'i*yM7A7D 
7h^77^-f:WU gf&x3\M/-^*1*>(I:2)igaiEi#«fc9x^ 2-^77* 
□ v-3- (4- * h * ->-3- (1(2-7 )V* D-4- ( h »J 7 JU:* □ * ^ > V'-f ;U 
75/1 *^;W 7xX;U) 7'D/VX- hO. 2g£8fcJtfiM]#«l£ LTfcfc. iin$r 
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HfcH^Wd) tBfllCJIlU 2--f 7 7*o#*->-3-[4-;* h*7-3- (I [2-7;M" 
□-4- ( h 'J 7 o ;* 3-M * > 7W M 7 a j I ;* 7 x x;H 7*o/s >§£ 

'H-NMR (CDC 1 3) 5:1. 00 (d. J=6Hz. 3H) I. 15 (d. J=6Hz, 3H) 2. 91 (dd, J=8, 14Hz, 1H) 

3. 04 (dd, J=4, 14Hz, 1H) 3. 56 (sept. J=6Hz. 1H) 3. 87 (s, 3H) 4. 09 (dd, J=4. 8Hz. 1H) 

4. 64 (d. J=6Hz, 2H) 6. 82 (d, J=8Hz. 1H) 7. 16 (dd, J=2. 8Hz. 1H) 7. 22 (d. J=2Hz. 1H) 
7. 37 (d. J=12Hz, 1H) 7. 51 (d. J=8Hz. 1H) 7. 34-7. 5 (m, 1H) 8. 22 (t, J=8Hz, 1H) 



4-t FD + ->^>7NU7;i/^- , J H I Ig&Xm-t h + y7x^7^3- 
M. 0g£xb^t h'O7 7>200mlt;:igfi?U h'J7xx;U*7 7^ >2. 6g£cfctf 

7 7*d t°;u7 7-7* ;p#*-> i/- h2. og£ja*, ^T'2mmmwLtzo mm 

-rax5f;M10:l)?£tti#i!J;91-^ h*7-2- 12-14- (h U yjV^a^M 7i 

'H-NMR (CDC 1 3 ) <5 : 3.14 (t, J=7. 2Hz, 2H) 3.85 (s. 3H) 4.20 (t. J-7. 2Hz. 2H) 
6.85-6.92 (id, 2H) 6. 96 (d. J=8. 0Hz. 2H) 7.20-7.27 (in. 2H) 7.51 (d. J=8. 0Hz. 
2H) 

§2i£#J25b) 



h*->-2- I2-14-(MJ 7)V* □ 73^) 7iy+y] X^;H ^>if>l. 6g£ 
^^!l22b) t Wi mz fflSU 4-7 h*v-3-!2-[4-(MJ7;l':tD^;U) 7x7 + 
7] X^M'OXJ^xt HO. 20g£#fco 

'H-NMR (CDC 1 3 ) <5: 3. 18 U. J=7. 2Hz, 2H) 3.93 (s. 3H) 4.20 (t. J=7. 2Hz. 2H) 6.95 
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(d. J=8. 0Hz. 2H) 6.99 (d, J =8. 0Hz. 1H) 7.52 (d, J=8. OHz. 2H) 7.78 (s. 1H) 7.80 

(d. J=8. OHz. 1H) 9.89 (s, 1H) 

HSS#J25c) 



h * ->-3- 12- [4- ( h U 7 m □ * 9)1) 7i;+y] X5f ;H 1 >X7^r t 
H0.20g*«ifi«la)fc«*. ^ii^Jlb)<h|5l«tcMt, jl?M- (4-* h*->-3- 
(2- [4-(hiJ7MP^ 7iy + y] X^/H ^ > v;W 7*^ / X- h 0. 22g£ 

'H-NMR(CDCIj) <5: 0.91 (t. J=6. 8Hz, 3H) 1. 16 (I, J=7. 2Hz, 3H) 1.52-1.67 fan. 2H) 
2.48-2.56 (id, 1H) 2.67 (dd. J=6. 8. 13.6Hz. 1H) 2.86 (dd. J =8. 4. 13. 6Hz, 1H) 
3.07 (t, J =7. 2Hz. 2H) 3.81 (s. 3H) 4.04-4.10 (id. 2H) 4.16 (t, J=7. 2Hz. 2H) 
6.77 (d, J =8. OHz. 1H) 6.96 (d. J=8. OHz. 2H) 7.00 (s. 1H) 7.01 (d. J=8. OHz. 
1H) 7.52 (d. J =8. OHz. 2H) 



X^;U2- (4-* h * ->-3- 12- [4- ( h U □ * 5-M 7x/ + y] x?;H ^ > 
-7;W7^yx-hO. 22g£H;&S#Jl9e) tmffilz®mis. 2- (4-* h^->-3-12-(4- 
(V^y^u^^M 7iy + y]i^K>yiH 7*^ >m. 20g£*#fc. 
•H-NMR (CDC1 3 ) <5 : 0. 95 (t. J=7. 2Hz. 3H) 1. 53-1. 67 fan. 2H) 2. 52-2. 60 (m. 1H) 2. 69 
(dd. J=6. 8. 14.0Hz. 1H) 2.90 (dd. 1=8.0. 14. OHz. 1H) 3.07 (t, J=7. 2Hz. 2H) 
3.8) (s. 3H) 4.16 (t. J=7. 2Hz. 2H) 6. 78 (d. J=8. OHz. 1H) 6.96 (d. J-8. OHz. 
2H) 7.02 (s. 1H) 7.03 (d, J=8. OHz, 1H) 7.52 (d. J=8. OHz. 2H) 

®B£#126a) 




iSTOd) 
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'H-NMR (CDCI3) 6 : 2. 20 Im, 1H) 3. 82 (s. 3H) 4. 64 (d. J=6. 0Hz. 2H) 6. 77 (d. J =8. 0Hz. 
1H) 7.37 (dd. J=2.0, 8.0Hz, 1H) 7.52 (d. J-2. 0Hz, 1H) 



b-y'n=e-2-^ Y* : sy ?-~)V*9 J -)\>§. 8g£x h? t KD77>30mlf3^ 
U 4-(hU7JW*n^^W^>^^D5 F2. 6g*3<i:tf#3!Hfc:J- h 'J £A (60*?* 
TOO. 22g£SPA, MT16«*l«Ht#Lfc. Rfc*tfc:zK£lJD>U vX^X—rJUT 

^X5 1 ;K9:l)i§tt!^i®ckD4-7'a ; &-l-^ b*v-2-(|[4-(h U 7;M-d*^;W 

'H-NMR (CDC 1 3 ) 6: 3. 80 (s. 3H) 4.57 (s. 2H) 4.64 (s. 2H) 6.77 (d. J=8. 0Hz. 1H) 

7.37 (dd. 1=2. 0, 8.0Hz. 1H) 7.50 (d. J=8. 0Hz. 2H) 7.52 (d. J=2. 0Hz. 1H) 7.61 
(d. J=8. 0Hz. 2H) 
££09260) 



4-7'o^e-i-^ h^v-2-(i[4-(h i J7;^a^^;w^>v 7 ;H^-+v) 

^>-fe*>1.4g *xh5t KD77>15mlfC®ft?L. -78t:i;&£flL7c^ n-T^JU 
U ^7 A (1. 5ltK>* >i§8£) 3. Oml £*Q;Lfc. £j£fc£-78t;T30#|BMJM £ l i 
N-^$;WU*U>0.45ml£jbDA> -78 , C-eil^PtSHjlM i Ufc. E&i£fc:lNi£S££JO 

U A^>-^glf^ (3: 1) iiffiMJ: 04-^ h + v-3- (l(4-(b 'J7Mo^ 
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** : A *3-M ^>X7^rt HO. 42g£f#fc. 
•H-NMR (CDC1 3 ) 5 : 3.92 (s, 3H) 4.63 (s. 2H) 4.70 (s. 2H) 6.99 (d. J=8. OHz. 1H) 
7.51 (d. J=8. OHz. 2H) 7.62 (d. J=8. OHz. 2H) 7.84 (dd, J=2. 0. 8.0Hz, 1H) 7.98 
(d, J=2. OHz, 1H) 9.90 (s. 1H) 




h*->-3- ( I [4- ( h U 7Mn*T)V) 1> S JM *3-M^>X7)V 
H0.42g*»jfi«Ia)ta#. «jg«lb)fcP«fcfflaL, x^;U2- [4-* 
-3- ( I [4- ( h i)-7)U*n*7-M i>z?M Jr* : A *J-)\>) ^>*JM ^/i- h 
0. 33g«r»fc. 

'H-NMR (CDCI 3 ) a : 0. 91 (t. J=7. 6Hz, 3H) 1, 16 (t, J=7. 2Hz, 3H) 1.52-1.68 (m. 2H) 

2. 50-2. 57 (id, 1H) 2. 70 (dd. J=6. 8, 14. OHz. 1H) 2. 88 (dd, J=8. 4. 14. OHz. 1H) 

3. 80 (s. 3H) 4. 01-4. 10 (id. 2H) 4. 57 (s. 2H) 4. 64 (s. 2H) 6. 78 (d. J=8. OHz. 
1H) 7.06 (dd. J=2. 0. 8.0Hz. 1H) 7.19 (d. J=2. OHz. 1H) 7.50 (d. J =8. OHz. 2H) 
7.61 (d. J =8. OHz. 2H) 




X^;U2- 14-* h * ->-3- ( I [4- ( H U 7fr* □ * ?M * > S JM v-l * 
^>5?;H^yx-ha.33g*^««19e) tra«t«31L. 2- [4-* h*->-3- 
( I [4- ( h U 7)V*u*J-)V) ^>v;U] pWW 'OvM ^ >^0. 30g£ 

•H-NMR (CDCI3) 5: 0.95 (t, J=7. 2Hz. 3H) 1.54-1.68 (id. 2H) 2.55-2.62 On. 1H) 2.71 
(dd. J=6. 8. !3.6Hz, 1H) 2.92 (dd, J=8. 0. 13.6Hz. 1H) 3.79 (s. 3H) 4.57 (s. 
2H) 4.63 (s. 2H) 6.78 (d. J=8. OHz, 1H) 7.08 (dd. J=2. 0. 8.0Hz. IH) 7.21 (d. 
J=2. OHz. 1H) 7.49 (d. J=8. OHz. 2H) 7.61 (d. J =8. OHz. 2H) 
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§gi£#J27a) 




4-(hV7)l*n*?M$:,mm. Igt2-t h*i"*>>>)l7 $ >4. Og£N, N- 
s J*3-)Vfrfrl*7$ K100«lfc»#U 3k»T*>7y *X*>S^k 8ml, h 

^77>f-l:#l. '\*U->-»fi6x5 L ;K2:l)«m»®J:ONl-(2-^ h*>^>v 
;i/)-4-(hU7;i/^o^5 1 ;i/)^>X75 K8. 7g£fcfc. 
'H-NMR(CDClj) <5 :3. 89 (s. 3H) 4. 65 (d. J=5. 6Hz. 2H) 6. 70 (br, 1H) 

6. 92 (d, J=8. 4Hz, 1H) 6. 95 (t. J=7. 6Hz, 1H) 7. 28-7. 36 (m, 2H) 7. 68 (d. J=8. 4Hz. 2H) 

7. 86 (d. J=8. 4Hz. 2H) 



Nl-(2-/ h+y^>y;H-4-(HJ7Mo^^h>X7S H8. 7g£ h'J7 
^□BflMOnlfciSj^U ^+M^U>7- H^S >3. 9g£ina., 85*CT3lfiSRSJ 
£Jt?$1*fc. R*t»*fc£«fcRU *t»»x^l/&in]*» 3Efc8M8zK**hy'> 
A£PH=8fc&53;-l?lQa.fc. ^X^;i/T«ai^, fifD*Jfi*Tife»L, »zK 

vh^77^H;WU '\*U->-»8x3\H' (2: 1) »ttSB»«t ONI - (5-*;i/S;i/- 
2-/ h + ~>^>v;W-4-(hU7;^D/5 1 ;H^>X75 F4. 2g£#fc. 
•H-NMRlCDClj) <5 : 3.99 (s. 3H) 4.72 (d. J=5. 6Hz, 2H) 6. 70 (br, 1H) 7.02 (d. 
J=8.4Hz. 1H) 7.68 (d. J=8. 4Hz. 2H) 7.83-7.90 (m. 4H) 9.89 (s. IH) 




129 



WO 01/25181 



PCT/JP00/06788 



MM2W 




NH 



Ni-(5-*;us;i/-2-^ h^v^>v;w-4-(NU7;^D^^;w^>X7s ki. 5g 

%h)UJL>mUz®m\s* 2.4-5P77U v>vM">0.52g, tfP'J v>36mg*3cfcO' 
KBt30ng£iJ|];l* r-f->X^-^ii^#bT2^MiSlfc. ^tS£Tft 
ffiffib£iSJi£atJ&U BtHfJ^Plfci, &*sU Nl- 15-1(2, 4- 

•H-NNR (DMSO-ds) 3 : 3.90 (s, 3H) 4.47 (d. J=5. 6Hz, 2H) 6. 70 (br, 1H) 7.17 (d. 
J=8.8Hz. 1H) 7.40 (s, 1H) 7.54 (d. J=8. 8 Hz. 1H) 7.70 (s. 1H) 7.87 (d, J=8. 0Hz, 
2H) 8. 13 (d. J=8. 0Hz, 2H) 9. 23 (t, J=5. 6Hz. 1H) 

f o 



2- 7 D-4- ( h 'J 7 )l* O * $&tt I. 5gt 2-* h 4- 5"* > 5 > 
0. 90g£ mmmiW t^*lc«lt. HI-G-/ h+^>^W-Z-7;Wa-4-(h 
^Mn^iHOXTi K2. OgSr^fc. 

•H-NMRICDCl,) 6:3. 90 (s, 3H) 4.67 (d, J=4. 8Hz, 2H) 6.90-6.96 fan. 2H) 7.25- 

7.39 (in. 4H) 7.52 (d. J=8. 0Hz. 1H) 8.24 (t. J=8. 0Hz. 1H) 

Sli£0828b) 



N1 _(2_^ h + v / <>v^)-2-7^ci-4-(h 1 J 7 fr*n s<>X7 S. H2. Og 





F Q 
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zm&mm tmfflzmwL, Ni-(5-*;i^;i/-2-7 h*->^>v;w-2-7;M-D 



'H-NMR(CDCIj) 6 : 4.00 (s. 3HM.72 (d. 1=5. 6Hz, 2H) 7.03 (d. J=8. 0Hz, 1H) 
7. 32 (br. IH) 7.40 (d. J=12. 0Hz, 1H) 7.53 (d. J=8. 0Hz. 1H) 7.84-7.88 (m. 2H) 
8.25 (I, J=8.0Hz. 1H) 9.89 (s. 1H) 



X7 5 hi. igzmmmnc) tmmizmwv, m- 15- 112. 4- v**7-i. 3-^775 
>-HUf»^ -2- 7 h * > y.;w -2- 7 ;m- □ -4- ( h u 7.;u^ □ 7 9- 

M ^>X75 HO. 70g£*§&. 

'H-NMR (DMS0-d 6 ) 6 : 3.89 (s, 3H) 4.45 (d. J=S. 6Hz, 2H) 7.18 (d. J=8. 8Hz. 1H) 

7.44 (d, J=2.0Hz, IH) 7.55 (dd, J=2. 0. 8. 8 Hz, 1H) 7.68 (d, J =8. 0Hz. 1H) 7.71 
(s, IH) 7. 83-7. 90 (m. 2H) 9.02 (t. J=5. 6Hz. IH) 



Nl- 15-1(2. 4-y^V-l,3-f7 1 /7>-5-f 'Jr» 73^1-2-7 H^->^>-7 
;U)-4-(hU7;i/^a75 1 ;W^>X7 5 HO. 55g£N.N-:77?\>M^A7 5 H20ml 
l:Sil, lOSKA^v^A^^O.BOgSriDA, 50^, 15kg/cn 2 (:i7k£iJU]ET16l5rafil 

>-»*X?-;Kl : 1) 8aj»®«fc 9N1- 15- [ (2, 4-7^+7-1. 3-^775 >-5--f ;W 
73\JH-2-7 h + 7^>7;W-4-(hU7;^D7^;U)^>7'7 5 HI. 2g&#fc. 



-4-(HU7;^D75 1 ;l/)'<>X75 HI. \g*mtz 
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'H-NMR (DMSO-d 6 ) <5 : 2.99 (dd, J=9. 2. 17. 5Hz. 1H) 3.28 (dd. J=4. 0. 17. 5Hz. 1H) 
3. 79 (s, 3H) 4. 42 (d. J=5. 6Hz. 2H) 4. 79 (dd. J=4. 0. 9. 2Hz, 1H) 6. 93 (d. J=8. 4 
Hz. 1H) 7.08 (d. J=2.0Hz. 1H) 7.10 (dd. J=2. 0. 8. 4Hz. 1H) 7.84 (d. J=8. OHz. 
2H) 8.08 (d. J =8. OHz. 2H) 9.05 (t. J=5. 6Hz. 1H) 



)V)-2-y)^u-A-(h l Jy)^o^^)l)^>X7^ h*0. 70g£Sij£#429) tmmz 
mWL. Nl- 15-1(2. 4-5?** VM. 3-x7V*7>-5-OM*3 1 ;M-2-* h*S"<> 
i?)D-2-7)V*a-4-ih U 7 )V-tu ^)V) ^>X7 ^ HO. 47g£»fc. 
•H-NMR (DMSO-dj) 6 : 3. 01 (dd. 1=9. 6. 18. OHz. 1H) 3. 31 (dd. J=4. 0. 18. OHz. 1H) 3. 79 (s. 
3H) 4.40 (d. J=5. 6Hz, 2H) 4.81 (dd. 1=4.0. 9.6Hz, 1H) 6.94 (d. J=9. 2Hz. 1H) 
7.12 (m. 2H) 7.66 (d. J =7. 2Hz. 1H) 7.80-7.84 (m, 2H) 8.88 (t. 1=5. 6Hz. 1H) 



2-^ h*5"0$W75>13. Og£^h^t FD77>80ralMb. fH7*f 

U i£7*f^ N-(2-* h^r->^>S?;W*;P/1/~M9.0g«:»fc. 

'H-NMR (CDC 1 3 ) 3: l. 45 (s. 9H) 3.84 (s. 3H) 4.27-4.33 (m. 2H) 5. 01 (br, IH) 6.84 

(d. 1=8. 8Hz, 1H) 6.94 (t. J=8. 8Hz. IH) 7.23-7.29 (m. 2H) 

MS m/e (ESI) 440 (MH*) 



HS£ff]30 




N 1 - 15- [ (2. 4- zs Or* V - 1 . 3-x 7 7 7 > - 5-f U x » * f-) H -2- * 
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BocHN^Y^i 




^57'^ N-{2-^ h*i"*>i?Ml3}M*—h6. 04g£7-fe h-h U;U50ml 

=y^;u^^-;ux— r;wfc^u->©fi*T?«E»u, ^H7*^;u N-(5-7n^-2- 

^ h + ->^> v;W F6. 97g£ftfc. 

'H-NMR (CDC 1 3 ) 6: 1.45 (s, 9H) 3.62 (s, 3H) 4.26 (d, J=6. 4Hz. 2H) 4.97 (br. 1H) 

6.72 (d, J=8. 8Hz, 1H) 7.34 (dd, J=2. 8. 11.2Hz) 7.35 (s, 1H) 

£?i£#J31c) 



HH7'f^ N-(5-7*P^-2-^ mr^>5?;M*;W^— M. 015gv y^DDk* 
X (h'J7x-M^7^ »A'5-77A(II)45n]g, ^K^- F U 7 A330mg. *«ktK 
FU7x -;i/^7 ^>17«g«r*S*N.H-^^5 1 ;i/*;i'A75 Kfc»*fU -BHt& 

»*#BM- F 'J £ A*, JiT^Lfc. ^HI1^M7KSS^7'T->7AT-^U, 
*g*i£«EET®5&Lfc. M^~>U*y;U*7A7n^h^77^-{CTff^b, 
^U->-W»X : f : ;K3:l)ISffi»HJ:0*=7*^ N- (5-^^S )V-2-^ F*5"* 
>-7;W F640mg£#fc. 

•H-NMRtCDCIj) a: 1.45 (s. 9H) 3.94 (s. 3H) 4.36 (d. J=6. OHz. 2H) 5.00 (br. 1H) 
6.98 (d. J=8.4Hz, 1H) 7.80-7.83 On. 2H) 9.88 (s, 1H) 

mmmzu) 




MeO 
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$)80ml£xb7t KD77>40inlT'^U -78*CK?&3JiLfc&, x^2-TV7 
D#*v»iSll. 68g©xh?k KP77>(I0nl)&&£JOAfc. 30#Jg#Lfc&. 
tert-7^ N-(5-*;W5;!/-2-^ h*v^>v;W #;W1*- h 10. 73g©7-h7k 
h*D77>U0nl)iSfflt£Jn;L, 35fcH5RHf#Lfc«. ffifoaHbT^-^ATkig 

^^^-KTflUJLOSfflfSllti^U-^-ttllx^W. x^JU 3-(3-[(tert-7* 
h * )Vi£-)V) 75/]/ h * > 7i_;H -3- 1 H d * ->-2--T V 7° 
□*^yy py V I- h (I 'J X D#fei^ Ut^Oig^tl) 12. 8g£ 

•H-NMR (CDCl 3 ) 6 : 

0. 99 (d. J=6. IHz, 3H) I. 15 (d, J=6. 1Hz. 3H) 1. 19 U. J=7. 6Hz. 3H) 1. 44 (s, 9H) 

2. 91 (d, J=5. 2Hz. 1H) 3. 43 (sept, J=6. 1Hz, 1H) 3. 83 (s, 3H) 4. 03 (d, J=6. 3Hz. 1H) 
4. 12 (q, J=7. 6Hz, 2H) 4. 29 (d. J=6. 6Hz, 2H) 4. 86 (dd. J=5. 2, 6. 3Hz. 1H) 

4. 99 (t. J=6. 6Hz. 1H) 6. 81 (d, J=8. 7Hz, 1H) 7. 23-7. 29 (in, 2H) 

6:1. ll(t.J=6.9Hz.3H) 1. 17 (d. J=6. 1. Hz. 3H) 1. 19 (d. J=6. 1Hz. 3H) 1.44(s.9H) 

3. 00 (d. J=4. 4Hz. 1H) 3. 63 (sept. 1=6. 1Hz, 1H) 3. 83 (s. 3H) 3. 95 (d. J=5. 9Hz. 1H) 

4. 08 (q. J=6. 9Hz. 2H) 4. 29 (d. J=6. 6Hz, 2H) 4. 80 (dd. J=4. 4. 5. 9Hz. 1H) 
4. 99 (t. J=6. 6Hz. IH) 6. 81 (d. J =8. 7Hz. 1H) 7. 23-7. 29 (m. 2H) 
SSi£#l31e) 



x^;U 3-(3-[(tert-7>^v*;i/#-;W75y] /?;u-4-/ h*->7xX 
M -3-k y7'ot'+y7'DAVx- h (x'J 7oft;fecfctfy; 

24. 7g£ h ij7;i/*o»K400nICiS«PL» h U x^jl/v? >96ral SSdA. 



O 
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7°D/V X- h 13. Og**Stfi«ltt»t LT#fc. 

meffS3if) 




x^;u3- [3- (7 5 7 7 -4-/ h * v 7 x x;H -2-r y 7* d ->7* □ a 7 

x- H8. 67g*5i;rj: h 'J x^75 >7. 7g©^x^;l/X— f-)V (300ml) gf^tTK^ 
T2. 4-77 DOO^W D »J H 15. 9g©7 h7kFQ77> (15ml) j§j^$:nST 
Lfc. *&TT30#, 3EfcMT30#$*#Ufc&, fi«tt**500ilfcft^f, 
x3\>W00ilTttttiLfc. #M*fift****^- h U ^A**«8t200nK ffila^K 
tK^^- h »J ^A200mK fcJ:tfl^ft**200ilT*2fcifci*Ufc«, «g£gr^** 

77W-fcT«®L(JgajJSi« : A+i7->-g^Mx^), UcMtffc'H-nirKfc^T 
^JSf!l31g) -C&tcltSyitm-OX^fr 3- (3- 1 ( (2, 4-77 □ u^y^MM 7 5 
Aif-M -4-/ h^v7xx;w-2-< y7*o#*sy7*oyvx- h28. 2g£«sfe 



«31g) 




X^;U 3- [3- (757/ -4-7 h + v7 x Xjk] -2-f y 7*D^ > 7* □ A 
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/x-h<h2.4-^DD£S#&£H;&£0yi9d) tHflHiUBSU x^;U 3-(3- 
|[(2,4-^DD^> i ;'fJH7$/]^ -4- * h * -> 7 x-JH -2--f V 7*D # 

'H-NMR(CDClj) 5 :0. 95 (d. J=6. OHz, 3H) 1.14 (d. J=6. OHz. 3H) 1.23 (t. J=6. 8Hz. 

3H) 2. 87 (dd. 1=8. 4. 13. 6Hz. 1H) 2.94 (dd. J=4. 8. 13. 6Hz, 1H) 3.50 (sept, J =6. OHz. 

1H) 3.84 (s. 3H) 4. 01 (dd, J=4. 8, 8. 4Hz, IH) 4.05-4.20 On, 2H) 4.61 (d. J=5. 6Hz. 

2H) 6. 74-6. 84 (m, 1H) 6. 79 (d, J=8. 4Hz. 1H) 7. 16 (dd. J=2. 0. 8. 4Hz. IH) 

7. 22 (d. J=2. OHz. IH) 7. 29 (dd. J=2. 0. 8. 4Hz. IH) 7. 39 (d. 1=2. OHz, IH) 

7. 64 (d. J=8. OHz. IH) 

HSfe#J31h) 




mmm 1 d) t mmiz&m l . 3- (3- 1 ( (2. 4- v 7 □ □ ^ > vw m 7 5 ; ] ^ j- 

M -4-/h*-/7i x;W -2--T V 7*o #4 > 7° □ A >Bft 

'H-NMR (CDCI3) 6 :1.02 (d, J =6. OHz. 3H) 1.16 (d. J =6. OHz, 3H) 2.91 (dd. 

J=7. 2. 14Hz. IH) 3. 04 (dd. J=4. 0. 14Hz. IH) 3. 56 (sept. J=6. OHz. IH) 3. 84 (s. 

3H) 4.09 (dd, J=4.4, 7. 6Hz. IH) 4.60 (d. J =6. OHz. 2H) 6.81 (d. J=8. 4Hz, IH) 

6. 83 (m. IH) 7.16 (dd. J=2. 4. 8. 4Hz, IH) 7.23 (d. J=2. OHz, IH) 7.29 (dd. J=2. 0. 

8.4Hz. IH) 7.39 (d. J=2. OHz. IH) 7.64 (d. J=8. 4Hz. IH) 

^SS#J3li) 




3- (3- f [ (2. 4- v7 □ o ^ > V'-r M 7 5 J ] * ?M -4- ;* h * > 7 x ~ )V) -2--f 
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m. 3ml £tox.«EETiSi&£g£ U 3- (3- 1 i (2. 4- □ ;W 7 5 y J * 

'H-NMR (DMSO-d 6 ) 5 : 0. 79 (d. J=6. 0Hz. 3H) 0.97 (d, J=6. 0Hz, 3H) 2.51 (dd. J =9. 2. 
13.6Hz, 1H) 2.79 (dd. J=4. 0, 13. 6Hz, 1H) 3.48 (sept. J=6. OHz, 1H) 3.63 (dd. 
J=3.6. 8.8Hz, 'lH) 3.75 (s. 3H) 4.35 (d. J-6. OHz, 2H) 6.82 (d. J=8. 4Hz. 1H) 7.07 
(d, J=7. 6Hz. 1H) 7.15 (s, 1H) 7.48 (s, 2H) 7.67 (s. 1H) 8.87 (t, J=6. OHz. 1H) 
«ff)32 
HJjgf!]32a) 



F 0 




3- [3- (7 S./t^M -4- y h^y7i-iH-HV7'D^y7'o^ 

3- (3- 1 ( H-i7 a n-Z-7 JWraiy^M M 7 5 7] -A-* h^->7i^H - 

2— f VT'o^yT'P/VX-h^ffc. 

'H-NMR (CDC1 3 ) 6: 0.95 (d. J-6. OHz. 3H) 1. 13 (d. J =6. OHz. 3H) 1.22 (t, J=7. 2Hz. 
3H) 2. 86 (dd, 1=8. 0. I4Hz. 1H) 2. 93 (dd. J=4. 8. MHz. 1H) 3. 49 (sept, J=6. OHz. 
1H) 3. 86 (s. 3H) 4. 00 (dd, J=5. 2, 8. OHz. IH) 4. 05-4. 25 On. 2H) 4. 62 (d. J=5. 6Hz. 
2H) 6. 80 (d. 1=8. 4Hz. 1H) 7. 10-7. 20 (m. 2H) 7. 20 (d, 1=2. OHz. 1H) 7. 23 (dd. J=2. 0. 
8.4Hz. 1H) 7.2-7.35 (m. 1H) 8.06 (t. J=8. 4Hz. 1H) 



F 0 




HiSWd) i(^^/j:7jfeT3-(3-l((4-^DO-2-7;U^o^>W>'H 75y] ^ 
3-M -4-/h^y7iz;H-Z-f77 , D^y7 , o/ , i>i^ ft fe. 
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•H-NMR {CDCI3) a : l.Oi (d, J=6. OHz, 3H) 1.15 (d, 1=6. OHz. 3H) 2.90 (dd. J=7. 6, 
14Hz, 1H) 3.04 (dd, J=4. 0. 14Hz, 1H) 3.55 (sept, J=6. OHz. 1H) 3.87 (s. 3H) 
4.09 (dd, J=4. 0. 7.6Hz. 1H) 4.62 (d, J=5. 6Hz. 2H) 6.82 (d. J =8. OHz. 1H) 
7.08-7.18 (m. 2H) 7.16-7.28 (m. 2H) 7.24-7.38 (in. 1H) 8.05 (t. J=8. 4Hz. 1H) 




mmm^ 1 o t ®muii&-ez- (3- 1 [ (4- ^ o n -2- ? ^ □ ^ > v*-r m y s j ) * 

■H-NMR (DMS0-d 6 ) 6 : 0. 77 (d. J=6.4Hz. 3H) 0. 95 (d. J=6. OHz, 3H) 2. 53 (dd. J=9. 2, 
14Hz, 1H) 2. 79 (dd. J=3. 2. 14Hz. 1H) 3. 46 (sept, J=6. OHz, 1H) 3. 64 (dd. J=3. 6, 
9.2Hz. 1H) 3. 76 (s. 3H) 4. 38 (t. J=5. 2Hz. 2H) 6. 82 (d. J=8. 4Hz. 1H) 7.07(d. 
J=8. 8Hz. 1H) 7. 10 (s. 1H) 7. 36 (d. J=8. 4Hz. 1H) 7. 53 (d. J=10Hz. 1H) 7. 67 (t, J=8Hz. 
1H) 8. 76 (ra. 1H) 



O 




X5 1 )l 3- [3- (7 5 J * 3-M -4-* h * ->7 xnjH -2--f V 7°n ->7* o n 

JLJ-)V 2-<V7"OTfs^v-3-[4-^ b=^>-3-(l{(2-;< h^v-6-/^;U-3-tfU v 

'H-NMR (CDC 1 3 ) 6 : 0.95 (d, J=6. OHz, 3H) 1.12 (d, J -6. OHz. 3H) 1.21 (t. J=7. 2Hz. 
3H) 2.47 (s. 3H) 2.86 (dd. J=8. 4, 14Hz. 1H) 2.93 (dd. J =5. 2, 14Hz. 1H) 3.49 
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(sept. J=6.0Hz, 1H) 3.89 (s. 3H) 4.00 (dd. J =4. 8, 8.0Hz, 1H) 4.04 (s, 3H) 
4.1-4.2 (m, 2H) 4.62 (d, J=6. OHz. 2H) 6. 80 (d. J=8.4Hz. 1H) 6. 86 (d, J=7. 6Hz. 
IH) 7. 14 (dd, J=2. 0, 8. OHz, 1H) 7. 20 (d. J=2. OHz, 1H) 8. 39 (d. J=7. 6Hz, 1H) 
8.42 (m, 1H) 
H^J33b) 




mmmit) tmmt^mz^m-^ v:/d#*->-3-14-* h4->-3-(i[(2-* h 

'H-NMR (CDCI 3 ) 6: 1.03 (d, J=6. OHz, 3H) 1 14 (d, J=6.4Hz, 3H) 2.47 (s, 3H) 2.90 
(dd, J=7. 2, 14Hz, 1H) 3.04 (dd. J =4. 4, 14 Hz, 1H) 3.56 (sept. J=6. 4Hz. 1H) 3.89 
(s, 3H) 4.06 (s. 3H) 4.0-4.15 (m, 1H} 4.61 (d. J =4. OHz. 2H) 6.81 (d, J=8. 4Hz. 
IH) 6.86 (d, J=7. 6Hz. 1H) 7.12 (dd. J=2. 0, 8. 4Hz, 1H) 7.20 (d, 1=2. 4Hz, 1H) 
8.37 (d. J=7. 6Hz, IH) 8.48 (id, IH) 




X.?)l 3-[3-(7S; ^fiH-4-^ h+y7i-JH-2--f y t/d^* v7°oa° 
yi-ht4-7D D-2-^ h^->^m«*«^J20d) ^lifcWd) £H$ 

KMSU 3-(3-([(4-^dd-2-^ h^>^> 4 /-OH 757] *=?M-A-* h^-> 
y i-jH -2--i v y'D ->7o /\- >®?£t#fc„ 

'H-NMR (CDC 1 3 ) 6 : 1.02 (d. J=6.0Hz. 3H) 1.14 (d, J =6. OHz. 3H) 2.90 (dd. J =7. 6. 
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14Hz. 1H) 3.03 (dd, J =4. 4, MHz. 1H) 3.56 (sept, J =6. OHz, 1H) 3.88 (s, 3H) 
3.94 (s, 3H) 4.05-4.15 (m. Ifl) 4.61 (dd, J=2. 0. 6.0Hz, 2H) 6.81 (d, J=8. 4Hz, 
1H) 6.95 (d. J=2.0Hz. 1H) 7.05 (dd, J=2. 0, 8. 4Hz, 1H) 7.13 (dd. J=2. 0, 8. 4Hz, 
1H) 7.20 (d. J=2. OHz, 1H) 8.14 (d. J=8. 4Hz, 1H) 8.28 (t. J=5. 6Hz, 1H) 



o 




3-[3-(7= J *?M-4-* H+y7i-;H-2-fV^n#*yyD/'5 
3U 3-13- (1 1(2. b*is-3-\dVi?)V)i3nrf-M'7$S\*?)V)-A-* h 

'H-NMR (CDCl 3 ) <5 : I. 00 (d. J=6. 4Hz, 3H) I. 13 (d. J=6.4Hz. 3H) 2.89 (dd. J =7. 6. 
14Hz, 1H) 3. 03 (dd, J=4. 4. 14Hz, 1H) 3. 55 (sept, J=6. OHz, 1H) 3. 88 (s, 3H) 
3.95 (s. 3H) 4.07 (s, 3H) 3.8-4.2 On, 1H) 4.60 (dd, J=l. 6, 6.0Hz, 2H) 6.41 
(d. J=8.4Hz. 1H) 6.80 (d. J=8. 4Hz. 1H) 7.13 (dd. J=2. 0. 8. 4Hz, IH) 7.21 (d. 
J=2. OHz. 1H) 8.32 fan. IH) 8.41 (d, J=8. 4Hz. 1H) 

Mi£#J36a) 




2--f y 7 □3j?*^M98g&t^ h U >360ml <Dy- H5kKD77> 
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E£»£5l5K-20 , CTi&#Lfc. &*m<V) ?V AWgt (4S) -4-^>>^M. 3-^ 
*ifV/n>-2-#>120g£JB&ilP;L> U 

U 7A^P?h^77^f-l:XiIL (itiiii : A^t>«lfjH, 
(4S) -4-^ > v JI/-3- (2-< yya^v 7 -fe - 1. 3-* *UVd >-2-:* > 
106. 6g£ LT#fc. 

'H-NMR (CDC 1 3 ) 6 : 1. 17 (d. J=6. 0Hz, 6H) 2. 81 (dd. J =9. 5. 13. 4Hz, 1H) 

3. 35 (dd, 1=3. 2. 13. 4Hz, 1H) 3. 74 (sept, J=6. OHz, 1H) ) 4. 24 (dd, J=3. 5. 9. 3Hz) 

4. 29 (I, J =9. 3Hz. 1H) 4. 65 (d, J=19. 5Hz, 1H) 4. 69 (m, 1H) 4. 70 (d, 1=19. 5Hz, 1H) 
7. 22 (d. J=7. 2Hz. 2H) 7. 30-7. 45 (m. 3H) 



MS) -4-^>v;W3- (2-<V7'D^y7tf;H-l, 3-*^r1f»/o >-2-*> 

127. 4g© h;i/x> (4i) jgas^ctottT-Tsictftaiufca, ^n^n©*g mz 

h >J Xf^7 5 >28. Og£jDAfc. ^^'^Or^A^^ji^T^^^o > h 
(lMv^DD^^>^) 232ml^?^Tbfc 0 »T«50»«tl*Lfc^ ft 

m-nx:iz^vtzteTt-zf^)V N-(5-*;W5;i/-2-^ h*«>'<>$W)*;U;t*- 
h©v>£ o XI. 41) i£^£#*-;U£f'lffl LTina.. -75*CT30$HS#bfc 

*tu^r B i$^^xrt^^io^ffi(cio < c-roo c c^T±#$-a-fc. ot-e75#ji# 

Lfdg, ^y-JH. 211, pH7A*>y7 7-( l J>^-7K^^hU'7A-^X> 
BD 0.605K *5«ki;aBllb*Sil(30X*»»t) 0.2621©}g^atSrJnAfc. -^>©SfS^ 




WO 01/25181 



PCT/JPOO/06788 



■7h^7 7^-tT»«U(«aiJS«l : ^+lJ->-»lftx^;M, tert-7*^;U N- 
(5- (18. 2S) -3- [ (4S) -4-^> *JJ\r-l-tt 7-1. 3-**"tf V? >-3-< JH -1- 1 K o 

* ->-2--f v y a #^^-3-** v t*p tr;i>-2-* h * > s>;w #;w\*;* - b 

111.0g£&£H&£LT#fc. 

'H-NMR (CDC 1 3 ) 5:1. 17 (d, J=6. 2Hz, 3H) 1. 21 (d. J=6. 2Hz, 3H) 1. 43 (s. 9H) 

2. 75 (dd, J=9. 6, 13. 2Hz. 1H) 3. 02-3. 15 (br. s. 1H) 3. 24 (dd. 1=3. 6. 13. 2Hz, 1H) 

3. 64-3. 73 (m. 2H) 3. 83 (s, 3H) 4. 02 (d. J=8. 2Hz. 1H) 4. 23 (dd. J=6. 2. 15. 6Hz. 1H) 

4. 31 (dd, J=6. 4, 15. 6Hz. 1H) 4. 46 (m. 1H) 4. 78 (d. J=5. 6Hz. 1H) 4. 99 (m, 1H) 

5. 42 (d. J=5. 6Hz, 1H) 6. 83 (d. J=8. 3Hz. 1H) 7. 19 (d. J=7. 2Hz. 2H) 7. 26-7. 39 (id, 5H) 
§2>£#J36c) 



gjji^le) tmmzien-73-)V N-(5-(lR, 2S)-3-[(4S)-4-^>v J ;U-2-^+V- 
1. 3-*=Hf V? >-3--f M -1- 1 H □*->-2--T V 7° □ ->-3-**7 7*d tf;U- 
2-* h+->^>v;i/) 1-8. 96g£il7cLfc^ IM^lt^NMSiif 

;W§«c50il£iniLfc. 8i££«flET®*Lfc&. MSr^-f 77°D V)V3L-7-)\r- 

"stt^mmu mmtm* ±B*afcTijfe»u (4S)-3-(2S)-3-i3-(75 

/ ^ -4-* h * -> 7 x x ;H -2-f y zfn *y-J a a j -r )V-4-^ > 

1. 3-#*1f V*7>-2-*>J£K«[7. 89g£M@#£ LT#fc. 

'H-NMR (CDC 1 3 ) <5 : 1. 00 (d, J=6. 3Hz, 3H) 1. 14 (d, J=6. 3Hz, 3H) 2. 77-2. 85 (ra. 2H) 

2. 94 (dd, J=3. 5, 11.9Hz. 1H) 3. 28 (dd. J=l. 7. 12. 8Hz, 1H) 3. 50 (sept. J=6. 3Hz. 1H) 

3. 82 (s. 3H) 4. 10-4. 19 (i. 4H) 4. 64 (in, 1H) 5. 28 (dd. J=3. 5, 7. 9Hz. 1H) 

6. 81 (d. J=8.4Hz. 1H) 7. 20 (d. J=7. 0Hz, 2H) 7. 25-7. 34 (in. 5H) 8. 25 (br. s, 3H) 
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S^0iJ36d) 




mmmi i n t mmiz ms> -3- (2s) -3- [3- (75// ?m -4-* h^->7x -m - 

7.66g£7 = HflsLfcft, Ja4fiE«J*iaSST"CPKx^;P20ilK:«*L, Mfcft 
SSLfc. v-rV7"De;UX-x;U60m]i:^+i->120niI^)l!M^nA, *TtB%*«ffi 
L . Nl- (5- (2S) -3- [ (4S) -4-^> SW-2-:**VM. 3-;**1f »/5 >-3-^ M -2-i V 

t*d v-3-^-^v y □ t°;w2- * h * > s?;w -2-7 u-A- i h u 7 

□ *3\>W^>X75 K6.46g£&eH#i'L-0#fc. 
'H-NMR (CDCI3) 6 : 1. 04 (d. J=6. 2Hz, 3H) 1. 16 (d, J=6. 2Hz. 3H) 
2. 75 (dd, J=10. 1. 12. 6Hz. 1H) 2. 88 (dd. 1=7. 9, 13. 9Hz, 1H) 

2. 93 (dd, J=4. 7. 13. 9Hz. 1H) 3. 32 (dd, J=3. 5. 12. 6Hz, 1H) 3. 52 (sept. J=6. 2Hz, 1H) 

3. 86 (s. 3H) 3. 98 (t, J=8. 5Hz, 1H) 4. 1 1 (dd. J=2. 6. 8. 5Hz, IH) 4. 56 to, 1H) 

4. 65 (d. J=5. 9Hz, 2H) 5. 34 (dd, J=4. 7, 7. 9Hz, 1H) 6. 8 (d, J=8. 7Hz. 1H) 7. 20- 
7. 38 to. 8H) 7. 56 (d, J=8. 7Hz, IH) , 8. 34 (t. J=8. 7Hz. 1H) 

HS£#J36e) 




S3£0i|36b) tmmt(4S) -4-^>v;U-3- (2--f V 7"D#*->7-t3MW-l, 3-*+ 
if V* □ >-!-■* > 1. 39g £N 1 - (5-*;U 5 ;P-2- ^ h + > S?;M -2- 7 )V* u -A- ( h 
U 7;U* □ * ^ >tf 5 KO. 89g^ bN 1- (5- (2S) -3- [ (4S) -4-^>-7;U-2-** 
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7-1. 3-**+? y*7>-3H' JH-l-fc H P + v-2-f tf 
)l-2-t h*v^>v;M-2-7;M"P-4-(h U7;^a^5 1 ;i')^>X75 HI. 36g 

'H-NMR (CDC 1 3 ) 5 : 1. 15 (d, J=6. OHz, 3H) 1. 20 (d, J=3Hz, 3H) 

2. 67 (dd. J=9. 6, 13.4Hz, 1H) 3.05-3. I4(br.s, 1H) 3. 25 (dd. J=3. 8. 13.4Hz, 1H) 

3. 61 (t. J=8. 6Hz, 1H) 3. 67 (sept, J=6. OHz. 1H) 3. 86 (s, 3H) 3. 93 (dd, 1=1. 7, 8. 6Hz. 1H) 
4. 44 (ra. 1H) 4. 60 (dd, J=5. 2, 14. 1Hz, 1H) 4. 66 (dd, J=5. 2. 14. 1Hz) 

4. 79 (d. J=5. 8Hz. 1H) 5. 42 (d, J=5. 8Hz. 1H) 6. 88 (d, J=8. 7Hz, 1H) 7. 19 (d, J=7. 1Hz, 2H) 
7. 27-7. 33 (m, 4H) 7. 36 (dd, J=0. 8. 11. 1Hz, 1H) 7. 39 (dd. J=2. 0. 8. OHz. 1H) 

7. 44 (d, J=7. 7Hz, 1H) 8. 03 (t, J=7. 7Hz, 1H) 

b 

S}jg#l31e) fcH*fcNl-(5- (2S)-3-[(4S) -4-^>^-2-^^7-l, 3-xj-*1f77 
>-3--T;H-l-t FP + v-2-f 77D^+->-3-^-+77Dt°;U-2-^ h*v^> 
9 JM -Z-7)]/*D-4- ( h 'J 7^tD^f;H^>X75 H 1. 36g*> £ tlcMtffc'H- 

nmiz^xmmmm) xmtz\^mtm-m\- (5- (2S) -3- [ (4S) -4-^>-7;i^-2- 

;t*7-l. 3-^-y-*77>-3--f ;H-2-<77P^v-3-^-+7 7ohr;i'-2-^ h 
=^>^:>-7JH -2-7;M"P-4- ( h U 7MD/f;H^>X75 H 1. 30g£MB) 

«#!36g) 
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M0J37c) tmmizm- (5- (2S) -3- [ (4S) -4-1>i?)V-l-**V-\. 

>-3-< ;H-2-<v^D#+v-3-^+vyotr;u-2-^ b*v^>:7;w-2-7;M- 

#J6a) T»fcflS^*tH— © (2S) -3- [3- ( [2-7;M"0-4- I )V*u*^)\,) ^ 

> 7-r ;H 7 5 y j* ^>M -^h+y7x n;H -2--f v 7*d -> 7*o/^ 

4. 81g£Mffl##l£ LT*§fc. HPLC5)-#f t«t SMS : 97. 7%, ft&V&B. : 96. 8Se. e. 
(0D*^A;Sit3S0. 5ml/min; 2-7*o^ /-^^^ii-V: h'J7JI^a»K= 
700:300:1). 

g»i£#J37a) 



2-* h^v^>v;i/75 >50mL&J;tf t: U -7>123mL©N. N-^^^;i/*;UA75 
F (400mL) iSttfc5-10 o CCT2. 4-77 pd^^AJ^ □ U F45mL£ i. 5P#P B WtT 

7A7K&J&, INSBt(x2), ffi*QJJ^t7>^-£AzMSafc(x2), *5«t^te?DftJfi7Kt 
Xgfe^Ufe^, te 7 KBg^^hU7A(CT^:^ «H8Lifc. £l$£~7-1' 77°d fcVlo: 
-t-JW (300mL) feck^yXf^X-f^ (500mL) l:Tii U @Jg&£iS5l. yxf 
;PX— 5r;HCT«fe»U. Nl-(2-*h*v^7:7;W-2.4-v7DO^>X75 F 
81. lg£$ft60#£LT?#fc. 

■H-NMR(CDC1 3 ) 6 : 3.87 (s, 3H) 4.64 (d. J=6. 0Hz, 2H) 6.82 (br. IH) 6.89 (d. 
J=8. 4Hz, 1H) 6. 92-6. 98 (m, 1H) 7. 26-7. 32 fan, 2H) 7. 35 (dd. J=2. 4, 7. 6Hz, IH) 
7. 40 (d, J=2. 4Hz, IH) 7. 65 (d, J=8. 4 Hz, IH) 
®£3£#J37b). 
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Nl- (2-* h+v^>> ? ;W -2. A--Ji7 □ P^>X7 5 H 10. Og<D h- U 7;M-oi1^ 
(200mL)^?^{C^-9-^5 1 l/>xh75>9. 04g£Jinx., 5O o (XT230#Pb1®# tfco 

•>A7K^{CTpH=ll-12lli3^Lfe <) dCOfc©£Mx^;WCT»H}L7c. Ill 
& 1NtK$^ h U ^ ATkigffc (x3) . (x2) . *5«ktf g&fttt&TMCTifci* 

*i7KfiSfi6^-h , j^AtT^> *>»j*y;noog*ab«Bibfc. a**»*Lfca» 

l H-NMR(CDCl 3 ) 6 : 3.97 (s, 3H) 4.68 (d, J=6. 0Hz, 2H) 6.81 (br, 1H) 7.01 (d, 
J=8.4Hz, 1H) 7.31 (dd, J=2. 0, 8. 4Hz, 1H) 7.41 (d, J=2. 0Hz, 1H) 7. 68 (d, J=8. 4Hz, 
1H) 7.85 (dd, J=2.0, 8. 4Hz, 1H) 7.90 (d, J=2. 0Hz. 1H) 9.88 (s, 1H) 



;««37c) 




&&mwi tmmz as) -\-*>v)v-z- (2--r vyo^yjt^n -i. 3-** 

If l/o >-2-^>125. OgtNl- (5-7^;i/5;U-2-^ V* : s^y*JM -2, fy^OD^ 

>X75 F 101. 9g^6Nl- (5- (2S) -3- [ (4S) -4-'<>5W-2-:**V-l. 3-*+if '/^ 

>-3--f;W-l-t HP**>-2--f 77*D^y-3-t+V7'D fc°;W2-* F*v^> 

5?JW -2, 4-v^7 D d^>X7 5 H 167. 0g£»£IIH* £ LTffc. 

•H-NMRICDClj) 6 : 1. 15 (d, J=6. 2Hz. 3H) I. 20 (d. J=6. 2Hz. 3H) 

2. 71 (dd. 1=9. 5. 14. 1Hz. 1H) 3. 06-3. 15 (br. s. 1H) 3. 25 (dd. J=3. 2, 14. 1Hz. IH) 



146 



WO 01/25181 



PCT/JP00/06788 



3. 68 (sept, J=6. 2Hz, 1H) 3. 69 (dd. J=7. 8. 8. 5Hz, 1H) 3. 84 (s. 3H) 

3. 97 (dd. J=2. 1, 8. 5Hz, 1H) 4. 44 On, 1H) 4. 58 (dd, J=5. 3, 13. 9Hz, H) 

4. 63 (dd. J=5. 3. 13. 9Hz, 1H) 4. 79 (d. J=5. 6Hz, 1H) 5. 40 (d. J=5. 6Hz, 1H) 

6. 73 (t, J=5. 3Hz. 1H) 6. 85 (d, J=8. 2Hz. 1H) 7. 16 (d, J=7. OHz. 2H) 7. 25-7. 34 (m, 5H) 

7. 37 (dd. J=l. 9. 8. 2Hz, IH) 7. 40 (d, J=l. 9Hz, IH) 7. 58 (d, J=8. 2Hz, 1H) 
M^^i37d) 




m&mu) tmmizm-ib- (2S)-3-[(4S)-4-^>^;i/-2-^-+v-i, 3-^-+tfv*7 

>-3-^;H-l-t KD*v-2--f vyD^^->-3-^y7°oh°;p-2-^ h*->^> 
^;W-2.4-^^od^>X7S F167g^£>ffl£$tl£t#, ^n^it^TTSlF^x^ 
;i/550mHc}£fl?U gf£K&£P S M V 7d t°;Ux-x^550ml f\*U-> 

800id1^«M^{3JP^> #rtiitl£&i$U Nl- (5- (2S) -3- [ (4S) -4-^>v;i/-2-*^V 
-1. 3-**f '/7 >-3-< -2-< V /D#+y-3-^^y / o fW-^ h^->^ 
>z/M-2, \-=y$ DP^>X7S HI 19. 7g£M@&£ LTifc. 
'H-NMR (CDC 1 3 ) 5 : 1. 04 (d. J=6. 2Hz, 3H) 1. 17 (d, J=6. 2Hz. Ill) 

2. 96 (dd. J=9. 1. 13. 3Hz, IH) 2. 89 (dd. J=7. 8. 13. 2Hz. IH) 2. 94 (dd. J=5. 3, 13. 2Hz. IH) 

3. 30 (dd. J=3. 1. 13. 3Hz, IH) 3. 53 (sept. J=6. 2Hz. IH) 3. 84 (s, 3H) 

4. 02 (t, J=8. 4Hz. IH) 4. 11 (dd, 1=1. 6. 8. 4Hz. IH) 4. 57 (m, IH) 

4. 59 (dd. J=6. 2, 14. 3Hz. IH) 4. 63 (dd, J=6. 2. 14. 3Hz. IH) 5. 34 (dd, J=5. 3, 7. 8Hz. IH) 

6. 75 (t, J=6. 2Hz, IH) 6. 80 (d. J=8. 2Hz. IH) 7. 19 (d. J =8. 3Hz. 2H) 7. 22-7. 33 (m, 6H) 

7. 40 (d. J=2- 8Hz, IH) 7. 63 (d, J=10. 3Hz, IH) 
ij^#J37e) 
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Y 



Nl- (5- (2S) -3- [ (4S) -4-^> vW-2-^7-1, 3-**-!f V 7>-3-< M -2--f V 
7° □ * * 7 7° P e;u-2- ^ h ^ -> ^ > 5>;W -2,4-yi7Da^>X75H 
124. 9g©fh7tKo77>(l. 61)^(C7j<400nil^iDA,-10 < C(C^S0Lfc^, 30% 
j§^k7Kll7KI84mlt7K^b l J5 1 ^A20. 3g(D?K (150ml) ^^MM^JlDA, 4t:T24P# 

z yifju-Tjiry^ □ □ * 7 >©4 : iu&mm\ T4@«iaS Lfc. 

jgJ*&*EETS3cLfc. «ii*i^Btx?-;ir-^+U->^6S«ab. (4S)-4- 
^>v^-3- (2--1'77"P#+~>7-fe5 1 ;i/)-l, 3-*W7*P>-2-xi->33. 7g£[!iR 
Lfc. *Ji*5NifiKT?pHS:2-3CWI«SL>- v7 PPp<7>1. 51<h0. 51T«&ffib7c. 

mmmztti*. m^mm^^^oAX'^m^fcm. js&£«jets*u tic 

M^{C'H-nmrlC*5^T^^J31b) T'#fe<b^#)t |S|-<D (2S) -3- [3- ( [2, 4->>7 o 
□ ^> , /<JH75//fiK-4-^ h*->7x-;H-2-f V7*'n*+->7*n^>K 
87. 7g£t#fc„ HPLC»«Tt«fc*te« : 98. 6^ (0D*^A;SSji0. 5ml/min;2-7*D/\V 
-)V : > : h U 7 ;U □ 700 : 300 : 1 ) . Z. (Dik&ty) £ -> U * ^JU* 5 A £ P 
*7h^7 7-c-HTffiS!(^ttiSj«^^>-K86x5 i ;W Ltz'&, tfggx^MlOml 
t ^5 >4 10ml it* SIIJSflfcTS - £ £«k o THPLC^#r fc J; S*6* : 99. 8*> ^ 

: 99. 7Xe. e. ©&6H#61. 6g£$fc. 
gMM38 

i 0 
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t e r t - (5-*M/ S )V-1- * h * > 5>;M # )V A / - h 2. 7 5g£ <£ ( h 
U 7x-M7^7^'Jf» 7th7^rt K4. 73g© h^x> (50mL) H8§}££ 

*«S:«ttLfc. »e.nfc»S2.47g*ffl^. »j6«la)*«k^»jfi«lb) 
£ iSOJSTif^S- (3- 1 ( (tert-y h^->*;U^-;W 75 /] ^^;n -4-/ h 
* «>7 x-;W -2--T yyo^-/^yi-h 630ng £ LTl#fc„ 

'H-NMR(CDCI 3 ) 5: 1. 13 (d, J=6. 0Hz, 3H) 1. 19 (d, J=6. 0Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1. 44 (s, 9H) 1. 50-1. 80 On, 4H) 2. 55 (t, J=7. 2Hz. 2H) 3. 57 (sept, J=6. 0Hz, 
1H) 3.81 (s. 3H) 3.88 (dd, J =4. 8, 7. 6Hz, 1H) 4.19 (q, J=7. 2Hz, 2H) 4.27 (d, 
J=5. 6Hz, 2H) 5.01 (br, 1H) 6.76 (d. J=8. 0Hz. 1H) 7.00-7.08 On, 2H) 



X?M- (3- I [ (tert-y h+v*JU#-;W 7 5 7] 73MH -4-7 h+y7ir 
M -2-f V 7°o >^ yx-h 50mgK4NHC 1/ v^U- >2mL £ JtJPA. ^gk: 

T3.5l5W*#Lfc. EJSttSJMILfcSL «S6HH-i?^f F2iLfc 
Jg#U *©5^1iiK2,4-S^cio£MBSM2iig, ->7/*X*>B6^x5 L ;i/9nL 
£«fctf HJX3^75>17^L£jQ;l. £gJCT17l«#|HM«#Lfc. R«***K:T« 

5- (3 1 [ (2, 4- □ > V< ;H75 7]/?iH-4-yh+v7x x;W -2-f V 7° 
d#*v^>*>B£5. 02ig*»fc. 
MS m/e (ESI) 468 (MH*) 
1MM39 



M#J38b) 



CI 0 
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r 



COOH 



V7'D#=lry-5- [4-* h*->-3- ( I [ (b-^)l-2-y x-^-l, 3-^7 ^ 
-4--T ;w * ;i/#-;H 7 5 y I ;* 7 x xju] ^ >^ >BI tex3^5- (3- 1 [ (ter t- 

MS m/e (ESI) 497 (MH*) 
§2£#l40a) 



4-t°'j^>*;i'#^x7^7't F4.og*fflv^ mmmiti &&tmmmvi tmm. 

<DM£T\ IL^M-l V^D#*->-3-(4-tf'J5?;M 7"OAVX-h4. 88g£*£fi#J 

'H-NMR(CDCI 3 ) 6: 0.93 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz. 3H) 1.26 (t. 3=7. 2Hz. 
3H) 2.92 (dd, J =8. 8, 13. 6Hz. 1H) 3.00 (dd. J=4.4, 13. 6Hz. 1H) 3.52 (sept. 
J=6. 0Hz, 1H) 4.06 (dd. J=4.4. 8. 8Hz. 1H) 4.15-4.24 (m, 2H) 7.19 (dd. J=l. 6. 
4.4Hz, 2H) 8.51 (dd, J=l. 6, 4. 4Hz. 2H) 



X^;U2-f V -f u v-3- (4- 1° U *J)\A ZtUrtS x— h 4. 88g<£) V 7 □ □ * 9 
y (50niL) ^(lin-^ □ Dil3cm«6. Og^iPx., ^?UKT1. 5P#F^Wi$Lfc 0 
WL^mmikimir V D 7 i^k&f&CT^lR Lfz'&, 7]<Jf £ v7 □ o / ^ >1CT3 

MffiLfc Gt)&TzGmmzm7kULm+ b o A\zT$tmLtc'&, »$igu 4- (3- 
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'H-NMR (CDCI3) (5: 0.96 (d. J=6. 0Hz. 3H) 1.16 (d, J=6. 0Hz. 3H) 1.27 (t, J=7. 2Hz, 

3H) 2.93 (dd, J =8. 8, 14.0Hz. 1H) 3.00 (dd, J=4. 0, 14. 0Hz. 1H) 3.55 (sept, 

1=6. 0Hz. 1H) 4.03 (dd, 1=4.0. 8. 8Hz. 1H) 4.16-4.25 (m, 2H) 7.20-7.25 (m. 2H) 
8. 16-8. 21 (m, 2H) 
»#J40c) 



4- (3-x h^->-2-< yyp^+->-3-*+v^o tr;w-i-tru i?-v&*u~-h 

(Dm$i!&m. 40g*3ctU' h >J * 3-)V : s U ^y ji K3. 3iL© v£ 0 □ p< ^ > (60mL) 
^KvpW^UAS^D'J F2. 3mL^40^Pp^ttTrSTLfe^, 11. 50#PBljf 
#Lfc„ S^attlOX^KAU^ATK^SrinA, Mfc\ZT3Qftr$mW Ltc. WHS 

□ -7 h !fy 7 a - \ZTffiM U X5P^3- (2->7 7 -4- 1" U v>;H -2--T V7°D^y 
ypAVX- h3. 87g£fc3Sfeift1*0!l.h LTflifc. 

'H-NMR (CDC 1 3 ) 5: 0.94 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz. 3H) 1.28 (t, J=7. 2Hz, 
3H) 2. 99 (dd, J=8. 8, 14.0Hz.- IH) 3.06 (dd. J=4. 0, 14. 0Hz. 1H) 3.56 (sept, 
J=6. 0Hz. 1H) 4.06 (dd. J=4. 0, 8. 8Hz. 1H) 4.17-4.26 (id. 2H) 7.43 (dd. J=l. 6. 
5.0Hz, 1H) 7.63 (dd. J=0. 8. 1. 6Hz. 1H) 8.61 (dd, J=0. 8. 5.0Hz, 2H) 
K£fl40d) 



(2- *> 7 J -4- bf 'J S JM -2--f V7'o^y7*n;vx- h 1. Og^rx^ 
/-MOmUCigflfU ftttttl. 9mL£<fctfl0!l!/^^£AjK3!t0. 9g£flD;t> zK^3? 
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;M3 &zs h ;i/x >\zx&m u . x5 1 ;u3- (2- (7 5 y * -4- tr u =JM -2-< v y 

'H-NMR (DMSO-d 6 ) 5 : 0. 90 (d, J=6. 0Hz, 3H) I. 07 (d, J=6. OHz, 3H) 1. 19 (t, J =7. 2Hz, 
3H) 2.96 (dd, J=8. 8. 14. OHz. 1H) 3.08 (dd, J=4. 4, 8. 8Hz. 1H) 3.55 (sept, J=6. OHz. 
1H) 4.13 (q. J=7.2Hz, 2H) 4.25 (br. 2H) 4.31 (dd. J =4. 4. 8. 8Hz. 1H) 7.52 (d. 
J=5. 2Hz, 1H) 7.97 (s, 1H) 8.63 (d. 1=5. 2Hz. 1H) 8.66-8.83 (m, 3H) 



3- (2- 1 [ (2. 4- v >? o □ 1 > V <4 M 7 5 J ) * =5~M -4- tf U *J) V) -2--f V 7 □ # 

+y7'oA>i h u ^^aftKifittx^w-B- (75.; *^;w-4-tru 

'H-NMR (CDC 1 3) <5: 1.07 (d, J=6. OHz, 3H) 1. 17 (d, J=6. OHz, 3H) 3.27 (d, J=5. 6Hz. 
2H) 3.69 (sept. J=6. OHz. 1H) 4.30 (t, J=5. 6Hz, 1H) 4.80-4.91 On. 2H) 7.27 (dd, 
J=2.0. 7.8Hz, 1H) 7. 39 (d. J =2. OHz, 1H) 7. 48 (d. J=7. 8Hz, 1H) 7. 68 (dd. J=l. 6. 
6.0Hz. 1H) 7.93 (d. J=l. 6Hz, 1H) 8.56 (d. J=6. OHz, 1H) 8.60 (t. 1=6. OHz. 1H) 
MS m/e (ESI) 440 (MH + ) 



2-< V 7*P^ + v-3- (2- ( I [ (5-/f;h2-7i-Jhl, 3-^7 V*-^-4--f M t> 

)Vfc~M7$.;\ ^^;u)-4-eu S JM y'unym. h'J 7;WDBiittif* 

3- [2- (7 5 / *3\JW -4-tf U -2--f V 7'o^->7'da7x- h ^^^^ffl 
'H-NMR (CDC 1 3 ) 6 : 1.07 (d, J=6. OHz, 3H) 1.19 (d. J=6. OHz. 3H) 2.72 (s, 3H) 3.28 



mmm) 

CI 0 
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(d, J =6. OHz. 2H) 3.71 (sept, J=6. OHz, IH) 4.31 (t. J=5. 6Hz, 1H) 4.84 (dd. 
J=2.8. 5.6Hz, 2H) 7.41-7.49 (n. 3H) 7.68 (dd, J=2. 0, 6.0Hz, 1H) 7.88-7.93 (n 
2H) 7. 94 (d. J=l. 2Hz, 1H) 8. 57 (d. J =6. OHz, 1H) 8.74 (t, J=6. OHz, 1H) 
MS m/e (ESI) 411 (MB*) 




3- (2- I [ (2-* □ P-4--T V 7° □ > VW ;M 7 5 7 ] * -4- K 'J 5W) - 

2--f 7/Df4y^A>i h U 7;i/^D^^«X^3- [2- (7 5 7 *3\>M - 
4-f'J s JM-l-< y^D^y7'n/Vx-h JfiHttlSffl^ £J60ill9d):fe<fctf 
H«S«19e)tig«©^ffiTl§fc. 
MS m/e (ESI) 435 (MH*) 




CI 0 
u CF3C00H 

3- (2- 1 [ (2-? □ p-4-7°o4-°^->^ > v*< ;H7 = y]/ -4- f u -2— r 

V/D^yyoA>i h U 7^*n#fiftift«x^3- (2- (75 J -4-t? 
Uv;H-2-f VT'D^yT'D/Vl- h ttH8S£ffll^ «#J19d) £J;tf« 
#J19e) 

MS m/e (ESI) 435 (MH*) 





N |, 
H 

CF3C00H 

3- [2- ( 1 (2-7 □ o-4- (v7 □^>5 1 ;i/^-^-» ^>y*-f JU) 7 5 7 I *^;M -4-fcf 
"J V7*0#+yyD/1>i h U 7;U*DllFlMHJX^jM-l2- (7 5 7 
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19d) fc«fctfH;!ifS0yi9e) £TO©#J£T#fc. 
MS m/e (ESI) 461 (MM 



F 0 



rcorr 



H { 
3" CF3C00H 



COOH 




[2- ( I [2-7 )V* P-4- (h'J7Mo^ 3MM.**>»Ar ^]7S/l/f- 
[2- (75 / -4-tf U y;H -2-f V ya^->^o;Vi-h <^ 

mmm 1 9d) *5«fc^is^j i9e) t mm<Djj &T°mco 

MS m/e (ESI) 429 (MM 



COOH 




CF3C00H 

2--f y 7°a#^v-3- (2- [ ( I [5-/^-2- (4-^^71^-1, 3-?7 V*-JU- 
4-f ;H *^-jH7s;m 9-M -4- tf u v;H zfunym h'J7 □ 

ttX^W- [2- (757/ -4- f U vJH -2--f V7"o^ v7°P /t 7l-h 1 

MS m/e (ESI) 454 (MM 
SMM47 

0 

COOH 




r 



CF3C00H 

3- 12-1(1 [2- (3-£ DD-4-7MD7i x;u) -5-/ 1. 3-^7 y*-;u-4--f . 
;H*;w#-;n 75 7) *3\>H-4-if'J v;H-2--f 77o^y7oA>S h U 
7 JM-DftBfcttttX^M- [2- (757/ -4- tf 'J -2-f 7 7*D v7* 
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MS m/e (ESI) 492 (MH*) 



3- 12- [ ( I [2- (4-C □ D7I-JW S-fT^-'hH JH #;i/#x: 

&(.;tX3^3- [2- (7 5 J * 5f ;W -4- 1° >J -2-< V7D^->yoAVx-h 
JfiKififcffl^ *J£W9d)£<m*«0J19e) £|5|«©;fr«-e*§fc. 
MS m/e (ESI) 474 (MH*) 
1MM49 



Ul CF3C00H 1 

3- 12- [ ( I (2- (2-£ □ D7ixM -5-/^-1, 3-f77-;H-f MXM- 
M 7 5 /) t^-M-A-K. 'J i/^p^^d/OK h U 7Md|| 

£ttx^;w- [2- (7 5 y y -4- e u v;U -2--f y/p^^nyvx-h 

MS m/e (ESI) 474 (MH*) 



3- 12- [ ( I [2- (2. 4-7£ □ □ 7i-JH -5-y ^JWl. 3-5 L 7 , /-;H-f;H a jm* 

^ttxg 1 ^- [2- (7sy y -4-tf u i>M -2--r vyoi+y^yvi- 

h JgKifiSrffl^, «^J19d)*5J:^Ml9e) <hl^<^&Tl#7t. 
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MS m/e (ESI) 508 (MH*) 
CF3CO0H 

V 7* o X* ->-3- I2-[(I(2- (4-y h + y7i-;W-5-/f;hl, 3-3^77*— 
;l/ _4_^ ;n # ;p#-;H 7 5 7 ) y 3-M -4- U vJH 7°p/\*>& h'J7;^nB 
Klfittx^JU3- [2- (7 5 / y -4-fcTU 9 JM -2H" y7'D^y7'o/VX- 
h ^Dfi^J19d)*5«kUf^Jfifl»ll9e)i:l^«l©*aT^fc. 
MS m/e (ESI) 470 (MH*) 
SMM52 




CF3C00H 1 

2->f V^p^y-S- 12- [ ( I (5-y ^JU-2- 3-f7 7-;h 

4--f ;H *;p#n;n 7 5 y ) y -4-tr u v;H 7pa>$ H u 7JM-ai*Bfc!fi 
«x^;u3- [2- (75 y y^;w -4-tr u s?;w -2--r y 7*p#*->7pav x- h & 

MS ui/e (ESI) 454 (MH*) 
^MM53 

0 




CF3C00H 

2->f V 7°P#* v-3- 12- [ ( I [5-y 3^-2- (2-?X-;W -1, 3-5 L 7y-;i/-4-< 

M ij)v#=.M 75 y) y^;H -4-tr u -7;H 7o/oi h g 7;M-pgf&&tex 

?;i>3- [2- (7 5 y *3-M -4-h° 'J ~7;H -2--T 7 T'Dt'^yT'o/VX- h- 
MS m/e (ESI) 446 (MH 1 ) 
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3- [4-/ h*y-3-([(E)-3-7ir;h2-yo^;'fJH7Sy/f;H 7x~;H 7° 

MS m/e (ESI) 398 (MH*) 
gySffJ55 




«^J54t|5»i(7)^T\ 2-^V^D^+->-3-(4-^ h^->-3-([(E)-2-/^ 

-3-7x-;t-2-yp^y-<;M 7$ / ^^;w 7x-;n 7°p ttym^mtz. 

'H-NMR (CDC1 3 ) <5: 1.07 (d, J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz, 3H) 2.09 (d, 1=1. 2Hz. 
3H) 2. 92 (dd, J=7. 2. 13. 6Hz, 1H) 3. 07 (dd, J=4. 4, 14. 0 Hz. 1H) 3. 60 (sept. 
J=6. 0Hz. 1H) 3.87 (s. 3H) 4.12 (dd. J=4. 4. 7. 2Hz, 1H) 4.54 (d. 1=5. 6Hz, 2H) 
6.46 (br. 1H) 6.82 (d. J=8. 4Hz. 1H) 7. 15 (dd. 1=2.0. 8. 4 Hz. 1H) 7.22 (d. J=2. 4Hz. 
1H) 7.26-7.39 (ra. 6H) 
MS m/e (ESI) 412 W) 




mmmMtmm<D^mr\ 2-^77*d#*->-3-[4-* h*v-3-([(E)-3-(2-?n 
□ 7 x - )v-i-y° o^y < M 7 s j y 7 i-;H t°:t >^£t#7e„ 

■H-NMR (CDC 1 3 ) <5 : 1.07 (d. 1=6. 0Hz. 3H) 1.17 (d. 1=6. 0Hz, 3H) 2.92 (dd, J=7. 2. 
13.6Hz, 1H) 3.05 (dd. 1=4. 4, 14. 0 Hz, HI) 3.57 (sept, J=6. OHz. IH) 3.86 (s, 
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3H) 4. 11 (t. J =4. 4Hz. 1H) 4.54 (d, J=5. 6Hz. 2H) 6.22 (br. 1H) 6.40 (d. J=16. 0Hz. 
1H) 6.81 (d. J=8.4Hz, IH) 7.14 (d, J=8. OHz, 1H) 7.21-7.27 (m. 2H) 7.40 (d, 
J=2. 0. 7.6 Hz, 1H) 7.56 (d. J =7. 6Hz. 1H) 7.97 (d, J=16. OHz, 1H) 
MS n/e (ESI) 432 (MH + ) 



m^mtmmo^mr. 2-f77*p#4^>-3-[4-* b*->-3-([(E)-3-(3-7P 

MS m/e (ESI) 432 (MH + ) 



mmm^tmm(oyjmx\ 2--f77°p#*->-3-[4-y h*->-3-d(E)-3-(4-7P 

□ 7 xn;i/-2-7°o^y-f JH7S7 ^ 7x-jH 7*p 

MS m/e (ESI) 432 (MH + ) 

«ffJ59 



««54tR*H©*i*T» 2-< y7*D#*->-3-[4-* h*~>-3- ([ (E)-3- (3. 4-7 
//dd 7 x - ;u-2-7°p ^ y -f M 7 5. J * ?M 7 x - M y°u t° >&£#fc 0 
MS m/e (ESI) 466 (MH 1 ) 
HjfeffJ60 
g|j£0iJ6Oa) 
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V 



C0 2 Et 



v7 7*7>*>^vX5 1 >'l'470MK h U X^7 5 >1. 07ml £|g;fc!jDAfc. 

HJ 7AzK. fCTft^U &*Bfc&^*v^ATi£J&U »«t*«BES*Ufc. 
3- [3- ( [2- (y I h 7 1 ^ 7 * 'J M 7 tfJH 7 S ; ^ ? /W -4-^ h 7 x 
-;U]-2-<V7°o#+v7Dk":*>$?x^X77Jl' l. 387g£*f fc. 
'H-NMR (CDCl 3 ) ' 

<5:0.97(d, I =6. OHz, 3H) 1. 15 (d, J=6. OHz, 3H) 1.23-1.30 On, 9H) 2.84 (d, 
1=20. 4Hz, 2H) 2.85-2.94 fan, 2H) 3.48 (sept. 1=6. 0Hz, 1H) 3.84 (s, 3H) 4.00 
(dd, J =4. 8. 8.4Hz. 1H) 4.03-4.21 fan. 6H) 4.43 (d. J=6.0Hz. 2H) 6.77 (d, J =8. OHz, 
1H) 7. 12-7. 15 (in. 2H) 



3- [3- ( [2- (>>X h^>7*X7*'JM 7W;H 7 5 J 7 -4-* h * is? 
xx;M -2--T V7"D/f4y7"D e^>^X^X7s7-;H5nig?:x h7th'P77 
>0.4ml(C^L, **fc l J3 L, 7Ail&3mg£SnA. £iB£T0. 5l$|!ilt*#Lfc. 4-(h 
ij7;U*D*3\>M^>X7;UxfcK10ng©N. N-y^fM;i'A75 H (0. 1ml) ^ 
f^^JDAfc. MTl«fra«»«, **7-;K).5nh 5N-*K^h'J^A0. Ill* 
SPA. ^iST'MltfW;©^. IN-JiK^SPA. BKx^HlTtttti U &g& 
«JE»«Lfc. MfcHPLCKTfMIU 2--f 77°D#*->-3-4-7 h*:>-3- 
[ ( (E) -3- 14- ( h 'J 7 )V4r U 7 ^Jl/) 7 x x;H -2-7*D * 7 -f ;U7 5 7 ) 7 7 x 



£0160 b) 
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-)V7n \i-t>m. 26mg£t# fc. 



MS n/e (ESI) 466 (MH + ) 




^M60£^*£©75i£T\ 2-'fvyD#*->3-[4-^ h*v-3-([(E)-3-(2. 3-^ 

MS m/e (ESI) 466 ftF) 
«#J62 



«^J60i|WI^©7j^T, 2-^V7°D^^i>-3-4-^ h*->-3- [ ( (E) -3- [2-7)1 

jrn-%-(vv7)V*u*?M 7x-jn-2-7'D^y-f;v75y) *^;n 71-^ 

MS m/e (ESI) 484 OOP) 
SMM63 



1IJ£#|60£M©75&T\ 2-f yyD#+->-3-[4-^ h^->-3- ( I (E) -3- (2, 4-v 
^DD7i - ;l/-2-7°o ^;<JH757^^W7i -;H 7'Pt"t >g£ 
MS m/e (ESI) 466 (MH*) 
«ffJ64 






160 



WO 01/25181 



PCT/JP00/06788 



mmmotmmojjikv. 2-^7 7°o#*-7-3-[4-/ h*s>-3-(i(E)-3-(4-7'D 

MS a/e (ESI) 494 (MP) 
ci 0 Q 



mmm^tmmo)i3mi:\ 2-^ 77*0^^^-3- [4- * h*->-3-(i(E)-3-(2, 5-7 

7D07x-;i/-2-7°o^y-r^]75 7^5 1 JU) 7xn;W7 , Phf*>B6*^fc. 
MS m/e (ESI) 466 (MH*) 



H««60tH«©^jST, 2--f 77*ojJ?^->-3-[4-y 7-3- ( [ (E) -3- (1-^7 

MS m/e (ESI) 448 (MH + ) 

«ffJ67 

$5iI0il67a) 



2-yifMZ*y 7'd 7&643mgi:3- [3- (757 * ^JW -f/h^y7x 
- j l / ]_2_^y7o^v7t'^->^x5 1 ;i/X7x^973ii!g$:N > N-y^fM^A7 
5 KlOilfcflWKU 77y*77K>^-7x^;N70Ml, h 'J XW5 71. 07m) £ 
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;w _ 4 _^ h+y7x^]-2-'fvyo^yypW>ix5 1 MXfil' 1.310g 

'H-NMR(CDClj) (5:0. 97 (d, J=6. 0Hz. 3H) 1. 15 (d, J=6. 0Hz, 3H) 1.24-1.29 (m, 9H) 
1.40 (dd, J=7.2. 17.6Hz, 3H) 2.79-2.94 (m. 3H) 3.50 (sept. J=6. OHz, 1H) 3.84 
(s, 3H) 3.98-4.2 (m, 7H) 4.43 (d, J=4. 8Hz, 2H) 6.77 (d. J=8.4Hz. 1H) 7.12 (d, 
J=8.4Hz, 1H) 7. 16 (s. 1H) 




mm^mtmm<D^mr\ 3- [3- ( [ (ei -3- (2-7 □ o 7 x - m -i-*?)v-7u ^ 

J <i M 7 5 J * 3-M -4 ^ h * v 7 x ~M -2—f V 7 □ *> ?*□ £ * >Bfe£& 
MS m/e (ESI) 446 (MH*) 




nMmWtW\&<Dl5tikT\ 3- (3- ( [ (E) -3- (2-^5 1 JU7 x -2-/f;h7*o^ 

/ < ;H 7 5 J * 9M h*->7x-;H -2H" V 7d ->7*D t: :* 

MS ra/e (ESI) 426 (MH + ) 
lHMffJ69 




«#J60£ F\m<Dl5&T\ 3- [3- ( [ (E) -3- (HPD7i-iH -2-* ^-^0^ 
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J -f M 7 a J * J-M -4 * h * ->7 x =.M -2-< V 7° □ #4- -> 7' □ tr * £f# 

fc. 

MS m/e (ESI) 446 (MH 4 ) 
«ffJ70 



»«60tra«©*«ET, 2H , 77*D#*v-3-4-* b*v-3-[((E)-2-pWU- 

3- H-(h | j7MD/f;n 7x-jn-2-7°D^y-f ;uxsy) *^;n 7x-;i/7* 

MS m/e (ESI) 480 W) 



«#J60£TO©;&&T, 3- (3- ([(E) -3- (2, 3-v7 rin 7x~;M -2-^^-7° 
D^;<;H75/^ -4/h^->7x -2— f v 7p : s7°u\i*>w. 

MS m/e (ESI) 480 " (MM 
r F F 0 Q 



|i|S£#J60<hM<D#£T\ 3-3- ( < (E) -3- [2-7/^D-3- ( h U y)V^u 7 
^~M-2-^^-)V-l--7°U^J^ )V7^J) *^)V]-4-* h^ri>7x-;U-2-'1'7 7" 

p -> 7 □ >m z mz„ 

MS m/e (ESI) 498 MM 
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mmmn 




nmmtmm(Dij&r\ 3- [3- ( [ (E) -3- (3-7^o-2-^^7x-;n -2-* 

^ ;i/-7°P ^7 -f ;H 7 5 J * -4 * h + v 7 x - ;W -2-< V 7°d -> 7°o tT 
MS m/e (ESI) 444 (MB*) 




mm&mt mmo^m-v, 3- [3- ( [ (E) -3- (2, 4-77 □ □ 7 x -;w -2-* ^;u-y 
□^y-fjH75y^fW-^>*y7i -ju -2-fv7D^v7Dtft >m 

MS m/e (ESI) 480 (MH + ) 




^iswo 1 mm<Djj&x\ 3- (3- ( [ (E) -3- (2-7;^ 0-4-7* □ ^ 7 x - ;w -2-* 

f;i/-7n^y^jH757/ ?-;w -4 ;* h * v 7 x - M -2-f V 7'o v 7°o £ 
MS m/e (ESI) 510 (MH*) 

mmmn 

o o 

ci yVt N"^YVr OH 
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mm&mt mmonm-e, 3- (3- ( 1 (E) -3- (3. 4- vt? □ □ 71^) -2-^ju-7° 

MS m/e (ESI) 480 (MH 4 ) 
gd£ffJ77 



M^J6Oi|5Hi077^T, 2-T7 7o#*->-3-(4-^ h^2/-3-([(E)-2-^^^ 
-3-(l-^75 1 ;W-2-yD^y'f;H75/^5 1 >'W 7x-JH 7°Db°:*>&£#7c. 
MS m/e (ESI) 462 (MH + ) 



7oe^--;^114mg^r h5t HD77>8ml(C^L> 7klNfcD3 1 7A13ii)g. 
^□o+*^X^JH40Ml^Ki»A^i3TlP#^m#Lfco 3- (3- (75;^? 
;p)-4-^ h^v7xrL;i/]-2-'T77D>l-N+v7°t 0 ^>^i5 1 Jl/X7x^489nig©x 

7A?K, KTft^U i*6£S7y^y^A«l, ?g$£MJ±fg£L£o M 
^->|J DThCTil^U A4t>-^x7Jl/ (2: 1-3:2) fgtBtf 

Sick D 2--f 7 7° o#=Y- ->-3-4- * h + ->-3- [ (7°o ftf □ < )V7 5 7 ) * 7 1 
-;i/7°ab°^>^x5 1 ;i/X7x;L'230iiig$:l#feo 

'H-NMR (CDCI3) <5 :0. 98 (d. J=6. 0Hz, 3H) 1. 16 (d, 1=6. 0Hz. 3H) I. 25(t. J=7. 2Hz, 3H) 
2. 76 (s. 1H) 2. 87 (dd, J =8. 4. 14. 0Hz, IH) 2. 94 (dd, J =4. 8. 14.0 Hz, 1H) 3.51 (sept. 
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J =6. OHz. 1H) 3.85 (s. 3H) 4.01 (dd. J=5. 2, 8. 4 Hz, IH) 4.12 (q. J=8. OHz, 2H) 
4.45 (d. J=6. OHz. 2H) 6.35 (br, 1H) 6.80 (d. J =8. OHz, 1H) 7.13-7.18 (m, 2H) 



2--f V7*ni#*v-3-4-^ h + ^3- [(7'o fcTtfci-f ;U73. /) ^fiH7x-i^ 
7°Dt^>^x5 L ^X7sx;H6nig?:N,N-v^5 1 ;i'^A75 HO. 6mHcig^U, -f 
^ H^>if >15mg> h 'J 7xx;W7*7s7^ >/t5^"7A3ig, <fc? 

<fcl§2n)g> mfbU^^ASmg, HJx^;U75>0. lmlSrj&D*., M 

ISbfc„ »*k:^^y-M 5ml. 5N-7K^b^" h 'J >7 AO. lmlSriPA. 

«*&Lfc. SigfcHPLCKTfSBU 2--f77"P^y-3-(4-/ h + y-3-[(3-7x 
x;i/-2-7*Ptf/<;H 75/] ^f;i/7i-;H 7utt>m. 91mg£t#fco 
MS m/e (ESI) 397 (MH*) 



*KS^J78t|5|«l©7jST-, 2-f V7 r Q*+*>-3-[4-^ h*->-3- ( 13- (4-/ h*-> 
7 i-JH -2-7° □ tV -f ;H 7 5 7 *^JW 7 xx;H 7'n tr* >K*fsfc. 
MS m/e (ESI) 426 (MH*) 
Hl»80 




»J79 
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MS m/e (ESI) 410 (MH*) 
glMffJ81 




$kMMntm<Djjfei:\ 2--r7 7P#*->-3-[4-* h*->-3-([3-(4-7;M-a 
7 x - JW -2-7p tV < ;W 7 5 y ^ 5 1 ;W 7 x ~ ;H 7*o >^£f#fc. 
MS m/e (ESI) 414 (MH*) 
£*60II82 




^»78t[^il©^T% 2H" V7*D#*->-3-l4-;* mf~>-3- ( [3- (3-* h*~> 
7x-;H-2-7otV-T;H 75/y^;H 7x~;H 7°Pt°;t>^£#fc 0 
MS m/e (ESI) 426 (MH*) 
HMW3 




*J6«78tPI*©*t6T, 2--<7 7p*+v-3-[4-^ h*->-3-([3-(3-7*P*:7 
x-;P)-2-7°PtV-1';H7 5 J ^)V) 7x-JH 7"at:*>BE*^fc. 
MS m/e (ESI) 475 (MH 4 ) 




167 



WO 01/25181 



PCT/JP00/06788 



mffi&mtmmcDlj&T. 2-< 77o7t**v-3-4-* h*->-3-[(3-[3-(bU7;U 

* □ y si^w 7 ji -2-7*0 tv -f s y ^ 7° □ £#fc. 

MS m/e (ESI) 464 (MH*) 




mm&mtmm<Dji&-7:\ 2-r 77d#*v-3-[4-* h+->-3-([3-(3-^^;i/7 

MS m/e (ESI) 410 (MH + ) 




^»78 £ |WU£(D7j ' 2-f 7 7o ->-3- [4-/ h * 7-3- ( [3- (l-:f 7 5P 

;M -2-7° p tv -f ;H 7 5 /^?jh 7i~;H 7d Estym&nfz, 
MS m/e (ESI) 446 (MH*) 




M#J89e) <h|s)#CD^ST3-7*a ; &-2, 6-7* h + 7^7X7;U7' t K£ffli,>3- 
(3- ( (1E7* h * Jl^~;i/) 7 5 / ] * 7;i/-2, 4-y/h + ->7i5JH -2--f 7 

'H-NMR (CDC 1 3 ) 6: 0.96 (d, J=6. OHz. 3H) 1.15 (d, 1-6. OHz, 3H) 1.23 (t, 1=7. 2Hz. 
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3H) 1. 44 (s, 9H) 2. 87 (dd. J=8. 4, 14. OHz. 1H) 2. 98 (dd. J=5. 6, 14. 0 Hz. 1H) 

3.51 (sept, J=6. 4Hz. 1H) 3.80 (s, 3H) 3.83 (s, 3H) 4.12-4.17 (m. 3H) 4.40 (d. 

J-5. 2Hz. 2H) 5.11 (br. 1H) 6. 60 (d, J =8. 8Hz, 1H) 7.15 (d, J=8. 8Hz, 1H) 

mmmm 



3- (3- [ (Sfc = 7* h * - M 757]^ ^)V-l, fy^h+-/7i$ M -2- 

L , 3- (3- [ (2, 4- v 7 o p ^ >\Af M 7 5 J ] 7 ?)l-2, 4-v 7 h * > 7 x - ;W -2- 

y 7 □ #4=- -> 7'a >K*#fc. 
MS m/e(ESI) 470 (MH*) 
^MM88 
M0J88a) 



MM89e) t|eI^07jffiT'5-7D : E-2. 4-77 h + y^>X7^ft F£ffl^3- 
(3- [ (^H7'h+y*M-JH 75 7] 73^-4, 6-77 h+y7x$JH -2-< 7 

•H-NMR (CDC1 3 ) 

<5 : 0. 98 (d. J=6. OHz, 3H) 1. 14 (d. J=6. OHz. 3H) 1. 26 (t, 1=6. 8Hz. 3H) 1. 43 
(s, 9H) 2.86 (dd, J=8. 8. 18.4Hz. 1H) 2.98 (dd, J=6.4, 13. 6 Hz. 1H) 3.51 (sept. 
J=6.4Hz. 1H) 3.83 (s, 3H) 3.84 (s. 3H) 4.08-4.17 (in, 3H) 4.20 (brs. 2H) 4.94 
(br, 1H) 6.40 (s. 1H) 7.02 (s. 1H) 
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3- (3- ( (£H7* h * ->*;PsK-;W 75/]^ 5^-4. 6- h * > 7 x S ft) -2- 

L , 3- (5- [(2,fy^DD^>«y-fjH7iy]/ 3^-2. 4- 7 / h * 7 7 x ~ ft) -2- 
^ y y°u y^o 7^ 
MS m/e (ESI) 470 (MH*) 



5-7*D^-2, 3-7* h^7^77*7;Uxt K10. 67g£7 h7t KD777100mL 

7AzK, ClTftfrU »7X^vi7'T^>7^-e^L, ^ag£MEEf§£U 5-7*D 
^6-2, 3-7* V^r-y^yVftTftu-ft^. 27g£#7c. dOS^±tl5. 326g£N, N- 
7*5M/*;i/A75 F50mlt;:j§$U -f 5 7*7~7H. 8g> ^IH7^7do77x 
x;|/75 75. 9g£JjnA^fcT«ff# bfco £)&^£^£Mx^T-#fRU 
m®M*?K gS?P^k^hU7A7K. KTft#U ^7K5^^7**77ATi|£i£U 
}g$£$Eg£U [(5-7oqB-2. 3-7* h*7^77;H)^*7] ( iE^fJH 
77xXjl/77 710. 72g£t#fco 
'H-NMR (CDC 1 3 ) 

<5: 1.10 (s, 9H) 3. 63 (s, 3H) 3.84 (s, 3H) 4.76 (s, 2H) 6.96 (d, J=2. OHz, 1H) 
7.33 (d. J=1.6Hz, 1H) 7.63-7.45 (m. 6H) 7.68-7.71 (m, 4H) 



«ffJ89 
mmm*) 




^ii^J89b) 
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TBDPSO 




[(5-7*D ; E-2, S-z?*h*Fi'1>z?M)tt>'] ( iHyfJHv7j-;k>7> 
10.72g£xh^k \^nyy>\QM\zmmV. £*&IS&~r\ -7ffCfc?&S>Lfc. 7* 

'J >2. 5ml £Jnx.£:. -78t:TlB#fBljt^Lfc^lN-^m^SP^> BEBtX^MCTttHJ 

>-»8if;P (2:1-3:2) ^{±5^®J; 0 3- ( [1- (3B=^;W -1. l-/7xz^y U 
JH^-+v^^W-4, b^y^>X7;Vft H9. 4g&*#fc. 
'H-NMR (CDC1 3 ) 

<5: 1.12 (s. 9H) 3.77 (s. 3H) 3.91 (s. 3H) 4.84 (s, 2H) 7.39-7.44 (m, 7H) 
7.69-7.72 (m, 5H) 9.91 (s, 1H) 



2_-f y v*7>*/ vX^MlOmg^T- h 7 t H p ~7 7 yTMWzMM 

U #3^kx HJ *A370ng£jtoAifc. MKT30#*#U 3-([l-(SS=^ 

3.485g©N,N-^^^ 1 ;P*;i'A75 F5ral®f££j!lD;Lfc. £fit;:T&«*#U JK*S 
jg^fcfcRKx^-eftRU *T«H£*, fi&fnififkT HJ "7 A*. KTftfrU 
SzK^T^vtfATftiftU SKSWEEf&SLfc. (E. Z) -3-1(1- (^37*^ 
JW-1. l-y7i^yUiH^y^f;H-4, 5-5?* ht->7iZJH-H V 7°p 
^^^-2-7'D f^>i?X5 1 ^X7x;U5. 01gSr#fc. £<&&±JdM*l5. 01g£x h 5 
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#7A*D-7M;:T*88L. -\^it>-^X^K2: 1-3:2) ^tf,^iaj;0 (E.Z)- 
3-[kHD+y/fiH -4. 5-y^h + ->7i Xjl/] -2--f 7 7 □ v-2-^ □ t°:t 
^x^jI/XT.t^. 209g£t#£. 

■H-NMR (CDC1 3 ) 5 : 1.24-1. 39 tm, 9H) 3.84, 3.87 (each s, 3H) 3.89, 3.92 (each s, 
3H) 4. 16, 4. 29 (each q, 1=7. 2 Hz. 2H) 4. 27, 4. 47 (each sept, J=6. OHz, 1H) 4. 65. 
4.67 (each s, 2H) 6.16. 6.94 (each s, )H) 6.79 (s. 1H) 7.23. 7.67 (each d. 
J=2. OHz and 1. 6Hz. 1H) 



(E, Z)-3-[th*D^y^fJH-4, 5-5** b*5/7iX JH-2— f 7:/D^*5y-2- 
7°Pt^>^X^;i/Xy;xJl/2. 209g£ Ml/X>15iil£Jg#L. 7^i?7i^^* 
X*U;H. 6ml43J;^>*71f [5. 4. 0] <y">x-fe>l. InlSin*., ^fiT« 

£#Lfc. SfStlK7K£JDA> ^X^I/TttttSUfCo Ml£&*nM7kTi5fcfr 
U ^7X^-7 ^yr)AffeiU &$££MJ£g£L£. ^£v'J;^\lk*J7 
A^DThi'TfjfilU ^\^+l->-^X^;K2: 1-3:2) (E. Z) -3- 
[3- (7 v 5 H ^ 9-M -4, 5-7/F+y7i XJU] -2--f 7 7'o#+y-2-7'P kf ^ >^ 
X9^Xy;x;U£f#/c. 

'H-NMR (CDC 1 3 ) <5 : 1. 14 (t. =6. 8Hz, 3H) 1.30 (d, J=7. 2Hz, 3H) 1.35 (d. J=7. 2Hz. 
' 3H) 3. 84. 3. 87 (each s, 3H) 3. 90. 3. 92 (each s. 3H) 4. 16, 4. 30 (each q. J=6. 8 
Hz. 2H) 4.35 (d. J=ll. 2 Hz. 2H) 4.50 (sept. J=6. 4Hz. 1H) 6.14. 6.93 (each s. 
1H) 6. 75. 6. 72 (each d, J=2. OHz. 1H) 7. 26. 7. 64 (each d. 1=2. OHz. 1H) 




Mi£#J89e) 
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(E, Z) -3- [3- (7 v F*?;M -4. h+y7i-JH -2--T V 

■7 h KT«»U ^+>->-gf SfX^ (5 : 1-4 : 1) iSttifliicfc 0 3- (3- [ (HE. "7* h * 

'H-NMR(CDClj) a: 0.97 (d. J=6. 0Hz, 3H) 1. 16 (d, J=6. 0Hz, 3H) 1.26 (t, J=6. 8Hz. 
3H) 1.44 (s. 9H) 2.87 (dd, J=8. 4. 14. 0Hz. 1H) 2.94 (dd, J =4. 8, 14. 0 Hz. 1H) 
3.51 (sept. J=6.4Hz. 1H) 3.82 (s. 3H) 3.84 (s, 3H) 4.02 (dd. J =4. 8. 8. 4 Hz. 
1H) 4. 13-4. 22 (m. 2H) 4. 29 (d. 1=6. 0Hz, 2H) 4. 94 (br. 1H) 6. 76 (s. 1H) 6. 78 
(s. 1H) 



3- (3- [ (^£7 h 4- )V#-M 7 5 J ) * 5-y/h^y7i5JH -2- 
SU 3- (3- E (2. 4-^^DD^>V'-f ;i/)7$y]^5 L ;u-4, h^->7i- 
MS m/e (ESI) 470 (MH*) 

i»J9fl 



BzIO ^ 

2-^>z/)l** ->-5-*^S ;U-£E#®^ lg£ / ^ 7 

300ml^ML, ^l/h^hU^^^eOmh A'? h v;i^2g£lJD^4I^Fp1M)ttfE 
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X7,x;U39. 08g£t#7c. 
'H-NMR(CDClj) 

<5 : 3. 32 (6H, s) 3. 88 (s. 3H) 5. 19 (s, 2H) 5. 37 (s, 1H) 7. 03 (d, J=8. 0Hz, 1H) 
7.33-7.4! (m. 3H) 7.47-7.53 On, 3H) 7.91 (s, 1H) 

N 3^TY CH0 

BzIO^^ 

%#iT7mik7)l^i-I±t F'J H7g^xh^t FD7 7>200mH3ML, 2- K 

>v;i/^v) -5- (v^ ^.lii^f^xxfii'jg. osgoT- h 7 t 

FD7^>100mlM£j!)Px.7c. 5^m#L.fe^7K, 15S7K$Ht:f- h U A, 7k£iP 
As ffljgLfc. at&£$JE^$iSU 2-K>v?;i/^v)-5-(> ? ^ h^ri/t^M^ 
>=J)V7)Vu-M%. 15g£#fc„ dCDffl^^I^ h;i/X>250ml(3^L, 7v{fc 
^^i-^X^UJMOg^ct^Z-y-'fv^n [5.4. 0] ^7>x-fe>22ml$:J!]PA, ^ 

7kT&#U «7KB!t^-7^T->^AT^U i§£££MEE®£L7c. ii^y'J* 
y;U^J 7 A ? o t h U ^^U" >-Mx^^ (15:1) ^tfrfrli «k 0 4- K > 

yM^y)-3-l7y^fJHy^ h*v/^;i^>-tf >17. 4g£$fc. C©=b<7) 

X^;i/ (12: 1) ^tB^iSJcfc 04- K>vJ^+S» -3- (7y K^^W ^>X7Jl^t 
H9. 39g£t#fc. 

'H-NMR(CDClj) 5: 4.48 (s, 2H) 5.22 (s. 2H) 7. 90 (d, J =8. 8Hz, 1H) 7.37-7.45 (m. 
5H) 7.84-7.86 (m, 2H) 9.90 (s. 1H) 
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BocHN 




C0 2 Et 



r 



2--<vyo^y^*y gfl&i/X? 1 ^ 1 2. 9g£x I- 7 1 K P 7 7 > 1 00m UZM 
*PU ftftT, 7K^ft;^h'J^A1.7g^jtJDAfc. ^KT30#tg#U 3,4-K> 
v -» -3- (7 v K ;* ?)V) *>X7 )W t H 9. 39g©N, N- y/fMJl'AJ^ 
F20nI$«£JD;lfc. ifil:T4fflij$L, S^ig^ftSrl^KX^UT^b, 

ffl^MSlfc. (E, Z) -3- [7 V 5 F^^W -4- K>v>;i/tf* v) 7xx;H -2- 
-f V7°P^+->-2-7°nt*^->^x^;i/X7«7;H6. 7g£#fc„ d 12. 4 6g 

ZJLjry-MzmML. m^-J^JViStt-f^-h*. 3g, 10X^7^-^ A^*3g* 
in*., 7k!fl3?ffl^T, £SfcT1.5B«#Ufc." Kfcm&mZ-ty'f HJftBU it 

(4:1) igtBftiSx 0 3- (3- [ (i=^h^y*M-JH75/] ^5^-4-t K Q*"> 
7iz;H -2— f V7*D^->7oHt >Sxf;i.X7fM 2g£ : f#*:. 
'H-NMR (CDC1 3 ) 6: 0.99 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz. 3H) 1.23 (t. J=7. 2Hz, 
3H) 1.44 (s, 9H) 2.84 (dd, J=8. 4. 13. 6Hz, IN) 2.90 (dd, J=5. 0. 13. 6 Hz. 1H) 
3.50 (sept, J=6.4Hz, 1H) 3.98 (dd, J=5. 6. 8. 4Hz. 1H) 4.12 (q. J=6. 8Hz. 2H) 
4.19 (d. J=6. 4Hz, 2H) 5. 22 (br, 1H) 6.86 (d. J=8. 4Hz, 1H) 6.94 (d, J=2. 0Hz. 
1H) 7. 08 (dd, =2. 0, 8. 0 Hz, 1H) 8. 77 (br. 1H) 




3- (3- [ GB= 7'h+y*M^H7=y]^ T)V-A- th'o+->7i^H -2--T 
V7*p#+->7"o t°^->^X9 1 ;i/XX7;M02ing^7-t Mj;Wnlfc»flfU N- 
^otX7WS H200mg^J!lPAfc. &fifcTll$raft#U K^S^ttSHFKx^ 1 
;UTMMRU W«»B**. eSlP^kv- F I) 7AtK, KTifeftU Mzkfift&^7**v 
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s\*y>-m%tx^)l (5:1) ®&ftm& D 3- (3-7*D*-5- { ®=yh+y*M- 

'H-NMR (CDCI 3 ) 5: 0.98 (d. J-6. 0Hz, 3H) 1.16 (d, J=6. 0Hz, 3H) 1.25 (t. J=6. 8Hz, 
3H) 1.44 (s, 9H) 2.80 (dd. J=8.4. 13. 6Hz, 1H) 2.88 (dd, J =7. 2. 14. 0 Hz, 1H) 
3.51 (sept, J=6.4Hz. 1H) 3. 97 (dd, J=4. 8, 8. 4 Hz. 1H) 4.16-4.22 fa. 2H) 4.24 
(d. J=6. 8Hz. 2H) 5.20 (br. 1H) 6.96 (d. J=l. 6Hz. 1H) 7.35 (d. J=2. OHz, 1H) 
8.45 (br, 1H) 




3- (3- 7o t -5- [ (£= 7* h * )Vi£-)\A 75 7]* =?)V-A- 1 h'o^y7i- 
;W-2--f77*o^+->7*at , ^>BgX5 1 ^x7 > x;i/944mg^N. N-y/f 

T2P#p^m^tfc©*». ^i^ftsiifKifmRi,. &mm&7k.. mtmt 

> U y A 7 P7h fcT»8! U y-^X^JI/ (4 : 1) jgffltfiS 

£03- (3-7d t-5- [ {%=.-? V * ;P*x;W 757]^ ?JU-4-^ h+y7i" 
;W -2--T 7 7D^*->7'n >ggX3\)|/X77^876ing£#£: 0 
'H-NMR (CDC 1 3 ) 6: 0.97 (d, J =6. OHz, 3H) 1.16 (d. J =6. OHz. 3H) 1.45 (s. 9H) 2.86 
(dd. J=8.4. 14.0Hz. 1H) 2.93 (dd. J=4. 4. 14. 0 Hz. 1H) 3.51 (sept. J=6. 4Hz. 
1H) 3.74 (s. 3H) 3.84 (s. 3H) 4.02 (dd. 1=4.8. 8. 4 Hz. 1H) 4.34 (d. J=6. OHz. 
2H) 4.95 (br. 1H) 7.12 (d, J=l. 6Hz, 1H) 7.37 (d. J=2. OHz. 1H) 
«099Of) 
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3- (3-^0^-5- [ £^ h + yijj^ - JH 75/1 / ^JH-/ h^v7iZ 

MS m/e (ESI) 520 W) 
BocHN-^irW C ° 2Et 



3- {S-7n : e-5-[m='7b* s sl3)\>tf-))>)7$;]* ! ?)M-* h4->7i- 
M -2-4 7 7*d#*->:7*d h 0 *>&X?>>l'Xy;x;U876iiig£7*D ttfx h >J ;W5m1 
KigjBU y7Mktb'J "7A182rag, x h h U 7i^7^77>f >K? 
^■7A214oig, «fc5ft»70ig*ljn^, fc£ttl3&iB8SELfc. 

* U *yjW7A7D7b(:TiSU A*1t>-|liXfJV (4: 1) miiittm£ D 
3- (3- ~> 7 y -5- 1 (^H^ h^yM#-;H75/U 3 1 ;W4-/ h + •> 7 x x;n - 
2-< y7°a#*->7°n fc!;a->i6x3\>l,x;*x;U586Bg£*§fc. 
'H-NMR (CDC1 3 ) 6 :0. 95 (d. J=6. 0Hz. 3H) 1.17(d. J=6. 0Hz, 3H) 1. 27 (t. J=6. 8Hz. 3H) 
1. 45 (s. 9H) 2. 89 (dd, J=8. 4. 14. 0Hz, 1H) 2. 97 (dd, J=4. 4, 14. 0 Hz. 1H) 3. 53 
(sept. J=6. 4Hz, 1H) 4.00 (dd. J=4. 8. 8. 4 Hz. 1H) 4.07 (s, 3H) 4.21-4.27 (in. 
2H) 4.30 (s, 2H) 4.94 (br. IH) 7.40 (d. J=2.4Hz, 1H) 7.42 (d. J=0. 8Hz. 1H) 
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CI 




3- (3- 5/77-5-1 (!B= ^h+y*M-iH75/]/ 3^-4- /h+y7H 
; i / )_2-^y^ n #+v7'Dt°^>^X5 1 ;UX7 > x;i'$ffl^T|li!i^!l38il^^(D^ 
j^lf U . 3- (3-> 7 7 -5- [ (2. 4- V V □ □ 1 > JU 7 5 7 ] 7 5^l/-4- 7 h + 

MS m/e (ESI) 465 (MH*) 

mMW2 

§^#J92a) 



5-7* o^B#^12g^x t H P77 >SQmUzmffiL, **^>x h 
7kFD77>3>^l^7^X(lifh7tF077>^) 148. 3g$rJfJPx.fe« g& 

5-7*D^E-2-i'PD / ^>v;i/7;i'Zi-;H1.46g^#fco CL<77ffl/&£#i£K#i89e) 
tl^^teT^SU 3-(3-[(gE7'h + -/AM-M7$7] /^7iS 
;M-2->f y 7° □ t°;t>^x^x;wu£*#fc. 

•H-NMR (CDC 1 3) 6 : 0.95 (d. J=6. OHz. 3H) 1.15 (d, J=6. OHz, 3H) 1.24 (t. 1=7. 2Hz. 
3H) 1.46 (s, 9H) 2.93 (dd. 1=8.4, 14. OHz. 1H) 3.07 (dd, J=4. 8. 14.0 Hz, 1H) 
3.49 (sept. J=6.4Hz. IH) 4.04 (dd, J =4. 8, 8. 4Hz. IH) 4.12-4.19 (m, 2H) 4.30 
(d. J=5.2Hz, 2H) 4. 80 (br. IH) 7.12-7.16 (m. 3H) 7.23 (d, J=8. OHz, IH) 




M92b) 
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CI 




r 



3- (3- [ (»= 7* h * ;p#-;m 75y]/f;P7x5Jn -2-r y 7* ->7 
□ \£*>wtJL?)V3LZT)v%m ^Tnmmitm&wfim'vj&mis* 3- (3- [ (2. 4- 
v /7 □ □ ^ > y m 7 s y ] * 7 x x;w -2— r v 7° □ # * > 7° □ tr * >m & 

MS m/e (ESI) 410 (MH + ) 
Si£«sj93a) 



3- (3- [ (£=7* h*y^MzJH7$y]^ 3^-4- 1 H D4 1 y7i-iH -2--T 
77 , o#+'>7otf^->^x3 L ;H7.x^795ing^N, N-v'^^JUAT'S K2nl 
K8#U -f:*Fx7>0. 3mK m&X U »7 A200mg£Wl;fcJn>L*:. 50"CfcT4l$ra 
«#Lfc©£> S^S^SrWBtx^I/Tf^RL. WHJ1£7K, g&fni^bxMJ7 

•>'jijy;^7Ai?D7 htxggL. ^-y->-Mx^;K8:i)^f±!^iicfco 

3- (3- [ (mH7 h + y*M-JW75y]^ 5f ;U-4-X h4v7i x;H -2--f V 7° 
o^->7'Dt*^->^x^;i/XX-r;H85mg^#fc. 

'H-NMR(CDC1 3 ) 6 : 0. 96 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1. 42 (t. J=6. 8Hz, 3H) 1. 45 (s. 9H) 2. 86 (dd, J=8. 4. 14. 0Hz, 1H) 2. 93 (dd, 
1=4.8, 14.0 Hz, 1H) 3.49 (sept, J=6.4Hz, 1H) 3.98-4.06 (i, 3H) 4.13-4.21 (m, 
2H) 4.29 (d. J=5. 2Hz, 2H) 4.99 (br, 1H) 6.75 (d. J=8.4Hz, 1H) 7. 14 (d, J=8. 8Hz, 
1H) 7. 14 (s, 1H) 




«J93b) 
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CI 




3-(3-[(lE^h+yM^JW7S/] *3\>W4-x h^->7i-;H -2--f V 

3- (3- [ (2, 4- v £ □ □ ^ > VW ;W 7 5 J } * ^;U-4-X h+y7x~JM -2— f V 7° 
□ j^v^d 

'H-NMR (CDC 1 3 ) 5: 1.06 (d, J=6. 0Hz. 3H) 1.17 (d, J =6. OHz, 3H) 1.45 (t, J=7. 2Hz. 
3H) 2. 92 (dd, J=8. 0, 14. OHz. 1H) 3. 07 (dd. J=4. 4. 14. 0 Hz. 1H) 3. 58 (sept. 
J=6.0Hz. 1H) 4.06-4. 15 >, 3H) 4.64 (d. J =6. OHz, 2H) 6.81 (d. J=8. 4Hz. 1H) 
6.88 (br. 1H) 7. 15 (dd. J=2.4, 8.4Hz. 1H) 7,27 (d, J=8.4Hz. 2H) 7.42 (d, J=2.4Hz, 
1H) 7.68 (d, J=8.4Hz, 1H) 
MS m/e (ESI) 454 W) 



mm&mtmmo)jjm\z&K>, 3- (3- [ (i= ^ h *M-;n 7 $ ; 

-4-7° n is 7i-iH -2-T V y'n v y°n >H?Jl'X7 ^)l^ntc 0 
'H-NMR (CDC 1 3 ) 5: 0.97 (d. J =6. OHz. 3H) 1.05 (t, J=6. 8Hz. 3H) 1.15 (d. J -6. OHz. 
3H) 1.25 (t. J=6. 8Hz. 3H) 1.44 (s, 9H) 1.78-1.86 (m. 2H) 2.86 (dd. J=8. 4. 14. OHz. 
1H) 2. 93 (dd. J=4. 8, 14. 0 Hz. 1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 93 (t. J-6. 4 Hz. 
2H) 4.00 (dd, J=4. 8. 8. 4 Hz, 1H) 4. 14-4.21 (m, 2H) 4.30 (d. J=5. 2Hz, 2H) 4.98 
(br. 1H) 6.75 (d, J=8.4Hz, 1H) 7.09 (dd. J=2. 0. 8. 4Hz. 1H) 7.13 (s. 1H) 
^W94b) 
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J 



Y 



C0 2 H 



3- (3- ( (IH^ h * ->£ )V-$-)\A 7 5 J ] X ^)l-A-y' o^y7i ~M -2--f 
V7°0^+->7°P t°^>i?X^;i/XXx;i'^fflUT»0iJ38<h^©^^T^!ia 
U 3- (3- [ (2, 4-v7 □ D^>yW;H 75 7] ;*3\>l/-4-7"Dtf * v7 x -;W -2— f 
y 7* □ *> 7* □ tr* >« fcftfc. 

'H-NMR (CDC1 3 ) 5:1. 05 (t. J=7. 2Hz. 3H) 1. 06 (d. J=6. OHz, 3H) I. 1 8 (d. J=6. 0Hz, 3H) 
1.80-1.87 (m, 2H) 2. 91 (dd, J=8. 0. 14.0Hz, 1H) 3.07 (dd, J=4.4, 14. 0 Hz. 1H) 
3.59 (sept. J=6. OHz. 1H) 3.97 (t. J=7. 2Hz. 2H) 4.12 (dd. J =4. 4. 8.0Hz, 1H) 
4.65 (d, J=6. OHz, 2H) 6.81-6.84 (u 2H) 7.15 (dd, J=2. 4, 8. 4Hz. 1H) 7.25 (d. 
J=2.4Hz. 1H) 7. 28-7.33 On, 1H) 7.42 (d, J=2. 4Hz. 1H) 7.67 (d, J=9. 6Hz. IH) 
MS m/e (ESI) 470 (MH*) 



rnmem t mm^mz^ o . 3- (3- 1 m-y' h * )v^~m 7$/]^^ 

-4- f y 7° □ # =¥■ -> 7 x - ;u) -2--f y 7°d # * ->7" a t?* >ixf;nx 

'H-NMR (CDCI3) 5: 0.97 (d, J =6. OHz, 3H) 1.15 (d, J =6. OHz, 3H) 1.24 (t, J=6. 8Hz. 
3H) 1.33 (d. J =6. OHz. 6H) 1.44 (s, 9H) 1.78-1.86 On. 2H) 2.86 (dd. J=8.4, 14. OHz. 
IH) 2. 92 (dd. J=4. 8, 14. 0 Hz, 1H) 3. 50 (sept, J=6. OHz, IH) 4. 00 (dd. J=4. 8. 
8.4 Hz, IH) 4.13-4.21 (in. 2H) 4.26 (d. J=5. 2Hz, 2H) 4. 54 (sept. J =6. OHz, IH) 
4.96 (br. IH) 6.77 (d. J=8. 4Hz, IH) 7.08 (dd, 1=2.4, 8. 4Hz. IH) 7.13 (s, IH) 
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3- (3- [ (ffSHT* h * )Vtf-M 7 5 J J * 3^-4-< V 7* □ *> 7 x x; W - 
4Q3 L . 3- (3- [ (2, 4- S J 7 D □ ^ > W ; H 7 5 J ] ^ ^-4-f V 7° □ * * v 7 x x 

;W-2-^v7Dtf*->7Dt*^>^£#fc 0 

MS m/e (ESI) 470 (MH*) 

mmm% 




nmmt t mm<Di5& \z& <o , 3- (3- 1 (mny h * jw#x;m 7s/]^^i/ 

'H-NMR(CDClj) 6: 0.97 (d. J=6. 0Hz, 3H) 1. 15 (d. J=6. 0Hz, 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.44 (s, 9H) 1.63-1.65 (m, 2H) 1.75-1.90 (m, 6H) 2.85 (dd. J=8. 4, 14. 0Hz, 
1H) 2. 92 (dd, J=4. 8, 14. 0 Hz, 1H) 3. 50 (sept, J=6. 0Hz, 1H) 4. 00 (dd, J=4. 8. 
8.4 Hz, 1H) 4.10-4.21 (m, 2H) 4.25 (d. J=5. 2Hz, 2H) 4.76-4.79 (m, 1H) 4.95 
(br, 1H) 6.75 (d. J=8.4Hz. 1H) 7.07 (d, J=8. 4Hz, 1H) 7.12 (s, 1H) 




3- (3- [ (HH7* h * : st> x;M 7 5/]^ i/^^>w*'>7i 
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i$tli t . 3- (3- [ (2, A-V 7 □ □ ^ > 7< M 7 5 J ) * 3-)V-A- */ 7 u ^ >^;P 

MS m/e (ESI) 494 (MH 4 ) 

H]ESfiJ97 

§^#J97a) 



3- (3- ( (f§H7* h * )Vtf~M 75/]/ ^;i/-4- ((hU7MD^ 
y*-M** i s7x.-)l) -2-^v7atf*v7W:t>&x3^x77;i'329ing 
£b;PX>4oiH;:^£?U 4-7;^D7x-iJ^D>^110mg> f h7^hU7x 
x;U7*77^ >A7v7A74mg. U 7A440mg£jD;i> ^ISfflmTlOO'C 

g$ D # 7A^OYh £T*S& U Mr"* >-W?WLX.?-)V (6 : 1) & 

ttS^@i«fc D 3- (3- [ GRH 7 h * 2^*;W#n;W 757]/ [(h'J7Mn/ 

'H-NMR (CDCI3) 6: 1.01 (d. J=6. 4Hz. 3H) 1.18 (d. J=6. 4Hz. 3H) 1.26 (t, J=7. 2Hz. 
3H) 1.43 (s. 9H) 2.99 (dd, J=8. 8. 13. 6Hz, 1H) 3.04 (dd, J =5. 6. 13. 2 Hz, 1H) 
3.56 (sept, J=6.4Hz, 1H) 4.08-4.24 (m, 5H) 4.60 (br 1H) 7.05-7.15 (in, 4H) 
7. 19-7. 30 On, 3H) 



3-(3-[(BH7 h*->*;i/#-JM 75 7] *?)l-i-[(h U 7)V*u*?M X)V 




mmm) 
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7 *-JH 7i^H -2- M-7MD 7i-;H 7 x -)V7°ut^^7°n 

□ ^ > V-i M 7 5 J ) ^ 3^-4- (4- 7j^o7i x;W 7 x - ;w -2--f y7o^ 

MS m/e (ESI) 504 (MH*) 

HMffJ98 

Mi£#l98a) 



3- (3- ( BBH 7*Wy*M-JH75;]^ 3^-4- 1 H □ * S> 7 x X )V) -2--f 
V 7*d#* ^>7°D >Kx^;Ux^7 L ;U50lBg* t: U -7 >7ml tc Jg$? U *^T, 

£#)£g*&x3\N/r-f&£*U waw*lN-M, zk, fiftJfifl:^- h U £ AtK, l:t 
^*56K-7^^->C7AT?ftiftU J8ii*ttJEgSU&. 3-(3-[(^H7*h 
*i/jjfrtf=.M7S J) *?)M-UhV7)V*U 7>)V7*-M**i/7 
x-JU) -2-<y^ > D3}?^rv7 , Dtf^>KX5 i ;WX7Nx;P663ig$:#fco 
'H-NMR (CDC1 3 ) 5: 0.92 (d. J=6. 0Hz. 3H) I. 16 (d. J=6. 0Hz. 3H) 1.24 U, J=6. 8Hz, 
3H) 1.46 (s. 9H) 2.91-3.04 On, 2H) 3.51 (sept, J=6. 4Hz, 1H) 4.02 (dd, 1=4.4. 
8.8 Hz, 1H) 4.16-4.23 (m, 2H) 4.40 (d, J=6. 0Hz, 2H) 4.95 (br. 1H) 7.17-7.20 
(tn, 1H) 7.24-7.25 (m, 1H) 7.40 (s, 1H) 
M#!l98b) 



3- (3- ( (£§H7* h * zsjl)l*-M 7 5/1 ((h'J7MD^ 
7*-M t+y7x-iH-2-^77 , n^*y7'o f^->itX^X7-r^334mg 
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£ i>*4r-!j->4iD HcigflSU 2-HJ73Ml'7^x;i/7^ 7280ing> fh7^h'J7 
xx;i/7*77^ 7/^7£A75oig, J£ffcU3^A83ig£in;lg3§f?fflMT80 < Cl3 
T^WLfco £^1§r#l£MU M£7U#yjU#7A7DVMCT^ 
L, ^-y->-^x^ (7:1) miiiftm&Dl- 75 
y ] ^ 3-)l>-4- [ ( H U 7MD^f;H 7J1/7 * x;U] *^->7i-JH -2- (2-7 U 
;U) 7a^+v7°Dt o ^->^x^;i/X7x;H80mg?:t#feo 
'H-NMR(CDC1 3 ) 8 : 0. 96 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 4Hz. 3H) 1.26 (t. J=6. 8Hz. 
3H) 1.46 (s, 9H) 2.95 (dd. J=8. 8. 13. 6Hz. 1H) 3.02 (dd, J =4. 8, 14. 0 Hz, 1H) 
3.51 (sept. J=6.4Hz. 1H) 4.06 (dd. J =4. 8. 8. 8 Hz. 1H) 4.19 (q. J=6. 8Hz. 2H) 
4.47 (s. 2H) 4.95 (br 1H) 6.52 (d. J=20Hz. 2H) 6.98 (s. 1H) 7.21 (d. 1=8. 4Hz. 
1H) 7.32 (s, 1H) 7.51-7.53 (m. 2H) 



3- (3- [ (SIH7 h * 7# Jl/#x;U) 7 5 J ] * 5^-4- [(h'J7Mo/ ?M 7 )V 
y * ~M**->y x.~M -2- (2-7 VM y°u^^y'u k^>iifJl/i7rJV 

zm^Tnm&mtmm<DyjmT*mmL. 3- (3- [ (2. 4-77 an^77-r m 75 

J ] *?)WA- (2-7 U M 7i^H-2--fV7 , o**y7o tf * 7&£t#fc 0 

MS m/e (ESI) 476 (MH + ) 

H^J99 



2- ^ h * 7-3- tKP*-» tT U 7 77. 4g£ h JUX > 1 00ml Cligfi? L , 7 7-fb 
-77xx;1/tJsX*U;H3. 8m 1& J; ^771^77 □ [5. 4. 0] 7 7x-fe79. 5ml£Jjn 
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Rftm^zmx, mm^^rmthvrz. 

*->-3-t?'J 5?;M ^^;H 7v F9. 5g<M#fc. 

'H-NMR(CDCIj) <5: 4. 00 (s, 3H) 4.35 (s, 2H) 6.89-6.92 (id, 1H) 7.55-7.57 (id. IH) 
8. 15-8. 16 On, 1H) 

BocHr"Y"Y Br 

MeO"V 

[(2-* ^"fM 7v F9. 5g£Mx3\>l/ 100ml U SSH 

7*3\>l^#-#*- M3g, lOXA^v^Aj^l^g^in;^ TKUffl^T, ^iUfCT 

*7A^07f £T*it§2U A+lt^MX^Jl/ (5: 1-4:1) ^ffitfliJ; 93IH7' 

N-[(2-^ h^v-S-hf'J^W^^JH^-A^-he. 84g^t#fc 0 
#>2.916g£7-ti hxHJ;U30ml(;:&fl?U N-^^W$ K2. 19g£<t>;i£o 
M&ZXZBmmWLtz^ &$£fl£M5feL7c. 2gg£MX5P;H3*gfl?U 

N-[(5-7*D ; e-2-^ h + ->-3-t°U^;u) #-/\"?- h 1. 185g£t#fc„ 

'H-NMR(CDC1 3 ) 5: 1.44 (s, 9H) 3.94 (s, 3H) 4.22 (d. J=6. 0Hz. 2H) 5.02 (br. 1H) 
7.62 (s. IH) 8.01 (s. 1H) 



N- 1(5-7d t-2-* h + v-S-f'Jv^^^H^-A'^-Kl. 009g> i/^PDt* 
7. h'J7i^7t^7^ >/\*5-v'7A45nig, ^r&j- h U 7 A325mg> HJ7xX 
;U7 * X 7 ^ > 1 7mg^*«7KN, N- A 7 5 b* 3ml (Cfgfl? U -mtmmW- 
ffl^TTl 10^13X2. 5Ptf B m^L^ 0 £)£^£#)£g^X^Jl/T^iRU l» 




MeO N 
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?M ti-n-?- h401mg£?#fc. 

'H-NMR(CDCIj) 6: 1.46 (s. 9H) 4.08 (s, 3H) 4.31 (d, J =6. 0Hz, 2H) 5.02 (br, 1H) 
8.01 (d, J=2. 4Hz. 1H) 8.54 (d. J=2. 0Hz, 1H) 



JL?)l 2-<7 7W*v*X*yg^vX3\)U510.ing£xh7t P077> 
5mlKJg#U 7K*fb^-hU^A70mg^jDA/c, £ffifc:T15#j*#U N-[(5-*;U 
5 h * v-3- tf U * * h 40 lmg©N, N-v 5 * A 7 

»**H«x^Mil, x*/-^2nnc?§a¥Ll0X/l7v? 

A^m2oomg^jpA, T^mnmnT^ £S£T&£ig#ufc. R^m^^-t^^ 

-WKX^ (4 : 1-2. 5 : 1) if ttltfjii «fc D 3- (5- [ (IB =7* h * ->#;U# ~ M 7 5 7] 

7^^-6-/ h+->-3-tru v;w-2-< v^a^^D et>sif;n7f;v 

514mg£*#fco 

'H-NMR (CDCI 3 ) 5 : 0.96 (d, J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 1.27 (t, J=7. 2Hz, 
3H) 1. 45 (s. 9H) 2. 85 (dd. J =8. 4. 14. 0Hz. 1H) 2. 92 (dd. J=4. 8, 14. 0 Hz, 1H) 
3.52 (sept, J=6.0Hz) 3.96 (s. 3H) 3.99 (dd. J =4. 8, 8. 4 Hz, 1H) 4.17-4.24 On. 
4H) 5.03 (br, 1H) 7.47 (s. 1H) 7.93 (d, J=2. 0Hz, 1H) 
HJS«99e) 




187 



WO 01/25181 



PCT/JP00/06788 



CI 




3- (5- [ hZ-isfifrX-M 75 7] b + v-3- tf 'J 5W) -2--f 

L . 3- (5- [ (2, 4- □ a ^ >V-f ;W 7 5 / ] ;* 3\>P-6-* h * ->-3- £ U -2- 

-r y 7*0 > 7* o & ntc 

MS m/e (ESI) 441 OOP) 
gJiiftllOOa) 



3- (3- 7* □ =E-5- ( (ilH ^ h + y*^jj^-;H 75 JH-k H P+y 7 1- 



Jg«¥U N-fij-Fv^WS K157mg£S0*.fco ^ffik:T2. 5BJg#Lfc©-&, 

A 7 o v h CT«8l/, ^U^-SKx^ (4:1) 0 3- (3-f:* K-5- 

[ (fgH7* h^->AMziH7Sy]^ ?;i/-4- 1 h'0^->7i-M -2-f V 7°D # 
^v'7 , OhT^->^X5 1 ^X^7 L ;H00iDg«:#fc. 

'H-NMR(CDClj) <5 : 0. 99 (d. J=6. 0Hz, 3H) 1.16 (d. J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.44 (s. 9H) 2.80 (dd. J=8.0. 13. 6Hz, 1H) 2.86 (dd, J -5. 6. 13. 6 Hz, 1H) 
3.50 (sept, J=6. 4Hz, 1H) 3.96 (dd, J=5. 2, 8. 8 Hz, 1H) 4.15-4.23 (in. 5H) 6.96 
(d. 1=1. 6Hz. IH) 7. 58 (d. J=l. 6Hz, 1H) 
S&tillOOb) • 




M -2-1 V^o^ ^7°o hf *>BtX5 1 ;i/X^7 L ;P253mgS:7-t h-h'J )V2n\ lz 
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BocHN >f 
HO 




C0 2 Et 



V 



tms 



3- (3--f * H -5- [ (» = yh + - M 7 5 7]/ 3^-4- kFD+->7i^ 

^X7-f>^7 :/-7A70rag, <fc5<lrfHll. 5mg, h 'JXW^ >0. 5ml£}JDx.. £ 

^I^y'J^^^A^OYhtT^l, ^\+"!J->-»»x^;K6:l)«Hi5J-SI 
cfc 03-3- [(^H^h^v^^x;!/) 75 7] 7^-4- 1 Fn*->-5-[2-(l. 1, 1- 
h'J /^;i/>"j;W-l-x^x;ui 7i-H-f V ya^y^o W>Slx^ 
X*7\>H65ng£*§fc. 

'H-NMR(CDClj) 6 : 0. 27 (s. 9H) 0.96 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 4Hz, 3H) 1.24 
(t, J=7.2Hz, 3H) 1.44 (s, 9H) 2.80 (dd. 1=9.2. 14. 4Hz, 1H) 2.88 (dd. J=5. 2. 
14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.96 (dd. J=4. 8, 8. 8 Hz. 1H) 4.13-4.21 
(id, 3H) 4.24 (d, J=6.0Hz, 2H) 5.11 (br, 1H) 7.05 (d, J=l. 6Hz. 1H) 7.19 (d. 
J=2.4Hz, 1H) 
giig^JlOOc) 

BocHN^VV^Y C ° zEt 



3-3-[(lH7*h + yA^-JH75y]/fJH-hHo+y-5-[2-(l, 1. 1-b 
U ^f^l^'J ;W -i-x^-x;H 7xx;i/-2--f yya^y^D tr^->BSx5 L ;wx 
X7JH65mg^7h7t FD77>2mlt3j&fi?U 6VSM0 L rh^^Jy^- 
7A7;M-'J hMlMxh^t h*O77>^)0. 5ml£jJDA, £iB£Tll$Hlft#Lfc. 
Sl£S£«j£ifKx3\M/T?#ftU Wmii^^K, tefnfilfzk, £T8fcfrU MtKSK 
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KT»»U '\tt>-fflkX.?)V (3: i) ^tH^iSct 0 3-3- [ (I57>*y^M- 

;W7S/*] /^;u-4-t hd^->-5-(i-x^-jw 7xx;i/-2--f v:7*p#*v7p 

'H-NMR(CDClj) 5: 0.97 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. 4Hz. 3H) 1.26 (t, J=7. 2Hz, 
3H) 1.44 (s, 9H) 2.81 (dd, J =9. 2. 14. 4Hz. 1H) 2.88 (dd, J =5. 2, 14. 0 Hz, 1H) 
3.36 (s. 1H) 3.50 (sept, J=6.4Hz, 1H) 3.97 (dd, J =4. 8. 8. 8 Hz. 1H) 4.15-4.22 
(id, 2H) 4.23 (d, J=6.8Hz, 2H) 7.04 (s, 1H) 7.20 (s, 1H) 



3-3- [ (»= 7>*->*M-;W75y]^ 5PJW4- 1 K □ * ->-5- ( I -X?~M 
7 x x )V-l-4 V 7 P # * > 7° □ tr* x^x 7 7- )l 1 2 1 rag £N. N- v 7 5 1 JV* 
;i/A75 F2ilfc*#U j^B£#'J«7A50mg£SnAfc. 60-70 e ClCTH&lf #Lfc<D 

i7A^D-7h fcT»»U ^It^rax^ (6:1) &£tS#@i<J; 0 3- (7- [ (SBH 
7 h * ->* ;i>#x;U 7 5 7)7 > V [b] 7 5 >-5— r M -2-< 77o^y 
7D e*>»x^;i/XX-r;W57mg*^fc. 

'H-NMR(CDClj) <5 : 0.94 (d, J=6. OHz. 3H) 1.15 (d, J=6. OHz. 3H) 1.23 (t, J=6. 8Hz. 
3H) 1.46 (s, 9H) 3.01 (dd. J =8. 8. 14. OHz, 1H) 3.08 (dd, J=5. 2, 14. 0 Hz. 1H) 
3.49 (sept. 1=6. 4Hz. 1H) 4.07 (dd, J =5. 2, 8. 4 Hz, 1H) 4.12-4.19 (in, 2H) 4.60 

(brs, 2H) 5.01 (br. 1H) 6.72 (s, IH) 7.13 (s. 1H) 7.39 (d. J=l. 6Hz, 1H) 7.61 

(d, J=2. OHz. 1H) 
gilJSWOOe) 
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3- (7- [ (36= 7* h * ;i^#-;W 75 7]* 3^1^ > 1/ [b] 7 5 >-5-< M -2--f 
L . 3- (7- [(2J-y^OD^>^JW7$y]^fJK> 7 [b] 7 7>-K;W-2- 

MS «/e (ESI) 451 (MH + ) 

HMffJlOl 

§OTJ101a) 



3- (7- [ {» = 7* h * ;p#-;w 75 7]* 9^1^ > 7 lb] 7 7 >-5--f ;w -2~f 

hfltiiU L, 3-(7-[(^H7>*->*;i/#-;U)75y]^5 1 ^-2, 3-7 

t Ko^>7(b] 7 7>-5-<;W-2--rv7D^^7Dbr^->ggx5 L ;i'X7sx;U 
27mg£*#fc. 

'H-NMR(CDCIj) 6: 0.99 (d, J=6. OHz, 3H) 1.15 (d. J=6. OHz, 3H) 1.25 (t. J=6. 8Hz, 
3H) 1.45 (s, 9H) 2.85 (dd, J=8. 4. 14. OHz, 1H) 2.92 (dd, J =4. 8, 14. 0 Hz. 1H) 
3.17 (t, 1=5. 2Hz. 2H) 3.50 (sept, J=6. OHz, 1H) 3.98 (dd, J =4. 8, 8.4 Hz. 1H) 
4.13-4.20 fan. 2H) 4.24 (brs, 2H) 4.57 (t, J=5. 2 Hz. 2H) 4.97 (br. 1H) 6.91 
(s, 1H) 7.00 (s, 1H) 




IJS^lOlb) 
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3- (7- [ (HH7 h * ~sti)lit~)\>) 7 $ J ] * ^;i/-2. 3- v t H □ 1 > V* [b]77> 
-5--T ;W -2-<f V 7°P^^ ->7°o >ti?JH7 r7U£ffl ^T*JM*38£ 
(DUfcVtm L, 3- (7- [ (2, 4-v? P D ^ > 7< ;W 7 5 J ] * ?)l-2, 3- V t H □ ^ 
> V [b] 7 7 >-5--f ;W -2--f 7 7*P #*->7*D tf* 
MS «/e (ESI) 481 .OOP) 



MS m/e(ESI) 499 (MH*) 



3lffi#J88£[^©73£«SU 3- [2, h+->5-([(5-/^-2-7i^ 
-1. 3-777-;i/-4-f;i/) *M-;H75y *=5-)\A 7x~Jl/]-2-'f V7D#^rv 

MS m/e (ESI) 499 OOP) 
«ffJ104 



3H*«89fcH*©;5ffeT4a!3U 3-13.4-v* h + y-5-(l(5-/W-7i-^ 
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- 1, 3-^7 7-^-4-f M tt)Vi£-M 7 5 7 7 7 x ~ M -2--T 7 7d ft* *> 

7ot:*>&£*#fc. 

MS m/e (ESI) 499 (MH + ) 



mffimQtmm<Di3&-T®mi^ 3-[3-7d^-4-7 h*->-5-(M5-/^;w2-7 

i-jhl, 3-f7 > /-JH-'1' JW *;W^;H 7 5 7 77;W 7i^H-M 77o 
MS m/e (ESI) 548 (MH + ) 



mMM9\tmm<Djj&T°mmv. 3- [3-777-4-/ b+v-s-u (5-7^-2-7 
i-jhi, 3-5 1 77-;i/-4--f ;w #>fc;H 75 j *=?M 7x~;U -2--f v7d 

MS m/e (ESI) 494 (MH + ) 



tkwm t mmcoismrmmb, 2--r 7 70 #+-3- [3- ( [ (5-7 3^-2-7 x - ;u 

-1, 3-^77-JP-4-r;H *M^H7sy 7x~;W] 7a 
MS m/c (ESI) 439 (MH*) 
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r 



mm&m t mm^mx-mm v . 3- m-x h * v-3- ( [ (5-* ^-2-7 x - )v- 
1, 3-^77*-ju-4-<;w 75 j 71-iH-M v^o^y 

MS m/e (ESI) 483 (MH*) 



Hi&0»J94 1 (SHicD^aT-Ma L , 3- [4- 7o #4- v-3- ( [ (5-* 3^-2- 7 x ~)V- 
1, 3-^77-^-4-^ ;W *MzjH7S7^?;K 7i-JH -2-< V^n^y 

MS m/e (ESI) 497 (MH*) 
Effigy 110 



«0*J95 £ TO ©75 &T$US L . 3- [4-< 7 7*o ->-3- ( [ (5-/ 5 1 ;i/-2- 7 x - 

;m. 3-f 7 i /-)H-f iH jh 7 s / ^ ? iH 7 1 _;H -2-f 7 7d#* 

->7n 

MS m/e (ESI) 497 (MH + ) 
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MS ra/e (ESI) 523 (MH + ) 
«ffJ112 



mmm^ tmmo^mxmmv. 3- [4- (4-7Md7xzjh -3- ( [ (5-y 3^-2- 
yx.~)V-\, 3-^7v*-;u-4-<;!/) #;i/#-;M 75 / 7i"iH -2-f 7 7 

MS m/e (ESI) 533 (MH*) 
HMW13 



«#J98 1 |WU£® 7j L > 3- [4- (4- 7 U ;W -3- ( I (5- * ^;i/-2- 7 x ~ ;W 
1, 3-^77-JW4-r;W *M-iH7Sy *^;W 7i-JH-2--f V7"o^y 

MS m/e (ESI) 505 (MH 4 ) 
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w on 0 




OH 



MS m/e(ESI) 470 (MH*) 
«ff])15 



^ss^j ioo t mmo)yjmrmm u 2--r 7 7b#* ->-3- (7- ( { (5-^^-2- 7 x 

3-?7 > /-^-4--f;H jjM-iH 7 5 7 <>7* [b] 7 7 >-5--f 

MS m/e (ESI) 479 MH*) 



mmmmt mm^mx-mm u i-< 7 7o#* ->-3- (7- ( [ (5-^^^-2-7 x 

3-^77-^-4-f M t})V*-M 7 5 J*TM -2. 3-v t H P^>7 [b] 

7 ^ >-5--f ;u] 7°d t: * >mzntc. 

MS m/e (ESI) 480 (MH*) 

ci o 0 
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tm®m t mm<Dj5&x*mm t . 3- (3- [ (2-* □ n -4-7*0 > 7-r m 7 

MS m/e (ESI) 498 (MH*) 



*K«93£H*©#&T*iaU 3- (3- [ (2-7 □ a-4-f V 7 , 0#*->^>VW 
;W 7 5 J } * 3^l/-4-x v 7 x -;w -2--f V 7°d -> 7°a tT* >K 
■H-NMR(CDC1 3 ) 5 : 1.04 (d, J=6. OHz, 3H) 1.15 (d. J=6. OHz. 3H) 1.34 (d, J=6. OHz, 
6H) 1.43 (t, 1=7. 2Hz, 3H) 2. 90 (dd, J=8. 0. 14. OHz, 1H) 3.06 (dd, J =4. 4, 14.0 
Hz, 1H) 3.57 (sept, J =6. OHz, 1H) 4.06 (q, J=7. 2Hz, 2H) 4.11 (dd. J =4. 4, 8.0Hz, 
1H) 4. 56 (sept. J=6. OHz, 1H) 4. 62 (d. 1=5. 6Hz, 2H) 6. 79 (d, 1=8. 8Hz. 1H) 6. 81 
(dd. J=2.4. 8.4Hz, 1H) 6.87 (d, J=2. 8Hz. 1H) 7.07 (br. 1H) 7.12 (dd. J=2. 4. 
8. 4 Hz. 1H) 7.23 (d, J=2. 4Hz. 1H) 7.74 (d. J=8.4Hz. 1H) 
MS m/e (ESI) 478 (MH + ) 



mnmMtmm<D%&T*mmi,* 3- (3- ( (2-7 d d-4->7 p^>^;m-^><> 

>A;H75/] ^f)M-ih^->7x-)W-2-'f V7'o#*>'7"d 

■H-NMR (CDCI3) 5: 1.04 (d, J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.43 (t. J=7. 2Hz, 
3H) 1.61-1.65 (m, 2H) 1.74-1.94 to, 6H) 2.90 (dd. J=8. 0, 14. OHz. 1H) 3.05 (dd. 
1=4. 4. 14.0 Hz. 1H) 3.57 (sept. J=6. OHz. 1H) 4.06 (q. J =7. 2Hz. 2H) 4.10 (dd, 
J=4.4. 8.0Hz, 1H) 4.62 (d. 1=5. 6Hz, 2H) 4.74-4.77 On. 1H) 6.78 (d. J=8. OHz. 
IH) 6.80 (dd. 1=2.4, 8. 4Hz, 1H) 6.86 (d. J=2.4Hz. 1H) 7.08 (brt, J=5. 6Hz. 1H) 
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7.12 (dd. J=2.4. 8.4 Hz. 1H) 7.23 (d, J=2.4Hz, 1H) 7.73 (d, J=8. 4Hz, 1H) 
MS ra/e (ESI) 504 (MH*) 



mmmntmwij^^Mv. 3-3-[([2-(4-^^7x-jh-5-^^-i, 3-? 

»H-NMR(CDC1 3 ) 5 : 1.06 (d, J=6. 0Hz, 3H) 1.17 (d. J=6. 0Hz. 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.04 (s. 3H) 2.71 (s. 3H) 2.92 (dd,- J=8. 0. 14.0Hz. 1H) 3.06 (dd. J=4. 4. 
14. 0 Hz. 1H) 3. 59 (sept, J=6. 0Hz. 1H) 4. 08-4, 13 (m. 3H) 4. 59 (d, J=5. 6Hz. 2H) 
4.74-4.77 (m, 1H) 6.53 (brt, J=6.4Hz. 1H) 6.81 (d. J=8.4Hz. 1H) 7. 13 (dd, J=2.4, 
8.4Hz. 1H) 7.21 (d. J=2.4Hz. 1H) 7.24 (d. J=8. 0 Hz. 2H) 7.80 (d, J=8. 4Hz. 2H) 
MS m/e (ESI) 497 (MH*) 



nm&m t mmtD^mxmm u 3-3- [([2-ihdo7i ~m -5-* ^)v- 1. 3- 

'H-NMR (CDC 1 3 ) 6 : 1.06 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz. 3H) 1.48 (t, J=7. 2Hz. 
3H) 2.75 (s. 3H) 2. 92 (dd, J=8. 0. 14. 0Hz. 1H) 3.06 (dd, J=4. 4, 14. 0 Hz. 1H) 
3.59 (sept. J=6. 0Hz, 1H) 4.08-4.13 (m, 3H) 4.60 (d. J=6.0Hz. 211) 6.61 (brt. 
J=6. 4Hz. 1H) 6. 82 (d, J=8. 4Hz, 1H) 7. 14 (dd, J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 
1H) 7.35-7.40 (m. 1H) 7.48-7.51 (m, 1H) 8.24-8.27 On. 1H) 
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MS m/e (ESI) 516 (MH*) 




mmmw t mm^m-emm u 3-3- [([mhdd7i -m -5-y ?;m. 3- 

^jy-iH-^f ;H #;w^;U7$ / ) -4-x h+->7x-;w 77o 
v 7° □*! 

'H-NMR (CDCI 3 ) 6: 1.06 (d, J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 1.48 (t, J=7. 2Hz. 
3H) 2.71 (s. 3H) 2.92 (dd. J=8. 0, 14. 0Hz, 1H) 3.06 (dd, J =4. 4. 14.0 Hz, 1H) 
3.59 (sept. J=6.0Hz, 1H) 4.08-4.13 (m, 3H) 4. 59 (d, J=6. 0Hz, 2H) 6.54 (brt. 
J=5. 6Hz, 1H) 6.82 (d. J=8. 4Hz. 1H) 7. 14 (dd, J=2.4. 8. 4Hz. 1H) 7.21 (d. 1=2. 4Hz, 
1H) 7.41 (d. J=8. 8Hz, 2H) 7.86 (d. J=8. 8Hz, 2H) 
MS m/e (ESI) 516 (MH 1 ) 




mmmn t mmojj&vmm u 3-3- [ ( [2- (2. 4-v # □ o 7i-;h -*>-*3-)v- 

MS m/e (ESI) 551 (MH*) 
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0 




mmmn t mmo^mx-mm l . 3-4-x h =*■ ->-3- 1 ( [5-* 3^-2- (2-^x - 

'H-NMR(CDCIj) <5: 1.06 (d, 1=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz, 3H) 1.47 (t, J=7. 2Hz. 
3H) 2.05 (s, 3H) 2.92 (dd. J=8. 0, 14. 0Hz, 1H) 3.06 (dd, J=4.4, 14. 0 Hz. 1H) 
3.57 (sept. J=6. 0Hz, 1H) 4.08-4.13 (m. 3H) 4.58 (d, J=5. 6Hz. 2H) 6.50 (br. 
1H) 6.82 (d. J=8. 0Hz. 1H) 7.09 (dd. J =3. 6. 5. 2Hz. 1H) 7.13 (dd. J=2. 4. 8.0Hz. 
1H) 7.21 (d. J=2.0Hz. 1H) 7.48 (ddd, 1=1.2. 5.2, 33. 6 Hz. 1H) 
MS m/e (ESI) 489 W) 




mm&m t mmo^m-v9mv. 3- (3- 1 a-o □ d-4-^p > vw m 7 

MS m/e (ESI) 492 (MH + ) 




5 A *3-i\r-A-<1 V7o^y7i^H-2-^ V7*D^y7'D ¥*>&&%tz. 
'H-NMR (CDC1 3 ) <5: 1.04 (d. 1=6. 0Hz. 3H) 1.05 (t. J=7. 2Hz. 3H) I. 16 (d. 1=6. 0Hz. 
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3H) 1.33 (d, J=6. 0Hz, 6H) 1.79-1.87 (in, 2H) 2.90 (dd. J=8. 0. 14. 0Hz, 1H) 3.06 
(dd, 1=4.4, 14.0 Hz, 1H) 3.57 (sept, 1=6. OHz. 1H) 3.95 (t. J =7. 2Hz, 2H) 4.11 
(dd. 1=4.4, 8.0Hz, 1H) 4.56 (sept, J=6. OHz, 1H) 4. 63 (d, J=7. OHz, 2H) 6.79 
(d, J=8. 8Hz. 1H) 6.81 (dd. J=2. 4. 8. 8Hz, 1H) 6.86 (d, J=2. 8Hz, 1H) 6.99 (br, 
1H) 7.11 (dd. 1=2.4, 8.4Hz, 1H) 7.23 (d, J=2. OHz, 1H) 7.72 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 492 (MH*) 



mifoWMtmmwfi&T'mMis. 3- (3-t(2->7 □ u-a-i/^p u<y^)v^^> 

M 75/1 ;* ^)l-4-7° o^+y7i^H -2-< V 7* P # * 1/ 7° p >M £ 
MS m/e (ESI) 518 (MH*) 



mM&mtWl®<Dl5mT~mmL, 3-3-[([2-(4-/3Mt'7x^;i/)-5-/^-l,3- 
? 7 y-;i/-4-< M i3MzL)V7 5 / ) / =f-M 7 x ~ — T V 7° 

■H-NMR (CDC 1 3) (5 : 1.06 (d. J =6. OHz. 3H) 1.09 (t. J=7. 2Hz. 311) 1.17 (d. J=6. OHz, 
3H) 1.82-1. 91 On, 2H) 2.40 (s. 3H) 2.71 (s, 3H) 2.92 (dd. J=8. 0, 14. OHz, IH) 

3. 06 (dd. 1=4. 4. 14. 0 Hz. IH) 3. 59 (sept, 1=6. OHz, 1H) 3. 99 (t, J=6. 8Hz, 2H) 

4. 12 (dd, 1=4.4, 8.0Hz, IH) 4.59 (d, J =6. OHz, 2H) 6.46 (brt, J=6. 4Hz, IH) 6.82 
(d, J =8. 2Hz, IH) 7. 14 (dd, 1=2. 4, 8. 8Hz, IH) 7. 22 (d. J=2. 4Hz. IH) 7. 24 (d. 




0 
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J =8. OHz. 2H) 7.80 (d. J=8.4Hz, 2H) 
MS m/e(ESI) 511 (MH<) 




mtbvm t mm<DjjmT*mm u 3-3- [ ( [2- a-? □ □ 7i-jh -5-* 3- 

? 7 >/-;i/-4--f M # )Vtf-)V7 5 J ) * =?M -4- 7° P # * -> 7 x — V 7° 

'H-NMR (CDC1 3 ) 5: 1.07 (d, J=6. 0Hz. 3H) 1.09 (t, J=7. 6Hz, 3H) 1. 17 (d, J=6. 0Hz. 

3H) 1.85-1.91 On, 2H) 2.74 (s, 3H) 2.92 (dd, j=8. 0, 14. 0Hz. 1H) 3.06 (dd, J =4. 4. 

14.0 Hz, 1H) 3.59 (sept, J=6. OHz, 1H) 3.99 (t. J=6. 4Hz. 2H) 4.12 (dd, J=4. 4, 
8.0Hz, 1H) 4.60 (d. J=6. OHz. 2H) 6.57 (brt, J=6. 4Hz, 1H) 6.82 (d. J=8.4Hz, 

1H) 7. 14 (dd, J=2. 4, 8. 4Hz, 1H) 7. 22 (d, J=2. 4Hz. 1H) 7. 35-7. 40 (m. 2H) 
7.48-7.51 (m, 1H) 8.24-8.27 (m. 1H) 
MS n/e (ESI) 531 (MH*) 
gMM130 



0 




%immt. mm^m-cm^v, 3-3- [ ( [2- h-^dd 7i-jh -s-t^jv-i, 3- 

'H-NMR (CDC 1 3 ) 6: 1.06 (d, J=6. OHz, 3H) 1.08 (t, J=7. 6Hz. 3H) 1.17 (d. J =6. OHz, 
3H) 1.84-1.89 On, 2H) 2.70 (s, 3H) 2.92 (dd, J=8. 0. 14. OHz, 1H) 3.05 (dd. 1=4.4. 
14.0 Hz, 1H) 3.60 (sept, J=6. OHz. 1H) 3.99 (t, J=6. 4Hz. 2H) 4.12 (dd. J=4. 4. 
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8.0Hz, 1H) 4.59 (d, J=5. 6Hz. 2H) 6.49 (brt. J=6.4Hz. 1H) 6.82 (d. 1=8. 4Hz. 
1H) 7.14 (dd. 1=2.4, 8. 4Hz, 1H) 7.21 (d, J=2.4Hz, 1H) 7.41 (d, J=8. 8Hz, 2H) 
7.85 (d. J=8.8Hz. 2H) 



MS n/e(ESI) 531 



C0 2 H 




mmmutrnmcD^m-rsmmv. 3-3- [ ( [2- (2, 007 1- jk -5-^ 

'H-NMR(CDClj) 6 : 1.07 (d, J=6. OHz. 3H) 1,07 "(t, J=7. 2Hz. 3H) 1.17 (d. J=6. OHz, 
3H) 1. 83-1. 92 (id, 2H) 2. 73 (s, 3H) 2. 92 (dd. J =7. 2. 14. OHz, 1H) 3. 06 (dd. J=4. 0, 
14.0 Hz. 1H) 3. 60 (sept, J=6. OHz. 1H) 3.99 (I, J=6. 4Hz. 2H) 4.12 (dd, J=4. 4. 
8. OHz, 1H) 4. 60 (d, J=5. 6Hz, 2H) 6. 55 (brt, 1=6. 4Hz, 1H) 6. 82 (d. J=8. 4Hz. 
1H) 7.14 (dd, 1=2. 4. 8. 4Hz. 1H) 7. 22 (d. 1=2. 4Hz, 1H) 7.36 (dd. J=2. 4. 8. 8Hz. 
1H) 7.51 (d, J=2.0Hz. 1H) 8.26 (d, J=8. 4Hz. 1H) 
MS m/e (ESI) 565 (MH*) 




mmm9Atwim<D^mrmmv. 3-4-^0^+^-3- ius-*?)v-2- 

;u) - 1, 3-^7 , /-;p-4— f ;H # )H£~)V7 5/)^ ^ju 7 x - r y 7*d tf* 

MS m/e (ESI) 503 (MH 4 ) 
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mmm% t mmo^mx-mm t . 3- (3- ui-zu o-4-7d # * > 7-r m 7 
5 y } * ^;u-4-r yyo^y7x -2-^ y 7*d#* -> 7*0 tr * >^ . 

•H-NMRICDCIj) <5: 1.03 (t, 1=7. 2Hz, 3H) 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz. 
3H) 1.35 (d. J=6.0Hz, 6H) 1.78-1.83 (m, 2H) 2.90 (dd, 1=7. 2, 14. 0Hz, 1H) 3.05 
(dd. 1=4. 0. 14. 0 Hz, 1H) 3. 57 (sept. J=6. OHz, lfl) 3. 92 (t, J=6. 4Hz, 2H) 4. 10 
(dd. 1=4.0. 7.2Hz. 1H) 4.56-4.61 (m, 3H) 6.80 (d. J=8. 4Hz, 1H) 6.83 (dd. J=2. 4. 
8.4Hz. 1H) 6.89 (d. J=2. 4Hz, 1H) 7.04 (brt. 1=5. 2Hz. 1H) 7. 11 (dd. J=2. 4. 8. 4Hz. 
1H) 7.23 (d, J=2.4Hz. 1H) 7.74 (d. J=8; 8Hz. 1H) 
MS m/e (ESI) 492 OUT) 



mis&m%tm^0-^mrmmv, 3- (3- [ (2-7 □ d-4-< y^D^y^>^^: 
7 5 j ] * y 7 □ * * > 7 x - ; w -2-r y 7" □ -> 7° o tr * >m £ # 

&. 

MS m/e (ESI) 492 (MH + ) 
«ffJ135 



mmmMtrnmofimrmmv* 3-(3-K2-7oo-4-->7d^>^^^^> 
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•H-NMROCIj) 6 : 1.04 (d, J=6. 0Hz. 3H) 1.16 (d, J=6. 0Hz, 3H) 1.35 (d, J=6. 0Hz. 
6H) 1.61-1.65 (in, 2H) 1.75-1.94 (m, 6H) 2.90 (dd, J=7. 2, 14.0Hz, 1H) 3.05 (dd, 
J=4. 0, 14.0 Hz. 1H) 3.57 (sept, J=6. 0Hz, 1H) 4.10 (dd, J=4. 0, 7. 2Hz, 1H) 4.60 
(d, J=5. 6Hz. 3H) 4. 76 (sept, J=6. 0Hz, 1H) 6. 80 (d. J=8. 8Hz, 1H) 6. 81 (d. J=8. 8Hz, 
1H) 6.86 (d, J=2. 4Hz. 1H) 7.05 (brt, J=5. 6Hz, 1H) 7.11 (dd, J=2. 4, 8. 4Hz. 1H) 
7.23 (d, J=2. 0Hz. 2H) 7.73 (d, J=8. 8Hz, 2H) 



MS m/e(ESI) 518 (MH + ) 
«ffJ136 

0 




nm&m t mm^m^mm u . 3-3- 1 1 [2- (4- ^^71 =.m -5-* nv- 1, 3- 

•H-NMR (CDCI3) <5: 1.06 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz. 3H) 1.39 (d. J=6. 0Hz. 
6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J -7. 2. 14.0Hz, 1H) 3.05 (dd. 1=4.0, 
14.0 Hz, 1H) 3.59 (sept, J=6. 0Hz. 1H) 4.11 (dd. J=4. 0, 7. 2Hz, 1H) 4.56 (d, 
J=5. 6Hz, 2H) 4.63 (sept, J=6.0Hz. 1H) 6.53 (brt, J=5. 6Hz, 1H) 6.83 (d. J=8. 4Hz, 
1H) 7.13 (dd, J=2.4, 8. 4Hz, . 1H) 7.21 (d, J=2. 4Hz, 1H) 7.24 (d, J=8. 4Hz, 2H) 
7.80 (d, J=8.4Hz, 2H) 
MS n/e (ESI) 511 (MH*) 
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*»W5£H*©#tfc-C8iaU 3-3- [ ( [2- (2-£ □ P7xr;H -5-* 3^-1, 3- 

•H-NMR (CDC1 3 ) a : 1.07 (d, J=6. OHz. 3H) 1.17 (d. J =6. OHz, 3H) 1.40 (d, J=6. OHz, 
6H) 2. 75 (s. 3H) 2. 92 (dd, 1=7. 2. 14. OHz, 1H) 3. 05 (dd, J=4. 0. 14. 0 Hz, 1H) 
3.60 (sept, J=6.0Hz, 1H) 4.12 (dd, J=4. 0, 7. 2Hz, 1H) 4.58 (d, J=5. 6Hz. 2H) 
4.64 (sept, J=6.0Hz, IH) 6.63 (brt. J=5. 6Hz, 1H) 6.83 (d. J=8. 4Hz, 1H) 7.13 
(dd, J=2. 4, 8.4Hz, 1H) 7.21 (d, J=2. 4Hz, 1H) 7.35-7.39 (m, 2H) 7.48-7.50 On. 
1H) 8.25-8.27 (m, IH) 
MS m/e(ESI) 531 (MH + ) 




t mmiitik^wm t . 3-3- [ ( 12- (2, 4- =jz> □ □ 7 x - m -5-7 

1. 3-^7 V r -)V-A--1 M tl )l#-)V7 5 7)7 ?M -A-i 7 7'of^y7i 

'H-NMR (CDCI3) 6: 1.07 (d, J=6. OHz, 3H) 1.17 (d, J=6. OHz, 3H) 1.40 (d, J=6. OHz. 
611) 2. 74 (s. 3H) 2. 92 (dd. J=7. 2. 14. OHz. IH) 3. 05 (dd. J=4. 0. 14. 0 Hz. IH) 
3. 60 (sept. J =6. OHz, IH) 4. 12 (dd, J=4. 0. 7. 2Hz, IH) 4. 56 (d, 1=5. 6Hz, 2H) 
4.64 (sept. J=6. OHz, IH) 6.63 (brt, J=5. 6Hz. IH) 6.83 (d. J=8. 4Hz. IH) 7.13 
(dd. J=2. 4, 8.4Hz. IH) 7.21 (d, J=2.4Hz. IH) 7.36 (dd. 1=2.0, 8. 4Hz, IH) 7.51 
(d. 1=2. 4Hz, IH) 7.26 (d, J=8. 8Hz. 2H) 
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MS m/e (ESI) . 565 (MH*) 




mmm%tnm<D^i!ii-cmmv. 3-4 — r (5-^^-2- (2-^x 
-M -1. 3-f7 i /-;H--f ;w - ;P7 $/M 5^;H 7 x - — r y 7 d 7}? 

MS m/e (ESI) 503 (MH*) 
«ffJ140 




5 j ] * ^^-4-> £ o ^ y^p** -> 7 x-;h -2--r y y ->7d tr* >^ 

MS m/e (ESI) 513 (MH*) 



CI 0 0 




«#J96 <h H«©^j*T«iS L . 3- (3- [ (2-7 □ y 7 □ >^ > */-f 

MS m/e (ESI) 518 (MH 4 ) 
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V -i M 7 5 J ] ;* v if □ ^ > * > 7 x - ;!/) -2--T V 7° □ -> 7° □ 

MS m/e(ESI) 544 (MH*) 
3lMffJ143 



0 




mt&Vmtmm<Dl5&T'mmL. 3-3-[([2H4-*^;U7x_;i/)-5-*3 1 ;i'-1.3- 

7 i/-;M--r ;H * s y ) ^ -4- -> ^ □ ^ >^jm-* -> 7 x - ;u 

-2--f V7"o^yyo fc. 

'H-NMR <CDC1 3 ) 6 : 1.06 (d, J=6. OHz, 3H) 1.17 (d. J=6. OHz. 3H) 1.65-1.69 (id, 2H) 
1.77-2.10 (m, 6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd, J =7. 2. 14.0Hz, 1H) 3.06 
(dd. 3=4. 0. 14.0 Hz. 1H) 3.59 (sept, J=6. OHz. 1H) 4.11 (dd, 1=4.0. 7. 2Hz, 1H) 
4.54 (d. J=5. 6Hz. 2H) 4.82-4.85 (m. 1H) 6.44 (br. 1H) 6.82 (d. J=8. 4Hz. 1H) 
7.12 (dd, J=2.4. 8.4Hz. 1H) 7.20 (d. J =2. 4Hz. 1H) 7.24 (d. J=7. 2Hz. 2H) 7.80 
(d. J =8. OHz, 2H) 
MS n/e (ESI) 537 (MH*) 
gMMJ44 
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CI 




mfomWt ll^ffit'li L, 3-3- [ ( [2- (2-7 □ □ 7 x -5-* 3- 
^7 */ — T M ti )l># - )V7 5 7 ) / -4->7 □ >fM^v7i - ;u 

MS m/e(ESI) 557 (MM 
«fJ145 



#U&#J96 £ ©?57£TM U 3-3- [ ( {2- (4-7 □ □ y * -5-^;U- 1. 3- 

-2--T V 7' □ # * v 7° □ >^ £ »fc. 

MS m/e (ESI) 557 (MM 

«#]I46 



^»96i:|5]^©^ffi«gi U 3-3- [ ( [2- (2, fy^D □ 7i -5-* 

l, 3-^77-^-4— r ;n #;i/#-;i/7 s /) *?;U -4-->7 D^>w+y7i 

H ;l/-2-f 7 7° □ v 7" o tf :* 
MS m/e (ESI) 591 (MM 
HMff]147 




OH 
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$zmm% t mm<D^mrmn u 3-4- v >? □ * >?)i** ->-3- [ ( (5-* 3^-2- 

i2-9JL~M-\, Z-^7"J-)V-^Mti)Vts-)V7^J) 7x-;P-2--T 
MS m/e (ESI) 529 (MH*) 



mmm^tmm^mvmm u 3- [3- [ (2-^ □ ->^> vw ;w 7 

5y)^f;H- (2-7 U;W 7i^H-2--f V7"D^y7"Dft>i?:llfc. 
MS m/e (ESI) 500 (MH + ) 



sg]^J98£PJ$0;£&TM U 3- [3- [ (2-^7 □ P-4--T V 7*D^y^>^ 
;U) 75 /] (2-7 ij;M 7xZJH -2--f V7'D^->7'0 t°:*>M&#fco 

MS ra/e (ESI) 500 (MH*) 
HflSffJ150 
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nm&m£wi®<D%mT°mm u 3- [3- 1 (2-7 □ d-4-v7 □^>?mm-3- ~>^> 
W ;w 7 5 y ] > (2-7 u ;w 7 x -M -2--r 7 7a ~>7*o tr* 

MS m/e (ESI) 526 OflH 




mm&mtmm<D%m~e®m u 3-4- (2-7 u ;w -3- [ ([5-^^-2- (4-* 3^7 
x -1, 3-^77-^-4-^ ;H *;i/^-^7 s/)/ 7nH-f vzru 

MS m/e (ESI) 519 (MH*) 
HM^J152 




mm&m t mm^mx-mm u . 3-4- (2-7 u m -3- [ ( [5-/^-2- (2-7 □ □ 7 
xn;i,)-i,3-^77*-;L'-4-'r;H^;^^;P7 5/) 7x^;h2--f v7n 

MS m/e (ESI) 539 (MH*) 

CT0U153 

Mi£#I153a) 
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iljfi«97tRI«©^ffiT3- (3- [ m= 7* h*~>#JU#x;W 75 7)^^-4- 
[ ( h y 7 ;M- D ^ 7 )V 7 * - ;H -> 7 x ~ ; W -2- (2-?i-JH 7° □ # * 

'H-NMR (CDC1 3 ) 5 : 1.01 (d, J=6. 0Hz. 3H) 1.18 (d. J=6. 4Hz. 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.46 (s, 9H) 2.91-3.06 (in, 2H) 3.51 (sept, J=6. 4Hz, 1H) 4.10 (dd, J =4. 8, 
8. 8 Hz, 1H) 4. 16-4. 24 (m, 2H) 4. 40 (d, J=5. 6Hz, 2H) 4. 69 (br 1H) 7. 01 (d, J=6. 0Hz, 
1H) 7. 08 (d, J=5. 2Hz, 1H) 7. 13-7. 20 (m. 2H) 7. 24-7. 35 (m 2H) 




7*x;i/) **->7i-;H -2- (2-7xx;W 7d#^->7d t°^->^x5 1 ^x7^ 
)lZm^T. »8t^ll(;IIL, 3-[3-[(2,4-y^DO^>'/<JH75y] 
7771-4- 7 xx;H -2-< 7 7'0^^7*D fcf^>^^t#fco 

MS m/e (ESI) 492 (MH*) 



:fiSffJ154 




nmmiMtmmzmwv. 3-[3-k2-7op-4-7d#^->^>7W mt^s) 

77JI/-4- (2-7xx;W 7 izjH -2-< 7 7n#*->7*D t:* >gg*H#fc. 
MS i/e(ESI) 516 (MH*) 
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WJ155 




mmiMtmmzmwL, 3- [3- [ (2-7 □ □ -4--r y 7° □ > yw ;w 7 5 



y ] * 7)V-A- - M 7 x - ;H -2--f y 7 p 4-° * -> 7 o tf * >MZfttz 

MS m/e(ESI) 516 (MH*) 

gjfiSffJ156 



mm&m t mmoxmr^- (3- 1 (bh7 k *~>#;m-; 7 s y ] * ?;i/-4- 
[ ( h u 7 □ y ^ii/7t-JH^y7i — ;w -2- (5-y ^-^-2-^x - m 

'H-NMR (CDCI3) 5 : 1.01 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 4Hz, 3H) 1.25 (t, J=7. 2Hz, 
3H) 1.46 (s, 9H) 2.51 (s. 3H) 2.91-3.05 (id. 2H) 3.51 (sept, 1=6. 4Hz, 1H) 4.07 
(dd, J=4. 8, 8.8 Hz, 1H) 4.18-4.29 (id, 2H) 4.40 (br. 2H) 4.70 (br 1H) 6.73 (s, 
1H) 7. 11-7. 19 (m, 2H) 7. 23-7. 30 (id. 2H) 
HJ£#JI56b) 

CI 0 0 



7^-JH«-/7i-M -2- (5-y^-2-9 L x-;i/)7D4-'^>'7' , at°^>^x 

^)ijL7>T)i*m^Tmmm\Mtmmiz®wi,. 3-[3-[(2,4-v7pa^>y-f 





213 



WO 01/25181 



PCT/JP00/06788 



MS m/e (ESI) 506 (MH + ) 



HS6^Ji56<h|H|ilt5!!lSU, 3-(3-((2-£DO-4-7'D#*->^>\Af;M 757] 
MS m/e (ESI) 530 (MH + ) 



3li£0<ll56i ITO::#UIU 3- [3- [ (2-7 □ p-4-< V^D^y'Oy-fJH 7 5 

MS m/e (ESI) 530 (MH*) 

HifeffI159 

i^J159a) 



[ ( HJ 7;k*D 7^7 * - ;H *^->7i-JH -2- (5-7 □ D-2-^X-;i/) 
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'H-NMR(CDClj) 6 : 1.00 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 4Hz, 3H) 1.25 (t, J =7. 2Hz, 
3H) 1.45 (s. 9H) 2.51 (s, 3H) 2.91-3.05 (m, 2H) 3.50 (sept, J=6. 0Hz, 1H) 4.08 
(dd, J=4.8, 8.8 Hz. 1H) 4.21-4.24 (m, 2H) 4.38-4.41 (m, 2H) 4.69 (br 1H) 6.78 
(d, J =3. 6Hz, 1H) 7.17-7.20 (m. 2H) 7.25 (d, J=8. 0Hz, 1H) 7.31 (s, 1H) 



3- (3- ( (IHyh + yAM-JH 75 J\ [ ( h U 7)1* a* 7)1) 7)V 

7*-M**is7x=.M-2- (5-^PD-2^X-;Wyo^->^Dfcf^->^X 

fjuxfj^ffl ^Tmmm 1 53 1 mmzmw u 3- [3- [ (2, i-77 nui>*M 

*^)l-A- (5-7 □ p-2-^x-JU) 7xXJU] -2— T V 7*D/JMrv:7*n tf 

MS «/e (ESI) 526 (MH + ) 
MM160 



*KSW159t l^ttf^SL.- 3- [3- [{2-7 a D-4-7'at^y<>^ 75 /] 

fee 

MS n/e (ESI) 550 (Mil 4 ) 
HMffJ161 
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r 



OH 



mmmmtmmizMWL, 3- [3- [ (2-^ o o-4-< v yD^+y^>y-r ;w 75 

MS m/e (ESI) 550 (MH f ) 
39jgfiJ162a) 



Mii0il97 1 ^«©^ffiT3- (3- [ ($H7* h * *>*;PsH-;W 7 5 / J ^ 9^-4- 
[ ( h U y)V-^u^M 7>)V7*-M **->7i-JH -2- (4-pWI>-2-^xx;m 

'H-NMR(CDC1 3 ) 6 : 1.00 (d. 1=6. 0Hz. 3H) 1.17 (d. J =6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 
3H) 1.45 (s, 9H) 2.29 (s, 3H) 2.94-3.05 On. 2H) 3.54 (sept. J=6. 0Hz. 1H) 4.08 
(dd. 1=4.8. 8.8 Hz, 1H) 4.12-4.24 (id. 2H) 4.40 (br. 2H) 4.70 (br 1H) 6.82 (s. 
1H) 7.14-7.19 (m. 2H) 7.28 (d. J=9. 6Hz. 1H) 7.31 (s. 1H) 



7^zjH*+->7i-jH-2- (4-^^;i/-2-5 1 xx;H7 0 D^^->7°otf^->^x 
^XXx;U^ffl^TH^J153i(sl#{3$aSL, 3-(3-[(2.4-v^PD^>vW 




Ml 62b) 
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MS m/e (ESI) 506 (MH + ) 



m&mmtnmzvmL^ 3- [3- i (2-7 □ D-4-7"n#*v^>\Af jw 75 /] 

*?^-4- W-^^^-^X-;!/) 7xX;H-2-f77°D^+V7*Pt^>^$:# 

fee 

MS m/e (ESI) 530 (MH 4 ) 
HMffJ164 



%mm 1 62 <h |5]*i (CM t , 3- [3- [ (2-7 □ o-4-f 7 7*o > 7*-f ;W 7 5 
7 ] 7 ?)l-4- (A-^)V-l-^H-M 7 x X M -2— f 7 7"D ^+'>7*0 fcf :* >S? £ 

MS m/e (ESI) 530 (MH + ) 



[ ( h U 7 )VOr u y. 7^7 *=■ M v 7 x n M -2- (3-5fx - M 7*d 
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x7°o t^yglfjUXrJ^tlit. 

'H-NMR (CDC 1 3 ) 6 : 1.01 (d, J=6. 0Hz. 3H) 1.17 (d, J=6. 4Hz. 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.44 (s. 9H) 2.95-3.06 On, 2H) 3.55 (sept, J=6. OHz. 1H) 4.09 (dd. J =4. 8, 
8.8 Hz. 1H) 4.14-4.25 On. 2H) 4.32 (d, J=5. 6Hz, 2H) 4.64 (br 1H) 7.10-7.11 
(m, 1H) 7. 18-7. 25 On, 3H) 7. 30 (s. 1H) 7. 37 (dd, J=2. 1, 5. 2Hz, 1H) 



S 

3- (3- [ (fiSH 7 h * M 7 5 J ] > ^;i/-4- [ ( h 'J 7 □ * 7. )V 
y*~M *+->7xz;W -2- (3-^x-;W ->7°o e^Kx^xxx 

;i/ & ffl v i t^js^j 1 53 1 m m \z mm u 3- [3- [ (2, 4- v v □ □ ^ > ; w 7 5 / ] 

MS m/e (ESI) 492 (MH*) 



HM^165<hl5HilcMb, 3-[3-[(HDD-4-7"a^y^>^JW7Sy] 
*^;p-4- (3-fi-iH7i-;H-2-'f , ;.7'D#*->7 , aift>**#fc. 

MS m/e (ESI) 516 (MH + ) 






CI Q 
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mmm 1 65 1 mm izmm u . 3- (3- 1 □ cm--* y >"o ;w 7 s 

MS m/e (ESI) 516 (MH*) 
§3S£0iJ168a) 




[ ( h y 7 ;M- a 7 7 ;p 7 * - M * * v 7 x - ; w -2- (3- 7 >J ;W 7°d^-> 

'H-NMR (CDC1 3 ) <5 : 1.00 (d, J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz. 3H) 1.27 (t. J=7. 2Hz. 

3H) 1. 45 (s. 9H) 2. 93-3. 04 (id, 2H) 3. 54 (sept, J=6. 0Hz, 1H) 4. 08 (dd, J=6. 8, 

8.0 Hz, 1H) 4. 18-4.26 fan. 2H) 4.30-4.41 fan, 2H) 4.67 (br 1H) 6.52 (d, J=4. 0Hz, 

1H) 7. 13-7. 19 (m, 2H) 7. 25-7. 28 fan, 2H) 7. 49 (d. J=4. 0Hz. 1H) 




3- (3- [ (3IH7* h * frtf-M 7 5 71/ [ ( h U 7 )Vt □ 7 ^ JW 7^ 
7*~M t+y7x-JW-2- (3-7 UJW 7*n#*->7'D tf^^x^xxx;!/ 
HTgJfifl 1 53) £ 3- [3- [ (2, 4- v7 o □ OlAf M 7 5 7 ] 7 

?)V-4- (3-7 »j;W 7xXJW -2--f V7'o^->yP 
MS m/e (ESI) 476 (MH*) 
»ffJ169 
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m^imtmmzmmi^ j- [3- [ (2-^ □ n-4-^Djf5*y^>y< ;w 7s / ] 

MS m/e(ESI) 500 (MH*) 




y] (3-7 »J M 7x^H-2-fV^D^yya fcT*>lt£*ifc. 

MS ra/e (ESI) 500 (MH + ) 




HES60!ll53tW#fcffll!L, 3- [3- U2-7;M-o-4- ( H U 7)l>*n*?M OV* 
;W 7 5 J * -4- (2-5 L X-;W 7i-iH -2--f V7 # o^">7 , d^>S€ 

MS m/e(ESI) 510 (MH*) 
»fflJ172 
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m&mwt mmzmm u 3- [3- 1 ki-z □ o-4->* □'<>?-;M-*->^> , Af 

MS ra/e (ESI) 542 (MH + ) 




immmtmmzvm^, i-^v [3- n [5-^3^-2- m-*^? 

MS m/e (ESI) 535 (MH + ) 




■mmm 1 5 6 1. mmmw l . 3- [3- ( [2- 7 ;u^-a-4- (h'j7Mo^ ^ > ( / 

<;H7Sy^ -4- (5-* W-2-^X- ;M 7i"M -2-f V 7*o^y^D 

MS m/e (ESI) 524 W) 
jgfi£ff]175 
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nmmmtmmzmmis* 3- [3- [ a-c p p-4->^ □^>^;^+s>^> > /-r 

MS m/e (ESI) 556 (MH + ) 




mmmmtmmizmmv. 2--r y^p#*'>-3- [3-[([5-pWi/-2- (4-pwu? 

x - ;W - 1 , 3-5P7 y-;W-4-< Mft)V#-)V7^J) M -4- (5- p< 5 1 ;U-2-5 L x 
MS m/e (ESI) 549 (MH*) 




mmm i 59 1 mmizmm u , 3- [3- ( [2-7;m- □ -4- ( h u 7 jw* p * > v* 

7 5 / ^^;W -4- (5-47 DD-2-fi-JW 7i-)H -2— T v7p^v7o 

MS m/e (ESI) 544 (MH*) 
gjjfiflai78 



222 



WO 01/25181 



PCT/JP00/06788 




\mtmmzm&^ 3- (3- [ (2-7 □ D-fy^o^>fM^y^>^ 

M 7 S J } * ^;M- (5-? □ D-2-^x - )V) 7 x - M -2--T V^D^y^o 
MS m/e (ESI) 576 (MH + ) 

o 




H^J159<h|WHil3j!!i31L, 2--ry7*D#^v-3-[3-[([5-^5 1 ;W2-(4-^5 1 ;i/7 
i-JW-l, 3- ?77-JP-M iH 7) JH -4- (5-^ 

MS m/e (ESI) 569 (MH*) 




mmm i 62 <t mmizmm u 3- [3- ( [2-y)u*o-4- (b>j7jWD/ ^ > v* 

-f ;H .7 5 y /^;W -4-(4->WU-2-^x-jw 7xz;H-2-^ v7°otf*i/y°n 

MS m/e (ESI) 524 (MH*) 
181 
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a 0 i 




OH 



fkteto 1 62) t m\z.SBM L . 3- [3- [ (2-7 a d-4- v 7 d ^ >5 L ;^+ i"<> lAf 

MS ra/e (ESI) 556 (MH*) 
3d6ff!ll82 



115103 1 62 tlsHiUMSL, 2->f [3- [ ( (5-^^-2- (A-*?-)l7 

x - M -1. 3-f77-JM-< ;V] *)l#-)V7 5 y ) ^ 5F;W -4- (4-^ ^)l-2-^JL 
-JH7X-JH 7n£:*>g?£t#fc 0 
MS m/e (ESI) 549 (MH + ) 
M0U183 



1 65 1 mm \zmm l , 3- [3- ( [2- 7 ;m- □ -4- ( h u 7 ;m- □ * ^ > v* 

-f;H7S V -4- (3-^X-;i/) 7x-;H-2— TV7*P^^v7"Dbf^->^€: 

MS m/e (ESI) 510 (MH + ) 
CTffJl84 




F 0 



0 
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OH 



MS m/e (ESI) 542 (MH*) 



165 1 (Hj«6fc«ia U V 7o tf+ v-3- (3- [ ( [5-* 3SM/-2- (4-* 771^7 

MS m/e (ESI) 535 (MH*) 

F 0 0 



HJgtfiJ 168 1 fttt fcfflg U 3- [3- ( [2-7)1* □ -4- ( h U 7 □ * 7 JU) ^ > 7 
-f ;H 7 5 J 7 3-M -4- (3-7 U ;W 7 x n ;H -2--T 7 7" a #4 v7p tT* 

MS m/e (ESI) 494 (MH*) 
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a 0 i 




o 



M 7 5 J ) * ^;i/-4- (3- 7 U ;W 7 x ~M -2-f yyD^y/Dh't>i^#fc. 
MS m/e (ESI) 526 (MH*) 



mmm mtmmizmm u %-< v 7*d ->-3- [3- [ ( fs-^ ^^-2- (4-^ ^7 

x-;W-l. Z-^7'/-)l-A-^)l]t))V^^)l7^y) *7-M -4- (3-7U;H 7H 

MS ra/e (ESI) 519 (MH + ) 

CTff]l89 

M#J189a) 



^>-7M-*>'l'S;P-2-^ h*->^>7x- h2. 95g£ hU7x-;P*7*7- 

m/et@£ v?m* -> u # 7A^o7hi/77^- k*i+- > : gt&X? 1 ;^ 

3:1)T»«U ^>v^2-^ h + ->-5-(-3-*4V-I-7*P^-;W^>7x-h (E- 
Z mixture) 2. Og£ftfi@#£LTf#fc. 

'H-NMR CCDC1 3 ) d :3. 95+3. 97 (s. 3H) 5. 37 (s. 2H) 6. 61+6. 64 (s, J=8. OHz, III) 6. 9 
0-7. 07 (m. 2H) 7. 33-7. 47 On, 5H) 7. 62+7. 70 (dd. J=2. 0. 8. OHz, 1H) 7. 95+8. 02 (d, 
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J=2.0Hz, 1H) 



mm\m) 



H0 2 C 




C0 2 Et 



0 



TKsSHfc:*- h U ^AU5iDg*J0A^MT* 1 P$r B m#Ufc. ^>^;P2-^ h*v-5-(-3- 
t+V-l-ya^;H'<>'/i-h (E-Z mixture) 0. 6g£N, N-^^f^^iPAT S 

51U 8IB£«JETS*U 5- (4- (1 h*y*^-JW A+yJH -2-^ h*->£ 

'H-NMR(CDClj) 5 :0. 50 (t. J =8. 0Hz, 3H) 1. 17 (t, J=8. 0Hz, 3H) 1.38-1. 58 (n. 6 
H) 2.20(ra, 1H) 2.54(1. J=8. 0Hz, 2H) 3. 99 (s. 3H) 4. 07 (q, 1=8. 0Hz, 2H) 7.90 
(d. J=8. 0Hz, 1H) 7. 29 (dd, 1=2.0. 8.0Hz. 1H) 7. 91 (d. J=2. 0Hz. 1H) 



5- [4- (x hf-'slJjytf-M *\* s sM-l-* h*«>5feAM0. 47g£4-(h U 
Z. t \Z «fc 0 , 2-X^;U-5- [4- ^ h * ">-3- ([4-(hU7;Wo/fJ|/)^>yJH7 5 
l H-NMR(CDCl 3 ) <5 :0. 85(t. J=8. 0Hz, 3H) 1.42-1. 59 fan. 6H) 2. 27 fan. 1H) 2. 53 fan, 



:M#J189c) 



0 
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2H) 3.851s. 3H) 4. 66 (d. J=6. 0Hz, 2H) 6. 90 (d. J=7. 0Hz. 1H) 7. 26 (in. 1H) 7.4 
7(d. J=8. 0Hz. 2H) 7. 59 (d. J=8. OHz, 2H) 8. 04 (d. 1=2. OHz, 1H) 8. 34 (bs. IH) 



'H-NMR(CDClj) 6:1. 13(d. J=6. OHz. 3H) 1. 19 (d, J=6. OHz. 3H) I. 27 (t. J =8. OHz. 

3H) 1.54-1. 74 (m, 4H) 2.62(1, J=8. OHz. 2H) 3. 58 (sept. J=6. OHz, 1H) 3. 88 (m. 

1H) 4.05(s, 3H) 4. 18 (q, J =8. OHz, 2H) 6 98 (d. J=8. OHz. 1H) 7. 37 (dd. J=2. 0, 
8.0Hz. 1H) 8. 00 (d, J =2. OHz. 1H) 



5-(5-Xh*->-H V^D#^y-5-^y^>?JW-2-^ h + S>^B#^0. 35 
%tA-(Y^y)V^ru^^-M^yiy)V7^y^ 18g£flH\ HSS#Jlc)d) tm$kV>J5 
& £It O Z. t IZ <t D . 5-3- [K>y^7$;)^ - M -^h^>7x 

■H-NMR (CDCI3) 6 :1. 20 (d. J =6. OHz, 3H) 1. 21 (d. J=6. OHz. 3H) 1. 67-1. 80 (m, 4H) 
2. 63 (t. J=8.0Hz, 2H) 3. 69 (sept, J-6. OHz. 1H) 3. 92 (s. 3H) 3. 96 On. 1H) 4.7 
0(d, J=6.0Hz, 2H) 6. 98 (d. J=8. OHz. 1H) 7. 26 On. 1H) 7. 47 (d, J =8. OHz, 1H) 7. 
59 (d, J=8.0Hz. 211) 8. 04 (d. J=2. OHz, IH) 8. 33 (bs. 1H) 




JS^190b) 
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mmm 1 1 1 mmo^m \z x v 2- m-* h * v-3- 1 [2- (2. 4- ->*7 □ □ 7 x ~m t 

'H-NMR (CDCI3) 5 :0. 93 (t. J=8. 0Hz. 3H) I. 55-1. 64 (m, 2H) 2. 58(m, IH) 2. 68 (dd, 
J =4. 5, 14. OHz. 1H) 2. 89 (dd. J=7. 0. 14.0Hz, 1H) 3. 78 (s. 3H) 3. 82 (s, 2H) 6. 

73 (d. J=8. OHz. 1H) 6. 84 (dd. J=2. 0. 8.0Hz. 1H) 7. 26 to, 1H) 7. 35 (d, J =8. OHz, 
2H) 7. 45 (d. 2.0Hz, 1H) 7.88(s. 1H) 8. 19 (d. J=2. OHz. 1H) 



MffJ192 




**«14£PI«®#ffifc.fc 02--f V7°o#+ v-3- (4-* ~>-3- 1 [2- 

'H-NMR (CDCl 3 ) 6 : 1. 06 (d. J=6. OHz. 3H) l. 65 (d. J=6. OHz. 3H) 2. 90 (dd. J=7. 0. 
14.0Hz. 1H) 3. 06 {dd. J =4. 5. 14. OHz. IH) 3. 58 (sept. J =6. OHz, 1H) 3. 78 (s. 2 
H) 3. 80 (s. 3H) 4. 13 (in. IH) 6. 77 (d. J =8. OHz. IH) 6. 92 (dd. J=2. 0. 8.0Hz. 1 
H) 7. 25 (m. 2H) 7. 61 (t. 1=8. OHz. IH) 7. 76 (s, IH) 8. 24 (d, J=2. OHz. IH) 




mmmutmmo)-jvm\z^ v7a^+v-3-(4-^ h^->-3- 1 [2- (2. 4-y 

•H-NMR (CDC 1 3 ) 6 : 1. 06 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 88 (dd. J=7. 0. 
14.0Hz. IH) 3. 05 (dd. 1=4.5, 14. OHz. IH) 3. 57 (sept. J=6. OHz. IH) 3. 80 (s. 3 
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H) 3. 83 (s. 2H) 4.12ta 1H) 6. 76 (d, J=8. 0Hz. 1H) 6. 90 (dd. J =2. 0, 8.0Hz, 1 
H) 7. 27 {dd, J=2.0, 8.0Hz, 1H) 7. 36 (d. J=8. OHz, 1H) 7. 46 (d. J=2. OHz. 1H) 7. 
86 (s. 1H) 8. 26 (d. J =2. OHz, 1H) 



%mm 22 1 mm <o^m tc «fc o 2- (4- ^ h * ->-3- 12-** v -2- [2. 4- v □ 7 

•H-NMR (CDCI 3 ) 6 :0. 95 (t, 1-8. OHz. 3H) 1. 57-1. 66 (m. 2H) 2. 57 fan, 1H) 2. 70 (dd. 
J=7.0. 14.0Hz. 1H) 2. 89 (dd. 1=4.5. 14. OHz. 1H) 3. 69 (s. 2H) 3. 92 (s, 3H) 6. 
76-6. 87 (m. 3H) 7. 09-7. 12 (m. 2H) 8. 22-8. 29 k 2H) 



mm&mtwiMcDjjmzj: m- (4-* h*~>-3- 12-^-^7-2- [2-* 3^-4- ( h u 

y)V^u^M 7- 'J J ) ifJM ^> 5W) 7* 

'H-NMR (CDCI3) <5 :0. 96 (t, J-8. OHz, 3H) 1. 55-1. 70 (m. 2H) 2. 10 (m, 1H) 2. 57 (dd. 

J=4. 5. 14.0Hz. 1H) 2. 89 (dd. J=7. 0, 14. OHz, 1H) 3. 73 (s. 3H) 3. 89 (s, 2H) 6. 
88 (d. J=8. OHz, 1H) 7. 12-7. 15 (m, 2H) 7. 26 (t, J =8. OHz, 1H) 7. 39 (d, 1=8. OHz. 

2H) 7. 63 (s. 1H) 8.03 (d. J=8. OHz. 1H) 



«#J22a)-c) tmm(Dj5mz£K>^M-X?-)l-Z-(4-* h + >--3-l2-^^V 
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-2- [2. □ 07- U y ) X^;U 7ii;W -2-7°D^y X- h £#fc„ 
'H-NMR(CDClj) 6:1. 17 (t. J=8. OHz, 3H) 1.34(t, J =8. OHz, 3H) 2. 56 (q. J=8. OHz. 
2H) 3. 77 (s, 3H) 3. 96 (s. 3H) 4. 26 (q. J-8. OHz. 2H) 6.98(d, J=8. OHz, 1H) 7. 
22 (dd. J=2. 0, 8.0Hz. 1H) 7. 31 (d. J =8. OHz, 1H) 7. 37 (dd. J=2. 0. 8.0Hz, 1H) 
7. 58 (s. 1H) 8. 22 (bs. 1H) 8. 37 <d. J =8. OHz, 1H) 



2-1^-3- (4-* h*v-3-l2-**7-2-[2, 4-^DD7-U/]lfJH7x 
x;H-2-7o^yx- hO. 9g«rX*y-;H5nl. Mx^;H5inl{cjg^L, x^u 
>~77 5 >T«iUc/^7 v9AKiO. 6g*J0Afe. £jS«7kiH#fflMT^ST 

;i/^7A^7DV h^77^-t«U X^2-(4-y h + v-3- |2-**y-2-l2. 4 
DD7-U y ] X^;H *>*JM 7**y X- hO. 44g*»SfiilM**!J£ LTffc. 
'H-NMR (CDCI3) 6:0. 90 (t. J-8. OHz. 3H) 1.14(1. J -8. OHz, 3H) 1.50-1. 68 (u 2H) 
2. 54 (id, 2H) 2. 68 (dd. J =4. 5, 14. OHz, 1H) 2. 86 (dd. J =4. 5, 14. OHz. IH) 3. 72 (s, 
2H) 3. 88 (s. 3H) 4. 05 (a. 1=8. OHz, 2H) 6. 85 (d, J=8. OHz, 1H) 7. 10 (in. 2H) 7. 20 (d. 
J=8. OHz. 1H) 7. 26 (d. J=8. OHz, 1H) 8. 30 (bs. 1H) 8. 37 (d. J =8. OHz. 1H) 



x^2- (4- y h * >-3- 12-^-4 V -2- [2. 4- is? a a 7~ U J ] x?MH ^ > v 
;P)7*^yx-hO. 27g&x^y-;H0Dfllc»«!U, 5N7k^fc;l- MJ 7 A lml £in* 
fco ££i««:£iST24l5Pai&#Lfc&, 7.RJ1S: vX^X-x^T'tttB 

Lfc. **«rtt»TlH4k:U Sfc&x^l'TttfctSbfc. KKx^^JiSfifiiAtt* 



SS0iJ196b) 




M#J196c) 
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=^>-3- 12-** 7-2- [2, A-~Jt> P D7='J >> ] x^jH ^> SW) 7** ylJSfei 

'H-NMR (CDC1 3 ) 5 :0. 89(1, J-8. 0Hz. 3H) 1. 49-1. 62 (id, 2H) 2. 50 (id. 2H) 2. 64 (dd. 

J=4.5. 14.0Hz, 1H) 2. 84 (dd. J=4. 5. 14. 0Hz, 1H) 3. 72 (s, 2H) 3. 88 (s, 3H) 6. 
80 (d, J=8.0Hz, 1H) 7. 06 On, 2H) 7. 12 (dd, J=2. 0. 8.0Hz, 1H) 7. 22 (d. J=8. 0Hz, 

1H) 8. 23 (s. 1H) 8. 28 (d, J=8. OHz, 1H) 
HM197 
§3B0yi97a) 



^^X^Tttfctltfe. W^l£®fnM7j<T*ft#U *7K«^^T->->AT' 
&£sU ^££MJ»2;-L;t. ?MiCiMV7°DO/X-x;U£JD*., ^r a ^^.ji 
U X3Ml/-(Z)-4-t F 0 + y-2-/f* V-4-7 iZJW-7'^ / X- h2. 37g£#7Co 
'H-NMR (DMSO-de) 5:1. 15 (t. J=8. OHz, 3H) 4. 18 (q, J=8. OHz. 2H) 6. 55 (s. 1H) 7. 
35-7. 48 (m, 3H) 7. 80 (in. 2H) 

X3MI/- (Z) -4-k FP+y-2-*+V-4-7x-JH-^;x- hO. 67g£MlO 
mKC^MU /fJl^tF7y>0. 17g£jJB;lfc. SJt^^2P#fp^JPM§it tfe^, 

J-^-m : lTXfJH-^fJH^x x;U- 1H-5- fcT 7 s J—)Vi3 ~sV~— hO. 1 2g, 

^•tt > : mx^;h : 1 x-x^;u 1-^ ^;U-5-7 x -)V- 1H-3- 1° 7 V~)it> 
->l/-h0. 55g£#fc„ 
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ny-co 2 Et 



<H-NMR(CDC1 3 ) 6 :1.42(t, J=8. 0Hz, 3H) 4. 21 (s, 3H) 4. 38 (q. J=8. OHz. 2H) 7.11 
(s, 1H) 7. 32 (t. J=8. OHz, 1H) 7. 40 (t, J=8. OHz, 2H) 8. 79 (d. J=8. OHz. 2H) 



X^JH-* 3^-5-7 x - ;i/-lH-3- tf y */-)Vj3)W* > V- V 

'H-NMR(CDC! 3 ) 6 : 1.41(1, J=8. OHz, 3H) 3,95 (s, 3H) 4. 43 (q, J=8. OHz, 2H) 6.85 

(s, 1H) 7. 40-7. 53 (m, 5H) 

SSi£W97c) 



X5 1 jH-^^^-3-7x-;i/-lH-5-t°^V'-;i/*Jl/*>vl/-hO. 12g£x^/ 
-;i/5mllC^t, 5N7K^b^hU7A^lml*«, 1 P^MftMLfc. 
i££7k&U 2NigMT4 ] f0Ufc^^x5 1 ;UT'tttBLfc. WHl&t&fn&i&TK-eft 
to7K6S^7'^->9AT^m> M/±ig*£U l-^^;W3-7xx;U-lH-5-e 

^y-;^;u*'>^o. iig£#fc. 

■H-NMR (CDC 1 3 ) <5 : 4. 22 (s, 3H) 7. 22 (s. 1H) 7. 33 (t. J=8. OHz, 1H) 7.40U. J=8. 
OHz, 2H) 8. 80 (d. J=8. OHz, 2H) 





te#J197d) 
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0 



gene 



C0 2 H 



r 



mmmm)e) tmm^mz^to 2-< 7 7°ntf*->-3-[4-^ h^->-3-([(i-^ 

'H-NMR(CDClj) a : 1. 06 (d. J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz, 3H) 2. 94 (dd. - J=7. 0. 
14.0Hz, 1H) 3.06(dd, J =4. 5, 14.0, 1H) 3. 88 (s, 3H) 4. 12 (dd, J =4. 0, 7.0Hz. 
1H) 4. 20 (s. 3H) 4. 57 (d. J=6. 0Hz. 3H) 6. 57 (bs, 1H) 6. 73 (s, 1H) 6. 84 (d. J=2. 
0Hz, 1H) 7. 1 6 (dd. J=2. 0. 8.0Hz. 1H) 7, 22 (d. J=2. 0Hz. 1H) 7. 32 (d. J=8.0Hz. 
1H) 7. 39 (in. 2H) 7. 76 (m. 2H) 

mmrnm 

§^W98a) 



x5 1 ;H->c^-5-7x-;i/-lH-3-tf7V*-;i'*^+^l/- bO. 55g£x^/ 

tit®. wmm^?*^OL^mk&, m&mmis. i-^;i-5-7xx;i,-ih-3- 

'H-NMR (CDCL 3 ) <5 : 3. 91 (s. 3H) 6. 82 (s, 1H) 7. 34-7. 45 (m, 5H) 




»198b) 
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mmmm) e) tmm<Dismz& o , i-i v yo#*->-3-[4-^ h*->-3- ( [ 0-* 

3-)l-b-7 i-JU-lH-3-t°^V* U ;W * )V#-MT 5 y X5\>W 7x"JH 7*DA*> 

•H-NMR(CDCl 3 ) a : l. 04 (d, J=6. 0Hz. 3H) I. 14 (d. J=6. 0Hz. 3H) 2. 90 (dd, J=7. 0. 
14.0Hz, 1H) 3. 04 (dd. J =4. 5, 14.0. 1H) 3. 55 (sept. J=6. 0Hz. 1H) 3. 86 (s. 3H) 
3. 88 (s. 3H) 4. 09 (dd. J=4. 0. 7.0Hz, 1H) 4. 60 (d, J=6. OHz, 3H) 6. 80 (d. J=6. 
OHz. 1H) 6. 84 (s. 1H) 7. 12 (dd. J=2. 0. 8. 0Hz, 1H) 7. 23 (d, J=2. OHz. 1H) 7.32 
(bs, 1H) 7. 39-7. 57 (m. 5H) 




C0 2 Et 



7xx;i/7iz^l/>lgi;2-^DP-2-t Kn + W 5 /ft8l?JH7fiH. 48 
g ^^OD*;i/A20mHc^L, Smt> U V&L 4g£2jnA, ^igTi6P#P B lJi#Lfc 0 

s^t7K. ^(b7> ; t-'>A^^jDx.Mx5 : -;i/Tfflmbito ^r«s*fiafp# 

7i?D?h^77^-tiiUAW>:l|ifM:IK x^;U 5-7xZ^ 
-4-< V *1f\/-;W*Jl'#* ~>!/- h 1. 2g£f§fc. 

'H-NMR (CDCI 3 ) 6 :1.35(t. J=8. OHz, 3H) 4. 40 (q. 1=8. OHz, 2H) 6. 85 (s. 1H) 7.36 
-7. 50 fa. 3H) 7. 68-7. 80 fa, 2H) 
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C0 2 H 



^-/^/ATM- HEUU 5-7xz;ir-H V*t'/-^*^#>*0. 25g 
'H-NMR (DMS0-d 5 ) 6 : 7. 32 (s, 1H) 7. 48-7. 57 (id, 3H) 7. 92 (id, 2H) 



HJS^J19d)e) t|e|^©7j&tci;0, 2^V^D^y-3-[4-/ h^>-3-([(5-7 

x-^-H v*WJ;M *;u#-;w 75 / x^;W 7xxjh 7*pa>8&^&. 

'H-NMR (CDC 1 3 ) 6 : 1.04 (d, J=6. 5Hz, 3H) 1. 16(4 J=6. 5Hz. 3H) 2.90(dd, J=7. 0. 
14.0Hz, 1H) 3. 06 (dd, J =4. 5, 14. 0Hz. 1H) 3. 56 (sept, J=6. 0Hz, 1H) 3. 87 (s. 3 
H) 4. 10 (dd. J=4. 5. 7.0Hz, 1H) 4. 61 (d, J=6. 0Hz. 2H) 6. 82 (d, J=8. 0Hz. 1H) 6. 
96 (s, 1H) 7. 15 (dd. J=2.0, 8.0Hz. 1H) 7. 22 (d. J=2. 0Hz. IH) 7. 36 (bs. 1H) 7. 
47 (in. 3H) 7. 78 (ra, 2H) 
lMM2Qg 



mmmc) 
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'H-NMR (DMSO-dj) 6:4 18 (s, 3H) 7. 22 (s. 1H) 7. 40 (t. J=6. OHz, 1H) 7. 85-7. 94 (m. 
2H) 8. 68 (d. J=4.0Hz, 1H) 12. 75 (s. 1H) 



'H-NMR (CDC1 3 ) <5 : 1. 03 (d, J=6. 5Hz, 3H) 1. 34 (d, J=6. 5Hz, 3H) 2. 90 (dd, J=7. 0, 
14.0Hz. 1H) 3. 05 (dd. J =4. 5, 14. 0Hz. 1H) 3. 55 (sept. J=6. 0Hz, 1H) 3. 87 (s. 3 
H) 4. 09 (dd. J=4. 5. 7.0Hz. 1H) 4. 24 (s, 3H) 4. 60 (d. J =6. OHz. 2H) 6. 81 (d. J= 
8.0Hz. 1H) 7. 14 (id, 2H) 7. 23 (m. 2H) 7. 34 (bs. 1H) 7. 64 (d, J=8. 0Hz, 1H) 7.85 
(bs. 1H) 8.70 (d. J=4. OHz. 1H) 
31^20 1 
S^#J201a) 



m&m 1 97a) -c) t mmoiimT* 1-* 3^-3- (2- 1° u - ih-5- t° ? v-)it> )v 

'H-NMR (DMS0-d 6 ) 6 :4. 13 (s, 3H) 7. 26 (s. 1H) 7. 32 (dd. J=4. 0, 8.0Hz. 1H) 7.82 
(t, J=8. OHz, 1H) 7. 91 (d, J=8. OHz, 1H) 8. 57 (d, J =4. OHz. 1H) 
HW201b) 
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Y 



C0 2 H 



mmmm)e) trnm^miz^^^ 2-< v^o^+->-3-4-^ h*v-3-[([i-* 
^ — 3- (2- tr u - i h-5- tf 5 v / u ;W * x;i/ 7 s j ) * ^; n -7 x x ji> 7' □ 

'H-NMR(CDClj) a : I. 03 (d. J=6. 5Hz, 3H) 1. 10 (d, J=6. 5Hz. 3H) 2. 75-3. 00 (m, 2H) 
3. 57 (sept. J=6. OHz, 1H) 3. 81 (s. 3H) 4. 05(dd, J=4. 5. 7.0Hz, 1H) 4. 21 (s, 3 
H) 4. 52 (d. J=6. OHz, 2H) 6. 75 (d, J=8. OHz. 1H) 7. 08 (m, 2H) 7. 15 (bs, 1H) 7.4 
5(bs, 1H) 7. 84 (s. 1H) 8.04(t. J=8. OHz, 1H) 8. 24 (d. J=8. OHz, 1H) 8. 70 (d. J 
=4. OHz. 1H) 

N .C0 2 Et 



lfR^DD7t hmmi 33ml<h5 1 ^yDtf^->7 5 HI. 5g£x^ y-;W0m 

Tco gI^y | JAW7A^DTh^77^--TiSL(^t>:»lxfJH 
4:1) X^JI/ 2-X^JU-5-^^-l. 3-^7 % /-;U-4-*;i/^^vU- hO. 8g£#fc. 
•H-NMROCIj) 6 : 1. 34-1. 60 (nt, 6H) 2. 98 (q, J=8. OHz, 2H) 3. 70 (s, 3H) 4. 29 (q, J=8. 0 
Hz, 2H) 
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x^;u 2-x^;u-5-^^-i, 3-^7v'-;b-4-^;i/*>->i/- bO. 8g£x^y 

?5fc&, «7K6{t^-7^T->^AT'lt^> MEi£S?IU 2-x5 L ;W5-/?;U-l, 3-^7 

'H-NMR(CDClj) 6 :1.40(t, J=8. OHz, 3H) 3. 74 (s, 3H) 4. 03 (q, J =8. OHz, 2H) 
HS£#I202c) 



»0yi9d)e) ^IHI^^ffiHiD, 3-(3-([(2-x^;U-5-/^-l, 3-^7^7- 
;p-4--f ;W AM-jHTS/xfjH -4-/ h^p ->7 xx;H -2--f v:/d#^>-:/ 

'H-NMR(CDC1 3 ) 5 :0.98(d. J=6. 5Hz. 3H) 1. 10 (d. J=6. 5Hz. 3H) 1. 30 (t. J =8. 0Hz. 

3H) 2. 56 (s, 3H) 2. 82-3. 01 On. 4H) 3. 51 (sept, J =6. OHz, 1H) 3. 80 (s, 3H) 4.0 
4(dd. J=4. 5, 7.0Hz, 1H) 4. 48d, J =6. OHz, 2H) 6. 31 (bs. 1H) 6. 75 (d. J=8.0Hz. 

1H) 6. 08 (dd. J-2.0. 8. 0Hz, 1H) 7. 13 (d, 1-2. OHz, 1H) 
^ffJ203 



007t hgmiOml t^^>X7 5 H10g$:X^ J — ;H00nl \ZM 
Mis, 4»MiniJWI«Lfc. S^Mt, TKfcflDA, Mx^TtttBLTc. 

* -> U * ^;i/^ 5 A £ □ T h tf? 7 4 -rmU U > : BKXfJl/ 14 : 1) X5f 

;u 5-^f;w2-7xz;hi, 3-9-7*/— )\r-4- ft frtt'su- M7g£t#fc. 

'H-NMR (CDC1 3 ) a :1. 39(1. J=8. OHz, 3H) 2. 78 (s. 3H) 4. 35 (q, J=8. OHz, 2H) 7.45 
(m, 3H) 7.95(m. 2H) 
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S2i£0iJ2O3b) 




Tl$fc&, ^Bf^T^^v^AT^ji^ MMISU 5-^fik2-7i^-l,3- 

'H-NMR (DMSO-d 6 ) 6 :2. 66 (s, 3H) 7. 52 (m, 3H) 7. 96 On, 2H) 
HJ£#J203c) 



HS£0iJ19d)e) £|5H§<7)75?£JcJ;^ 2-f vyD#+y-3- [4-* h*~>-3-([(5- 

^ ^;u-2-7 x - 3-^7 ;w - ;H 7 = y x^jm 7 x x;i/] 

7"PA' 

'H-NMR (CDC1 3 ) 6 :0. 99 (d. J=6. 5Hz, 3H) 1. 10 Cd. J=6. 5Hz. 3H) 2. 65 (5. 3H) 2.86 

(dd. J=7.0, 14.0Hz. 1H) 3. 00 (dd, J =4. 5, 14. OHz, 1H) 3. 52 (sept, J=6. OHz. 1 

H) 3. 82 (s. 3H) 4. 05 (dd. J =4. 5. 7.0Hz. 1H) 4. 51 (d. J=6. OHz. 2H) 6. 42 (bs. 1 

H) 6. 77 (d. J=8.0Hz. 1H) 7. 09 (dd, 1=2. 0, 8. OHz. 1H) 7. 16 (d. 1=2. OHz. 1H) 7. 

37 (id. 3H) 7. 85fo 2H) 

H»204 

!HS£0iJ2O4a) 



N- (2. 4-v7PD7xXJU)-2-(5-*Jl/5;P-2-^ h^->7i-M7t h7S K3. 
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2-x^;i/-3- (4-* b*->-3-l2-tf*7-2-[2.4-v£mo7X'J 

'H-NMR(CDCIj) 6:1. 26 (d. J=6. 0Hz, 6H) 1. 35 (t. J=8. 0Hz, 3H) 3.75(s, 2H) 3.94 
(s. 3H) 4. 27 (q. 1=8. 0Hz. 2H) 4. 41 (sept. J=6. 0Hz, 1H) 6.95 (m. 2H) 7.20 (d. 
1=8. 0Hz. 1H) 7. 30 (d, J=8. 0Hz. 1H) 7. 79 (d, J=2. 0Hz, IH) 7. 85 (dd, J=2. 0. 8. 
0Hz. 1H) 8. 18 (bs, 1H) 8. 38 (d. J =8. 0Hz, 1H) 



»J204b) 




H»196b) tmmi5mz.&v), 2-x^.;U-3-(4-* b*->-3-(2-**7-2-[2.4 
□ D7x ij A 7 i-JH -2-7°n^y x- b2g<fc 0 x^;P2- (4-* h 
*«>-3- l2-**7-2- [2, 4-v>£ DD7-U Ax&M 1>*JM Zf$> J x- hO. 3g 

'H-NMR (CDC 1 j) <5 : 0.88 (d, J=6. 0Hz, 3H) 1. 06 (d. J=6. 0Hz. 3H) 1.15(1. 1=8. 0Hz. 

3H) 2. 85 (a 2H) 3. 43 (sept. J=6. 0Hz. 1H) 3. 65 (s. 3H) 3. 82 (s. 3H) 3. 94 (dd. 

J=4. 0. 8.0Hz. 1H) 4.09(q, J =8. 0Hz. 2H) 6. 80 (d, 1=8. 0Hz, 1H) 7. 13 (m. 3H) 
7. 23 (d. J=8. 0Hz. 1H) 8. 22 (s. 1H) 8. 28(d. J=8. 0Hz. 1H) 




jl^M- (4-* v-3- l2-:**7-2- [2. A-~y{7 UUT— 'J J] X.?M*i>i> 
M 7^ J x- hO. 3g£x* J -JHOml fcJg#U 5N*BHfc:f h U Aim! ^rSP^fco 
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«EE®£T£* lz& 0 , 2- (4-/ b*v-3- l2-**V-2- [4- ( h "J 7)1s*n*?M 
7n'J ;]lfJH^>yjH 7**>&0. 19g£#fc„ 

'H-NMR (CDCI3) 5 : 0. 95 (d, J=6. OHz. 3H) 1. 08 (d. J=6. 0Hz. 3H) 2. 86 (dd, J=7. 0, 
14.0Hz. IH) 3. 00 (dd. J=4. 5. 14. OHz, IH) 3. 49 (sept. J=6. OHz. 1H) 3. 67 (s. 
3H) 3. 84 (s. 3H) 4. 04 (dd. J=4. 5. 7.0Hz. IH) 6. 82 (d. J =8. OHz. IH) 7. 12 (id. 3 
H) 7. 23 (d. J=8. OHz. IH) 8. 20 (s, IH) 8. 28 (d, J=8. OHz, IH) 

S!ii0y2O5a) 



■H-NMR (CDCI3) <5 :7. 40 (s. IH) 7. 43 (m, 2H) 7. 56 (ra. IH) 8. 00 (dd. J=2. 0. 8. OHz. IH) 
$ttf!205b) 



mmm \m e) tmmo^mz^ o 3-3- [ i [5- (2-^ d □ 7 i-;w -3--r v^-y-v 

'H-NMR (CDC 1 3 ) 6 : 0. 98 (d. J =6. OHz, 3H) 1.09(d. J =6. OHz, 3H) 2. 84 (dd. J=7. 0, 
14.0Hz. IH) 3. 00 (dd. J =4. 5, 14. OHz. IH) 3. 50 (sept. J=6. OHz. IH) 3. 81 (s. 
3H) 4. 05 (dd. J =4. 5. 7.0Hz, IH) 4.46(d. J=7. OHz, 2H) 6. 76 (d. J=8. OHz, IH) 7. 
08 (dd, J=2.0. 8.0Hz, IH) 7. 16 (d. 1=2. OHz. IH) 7. 29-7. 35 (ra. 2H) 7. 46 (dd. J 
=4.0, 7.5Hz. IH) 7. 85 (dd. J=4. 0. 7. 5Hz, IH) 
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■H-NMRICDClj) 6 :1.22(t, J-8. 0Hz, 3H) 2. 35 (s. 3H) 4. 22 (q, J=8. 0Hz. 2H) 6.80 
(s, 1H) 7.42(m. 5H) 



?)v- 1 - y x 1 h-3- br ^ v /-~ v ^ - H 

'H-NMR (CDC1 3 ) 6 : 1.39U, J=8. 0Hz. 3H) 2. 34 (s. 3H) 4.41(q. 1=8. 0Hz. 2H) 6.7 

4(s. 1H) 7. 40-7. 50 (m, 5H) 

SSligf»J206b) 



jL^M-*^)VA-7^-)V-m-h-\i^J-)lt>)^* : sU-y 0. 37g£x?/ 
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e7 7-;p*;p#>»o. 26g£*#fc. 

'H-NMR(CDClj) 6 : 2. 35 (s, 3H) 6. 87 (s. 1H) 7.40(1, 5H) 




M^J19d)c) t™05^{C«kO 2-f V7b#^S/-3-[4-^ h*v-3-(((3-* 

'H-NMR(CDClj) 5 : 0. 98 (d. J=6. OHz, 3H) 1. 09 (d. J=6. OHz. 3H) 2. 62 (s. 3H) 2.8 
4(dd, 1=7.0. 14.0Hz. 1H) 2. 96 (dd. J =4. 5. 14.0Hz, 1H) 3. 51 (sept. J=6. OHz, 
1H) 3. 64 (s. 3H) 4.03(dd, J =4. 5, 7.0Hz, 1H) 4. 38 (d. J =7. OHz. 2H) 6. 23 (bs. 1 
H) 6. 67 (d, J=8. OHz. 1H) 7. 05-7. 08 (m. 2H) 7. 24-7. 32 (m, 5H) 

fi£ffl207a) 




'H-NMR (CDC 1 3 ) 5 : 2. 35 (s. 3H) 6. 79 (s. 1H) 7.42-7. 52 (m. 5H) 
^M^J207b) 
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a 




r 



mmmm)e) tmrn^mz^^ 2-< v7d#*x-3-[4-* h*v-3-a(5-* 

'H-NMR(CDC1 3 ) <5 : 0. % (d, J=6. 0Hz. 3H) 1. 09 (d, J=6. 0Hz. 3H) 2. 60 (s, 3H) 2.8 
2(dd, J=7. 0, 14.0Hz, 1H) 2. 97 (dd. 1-4.5, 14.0Hz, 1H) 3. 47 (sept. J=6. 0Hz, 
1H) 3.76(s. 3H) 4. 01 (dd. J=4. 5, 7.0Hz, 1H) 4. 51 (d, J=7. 0Hz. 2H) 6. 67 (s. 1 
H) 6. 71 (d, J=8. 0Hz, 1H) 7. 04 (dd. J=8. 0. 2. 0Hz, 1H) 7. 15 (d, J=2. 0Hz. 1H) 7. 
27 (bs. Ill) 7. 35-7. 38 (id. 3H) 7.41-7.46(1. 2H) 
H5SffJ208 

\ h p 



HJ£0iJ28a) -c) t^m<D^mzX D , N1-I5-K2. 3-^7 7*7 >-5- 

Uf» /?JH-2-^ h + ->^>vJU -2-7^0-4-7 od^>X7 5 K£# 

'H-NMR (DMS0-d s ) 5 : 3. 74 (s, 2H) 3. 85 (s. 3H) 7. 12 (d. J =8. 0Hz. 1H) 7. 23 (d. J=8. 
0Hz. 1H) 7.44(bs, 1H) 7. 50 (t. J=8. 0Hz, 1H) 7. 66 (s. 1H) 7.90 t, J=8. 0Hz, 1 
H) 9. 98 (s. Ill) 

f , h p 
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HI- 15- [(2. 4-^**7-1. 3-77 V 7 >-5-< Uf» *3\>H-2-* h+v'Ov 
;H-2-7;^d-4-^do^>X75 HO. 3g**^7-JP20nlK:i8#?U 20mg£>3 

^iKSM^WjUX-x^tJDA, ^H^&iirfSCltKcfcD N1-(4-^do-' 
2-7J^ □ 71-JH -2-2-y h ^->-5- [{2-*3U >-4-:**7-l. 3-^7 75 >-5 

;M 7xz^7th75 K80ng&&fc. 

'H-NMR (DMS0-d s ) 5 : 2. 99 (dd, J=10. 0. 14.0Hz, 1H) 3. 27 (id, 1H) 3. 65 (s. 2H) 3.7 
3(s. 3H) 4.81(b. 1H) 6. 91 (d, 1=8. 0Hz, 1H) 7.08-7.11(1. 2H) 7. 22 (m, 1H) 7. 
47 (m. 1H) 7.89(111, 1H) 9. 84 (s. 1H) 



mmm 203 1 mm ©77 mz & 0 5- * 3^-2- (3- t: u ~7;w - 1 , 3-3 1 7 7- ;u-4-# 

'H-NMR (CDCI3) d :2. 67 (s. 3H) 7. 54 (dd, J =4. 0, 8.0Hz. 1H) 8. 31 (d, J-8. 0Hz. 1 
H) 8. 70 (d, J=4. 0Hz, 1H) 9. 51 (s, 1H) 



nmm m e) tmmo^m^zx <o 1-4 7 7 □ #*->-3-4-* h*->-3- [ us-*?- 
)V-i- (3-fj 3-5 1 77-;u-4-yi] #;M^-;i/7$ y) *?;H 71^7* 

'H-NMR (CDCI3) 6 : 1. 01 (d. J=6. 0Hz. 3H) 1. 1 1 (d, J=6. 0Hz. 3H) 2. 66 (s, 3H) 2. 8 
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7 (dd. 1=7.0, 14.0Hz. IH) 2. 99 (dd. J =4. 5, 14. 0Hz, !H) 3. 55 (sept, J=6. OHz, 
1H) 3. 83 (s. 3H) 4. 06 (dd. J =4. 5, 7.0Hz, 1H) 4. 52 (d, J=7. OHz. 2H) 6. 59 (bs, 1 
H) 6. 78 (d. J=8.0Hz, 1H) 6. 91 (s. 1H) 7. 09-7. 26 (m. 2H) 7.40(m, 1H) 7. 60 (in. 
1H) 8. 56 (d. J =7. OHz, 1H) 



l-^fil/-3-7i^H5y7-M7g^fh7tHD77>l:^b> -50rT 
ftSHTn-r/^U^AU. 5mol/l^\+-^>^) 18. 7ml SriTFLfc. %.foUm$:-2 
0t;^T±#$-&fc^W-50t:^^L^. N.'N-y/^i^JVATS H3. 6ml£}JD 

h ^ ? 7 A -TfflfK t K+U" > : B»lfJ1^3 : 1) » \-^)V-%-7 x ~ )V- 1H-2 — T 
5^/-;|/i)M+y7^fk HI. 9g£#fc. 

•H-NMR (DMSO-de) « :3. 98 (s. 3H) 7.28(1. 1=8. OHz, 1H) 7.40U. J=8. OHz, 2H) 8. 
82 (d, J=8. OHz, 2H) 8. 10 (s, 1H) 9. 75 (s, 1H) 



\-*?)l-5-7 x-;P-lH-2--f JWM^y/il'Tl: HI g£I5nl©£* 

^^SU^M^vHfciiflPU U >^7j<^*'J , 7A(lmol/l)3nil$:APAfc. 

Kx^TSaffiLfc. ^X^^l^^P^^JcTiTt^^KM^^^v^AT 
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+U->:«f»X^;|/=3 : 1—1 :4-»Bilf*:^ * 7 — ;P=3 : 1) , 1-/^-5-7 x ~ 
;MH-2--f = ^-;P;&JM* >H690«g£*§fc. 

'H-NMR (DMS0-d 6 ) <5 :4. 00 (s. 3H) 7. 26 (t. J=8. 0Hz, 1H) 7. 42 (t. J-8. 0Hz. 2H) 7. 
75 (s. 1H) 8.82(4 J-8. 0Hz. 2H) 




'H-NMR (CDC 1 3 ) <5 : 0.97(4 J=6. 0Hz. 3H) 1. 06 (4 J=6. OHz. 3H) 2. 84 (dd. J=7.0. 
14.0Hz. 1H) 2. 97 (dd. J =4. 5, 14. 0Hz. 1H) 3. 48 (sept. J=6. OHz. 1H) 3. 81 (s. 
3H) 4. 02 On. 1H) 4.03(s. 3H) 4.52(4 J=7. OHz, 2H) 6.75(4 J=8. OHz. 1H) 6.91 
(s.-lH) 7. 06 (dd, J=2.0. 8.0Hz. 1H) 7. 16 (m. 2H) 7. 21 On, 1H) 7. 31 (t, J=7. 5H 
z. 2H) 7.68(4 J=7. 5Hz. 2H) 




«0iJ28a)-c), im).b) tmmvlsmz^V, Nl-(2,4-5^PD7x-JU-2- 
2- ^ h * v-5- [ (2-^ ^. U 7-4-** 7-1, 3-777:7 >-5--f ;W * 77U 
7-feK7S K*»fc. 

'H-NMR (DMSO-dj) 5 :3. 00 (dd. J=I0.0. 14. OHz. 1H) 3. 32 (m, 1H) 3. 65 (s. 2H) 3.7 
6(s.3H) 4. 82 (dd. J=4. 5. 10. OHz. 1H) 6.93(4 1-8. OHz. 1H) 7. 11 On. 2H) 7. 38 (dd. 
1=2.5. 8.0Hz. 1H) 7.64(4 J=2.5Hz. 1H) 7.80(4 J=8. OHz. 1H) 9. 42 (s. 1H) 
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«i£0iJ2l2a) 




Mii^j203 1 mm<oi5m tc «t o 2- (2-x^;u-4- tr u -5-/ 1. 3-^7 v 

•H-NMR (DMSO-dj) 5:1. 23 (t. J=8. OHz. 3H) 2. 69 (s, 3H) 2. 83 (q, J=8. OHz, 2H) 7. 

70 (d, J=6. OHz. 1H) 7.78(s. 1H) 8. 60 (d. J=6. OHz, 1H) 

£K0!212b) 



mmmm) e) tm&oismz&v) 3-3-1 ([2- e-x^i^-tru ^w-s-^^jw 

'H-NMR (CDC 1 3 ) 6 : 1. 07 (d. J=6. OHz, 3H) 1. 18 (d. J =6. OHz, 3H) 1.37(d, J=7. 5Hz, 

3H) 2. 72 (s. 3H) 2. 94 0b. 3H) 3. 06 (dd, J =4. 5, 14.0Hz, 1H) 3. 61 (sept. J=6. 0 
Hz, 1H) 3. 89 (s. 3H) 4. 12 (dd. J=4. 5. 7.0Hz. 1H) 4.59(4 J=7. OHz, 2H) 6.55 

(bs, 1H) 6. 84 (d, J=7. OHz. 1H) 7. 18 (d. OHz, 1H) 7. 22 (s. 1H) 7. 63 to. 1 
H) 7. 72 (s, IH) 8. 62 (d. J=5. OHz. 1H) 
«^J213 
6jfiM213a) 

NH 2 C0 2 Et 



^>X75 H^->A6. 7g«hX5 1 ;i/^Dt°^l/-h5Dil^^^y-;i/H^L, 3B# 
-Tiib W>:SS!If^lO:l), (Z) -3- ( [ (Z) -1-7 5 7-l-7i 
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'H-NMR (CDClj) 6 : 1.30(1, J=8. OHz. 3H) 4. 17 (q, J=8. OHz, 2H) 4. 90 (d, J =6. OHz. 
1H) 5. 25 (bs. 2H) 7. 38 (d, J =6. OHz, 1H) 7. 40-7. 50 (m. 3H) 7. 65 (m, 2H) 
§SBS0iJ213b) 



(Z) -3-([(Z)-l-75/-l-7xx;M^Ux>]7S7:*4^>)-2-7°D'</"x-- 
M. 5g£v7x-;i/X--rJl'30iiillC&fi?U 200t:T5P#r^n^Ufc o S^^tC 

77^f — "CISS b^it > : 1^X3^= l:Hy^DO/^>:/^y -;i/=50 : 1) , 
X^;i/ 2-7iX;i/-lH-5-f5^^"^^^^>l/-b3. 5g£#fc. 
'H-NMR (CDC 1 3 ) <5 : 1. 39 (t. J =8. OHz, 3H) 4. 38 (q. J =8. OHz. 2H) 7. 43 On, 3H) 7.7 
8(s, 1H) 7. 90 (in, 2H) 

X^;i/ 2-7xx;U-lH-5-^5^V-;^^**^->l/- b3. 5g£N. N-y^^* 
JVAY^WOmUzfeML. *&T7jc5|Ht^ h U V AO. 71g£}JD*.. MT 1 PMME . 

SM(d7j<. M7>€^7A^I^JlOX.> ^X^UTffltBLfeo Btg£X5P;UJi 

i-y^-2-7xx;i/-iH-4-r 5^'v*-^*;u#*->i/-ho. 6g€r, ^-y->:ra 
x^jkiiiTxfji' i-y 5^;i,-2-7xx;i/-iH-5-f 5^ % /-;u*;i/#+i/i/- h2. 
2g£f#fc. 





x^;i/ l-y^-2-7xx;i/-lH-4--1' 5^/HWM*yU- h 
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'H-NMR(CDC! 3 ) 6 : 1. 37 (t. J=8. 0Hz. 3H) 3. 94 (s. 3H) 4. 34 (a, J=8. OHz, 2H) 7.4 
6 (id. 3H) 7. 60 (id. 2H) 7. 83 (s. 1H) 



•H-NMR (CDClj) 6 : 1. 39 (t, J=8. OHz, 3H) 3. 77 (s. 3H) 4. 39 (q, J=8. OHz, 2H) 7.4 
5 (m, 3H) 7. 64 (m, 2H) 7. 68 (s. 1H) - 



x^;u i-^^;u-2-7x-;u-iH-5--f5^ > /-;^;^^rvi/-h2. 2g£x^ 
u i-^3^-2-7x-;MH-5-^s^v-;u*MU**>$n. ig£#fc, 

'H-NMR (CDC 1 3 ) 6 : 3. 77 (s. 3H) 7. 52 (m. 3H) 7. 71 (m, 2H) 8. 06 (s. 1H) 



mmmm)e) tmrn^mz^^ 2-fV7°o#^>-3-[4-* b+v-3-uo-* 

5P;i/-2- 7 x ih-5 — r 5 # v* u ;H * ;u*x;n 75/ x^;w 7 x x;n y □ A* 

'H-NMR (CDC 1 3 ) 6 : 0. 82 (d. J=6. OHz, 3H) 0. 97 (d, J=6. OHz. 3H) 2. 66 (dd, J=7. 0. 

14.0Hz. 1H) 2. 79 {dd. J=4. 5, 14.0Hz. 1H) 3. 41 (sept. J=6. OHz. 1H) 3. 76 (s, 
3H) 3. 78 (s. 3H) 3. 91 (dd. J=4 : 5. 7.0Hz. 1H) .4. 37 (d. J-7. OHz, 2H) 6. 87 (d. J 





fi&#l213e) 
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=8. 0Hz. !H) 7. 05-7. 08 (m, 2H) 7.46-7. 53 (id, 3H) 7. 72 (d. J=6. 5Hz, 1H) 7. 82 (s. 
1H) 8. 13 (bs, 1H) 



l-^f *-Z-7i-/hlH-H S^y-**;^*^!/- hO. 6g£X^ 

;i/-2-7xn;wiH-4-< 5^y-;^;^>^0. 5g£#7c 0 

'H-NMR (CDC1 3 ) d : 3. 86 (s. 3H) 7.52(111, 3H) 7. 68 On, 2H) 7. 83 (s, 1H) 

^0iJ214b) 



3 1 ;i/-2-7iXJl/-lH-4-l' 5^/U;W ijM-JH7$;xfJH 7i-iH 7°DA° 

'H-NMR (CDC 1 3 ) 5 : 0. 84 (d, J=6. 0Hz. 3H) 0. 99 (d, J=6. 0Hz. 3H) 2. 70 (dd, J=7. 0. 
14.0Hz. 1H) 2. 84 (dd, J=4. 5, 14. 0Hz, 1H) 3. 44 (sept, J=6. 0Hz, 1H) 3. 79 (s. 3H) 
3.90(s, 3H) 3. 96 (dd, J=4. 5, 7.0Hz. 1H) 4.40 (d, J=7. 0Hz. 2H) 6. 90 (d, J=8. 0Hz. 
1H) 7. 1 1 (m, 211) 7. 56-7. 64 (m, 3H) 7. 70-7. 76 (in, 1H) 8. 10 (s. 1H) 8. 97 (bs. 1H) 
^^215 
£J3i#j215a) 
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CI 

^B^203t^(7)^^T2-(2-^OP7x-;i/).-5-^5 1 ^-1.3-^7V*-;P-4- 

'H-NMR (DMS0-d 6 ) 5 :2. 68 (s, 3H) 7. 48-7. 55 (m, 2H) 7. 65 (d, J=8. OHz, 1H) 8. 24 (d 
d, J=2. 0. 8.0Hz, 1H) 13. 50 (bs, 1H) 
HM#J215b) 



mm&mtmmoijjm \zx d 3-3- [ ( [2- (2^dd7i-;h -5-*7;wi. 3-5^7 
v -;u-4-r )D*))IX-)17=l;) * -4-* h * -> 7 x -yv-i-* v 7°o 

'H-NMR (CDC 1 3 ) <5: 1. 07 (d, 1=6. OHz, 3H) 1. 17 (d, J =6. OHz, 3H) 2. 74 (s. 3H) 2. 93 (dd. 

J=7.0. 14.0Hz, 1H) 3. 07 (dd. 1=4.5, 14. OHz, 1H) 3. 60 (sept, 1=6. OHz. 1H) 3. 89 (s, 

3H) 4. 13 (dd, J=4. 5. 7. OHz, 1H) 4. 59 (d. J=7. OHz. 2H) 6. 84 (d. J=8. OHz. 1H) 

7. 16 (dd. 1=2.0. 8.0Hz. 1H) 7. 23 (d. J=2. OHz, 1H) 7. 35-7. 38 On, 2H) 7.48-7. 51 (m. 

1H) 8. 23-8. 26 On, 1H) 

HMffJ216 

££3£0iJ216a) 



'H-NMR (DMSO-dj) 5:2. 66 (s. 3H) 7. 56 (d. 1=8. OHz. 211) 7. 98 (d. J=8. OHz. 2H) 

mmm2m) 
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/=\ ,NV" 




&m&mtm®<Dijmz «t o 3-3- [ ( [2- (4^pd7.x-jh-5-/^-i, 3-^7 

'H-NMR (CDCI 3 ) 6: 1. 07 (d. J =6. OHz. 3H) 1. 17 (d, J=6. OHz. 3H) 2. 70 (s. 3H) 2. 93 (dd. 
J=7. 0, 14.0Hz, 1H) 3. 06 (dd. J =4. 5. 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 1H) 3. 90 (s, 
3H) 4. 13 (dd. J =4. 5, 7.0Hz, 1H) 4.58 (d, J-7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d. 
J =8. OHz. 1H) 7. 16 (dd. J =2. 0, 8.0Hz. 1H) 7. 22 (d. J=2. OHz. 1H) 7. 41 (d. J =9. OHz. 
2H) 7. 86 (d. J =9. OHz, 2H) 



Mii#J203 1 mmo)j5&T*S-t J-)V-l- (l-^3L~M -I. 3-^7 frtf 

'H-NMR (DMS0-d 6 ) 6 : 2. 60 (s, 3H) 7. 08 (dd. J=4. 0. 5.0Hz. 1H) 7. 77 (d. J =8. OHz, 1H) 
7.80 (d. J=5.0Hz. 1H) 38 (bs. 1H) 

mmmim) 



- (2-^X - M -1.3-^7 */—)V-4-<1 M t) )V^-)17 = ?-M 7 □ 

'H-NMR (CDC 1 3 ) 6 : 1. 05 (d. 1=6. OHz. 3H) 1.17 (d. J=6. OHz, 3H) 2. 67 (s, 3H) 2. 93 (dd. J 
=7. 0.14. OHz. 1H) 3. 06 (dd. J =4. 5. 14. OHz. 1H) 3. 59 (sept. 1=6. OHz. 1H) 3.89 



MM 2 17a) 
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(s, 3H) 4. 1 1 (dd. J=4. 5. 7.0Hz, 1H) 4.57 (d. J =7. 0Hz, 2H) 6. 49 (bs. 1H) 6.8 
3(d. J=8. OHz. 1H) 7. 08 (dd. J=4. 0. 5.0Hz, 1H) 7. 1 7 (dd. J=2. 0, 8.0Hz. 1H) 7. 
22 (d. J=2. OHz, 1H) 7. 43 (dd. 1=1.0. 5.0Hz, 1H) 7. 52 (dd, J=l. 0. 4.0Hz. 1H) 



(±) -Z-a-*7>*y 7*U v> h U ^WUXT.-r^O. 6g£ uu*9 >200ml 
USflPU U-y7+ffy^o[5.4. 0]-7-"7>x-fc>8. 9ml MAfco JgJt^£^ 

Y-tiSLKW>:»Kxf^3:IK *?)V (Z) -2- [ K^/J^k**^) fi)V 
7 5 7 -3- (3- [ (ter 1-^ ->*;U#x;W 75/]^ 9MP-4-7 h+y7i 
-;i/)-2-7°D^/x-N2Ig^#fco 

'H-NMR(CDCIj) 6 :1.44(s. 9H) 3. 80 (s. 3H) 3. 86 (s, 3H) 4. 25 (s, 2H) 4. 90 (bs. 1 
H) 5. 13 (s. 2H) 6. 78 (d, J=8. OHz, 1H) 7. 35 (in, 5H) 7. 42 On. 1H) 7. 49 fa. 1H) 
33ig0S218b) 



*?)V (Z)-2- [ K> z?)VOr*r -» *;i/#x;H 7 5 7-3- (3- [ (tert-7* 
JI^XJH 7 5 717 9^-4- 7 h > 7 x XJW -2-7° p ^ 7 x- h 5g£ 7 9 7 
CiiL, lOK/^v^A^StO. 7g£iin;L» 7K^HfflrvTT16^itJ*Lfc. K£ 
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ZZ.t\Z&?TffiWLX3-M *3-)V 2-75y-3-(3-[(tert-yh^v^;i/fc 

'H-NMR (CDC 1 3 ) 5 : 1. 43 (s, 9H) 2. 80 (dd, 3=7. 0, 14. OHz. 1H) 

3. 69 (dd. J=4. 5, 14. OHz, 1H) 3. 72 (s. 3H) 3. 82 (s. 3H) 4. 27 (d, J =6. OHz, 2H) 

5. 00 (bs. 1H) 6. 79 (d, J=8. OHz, 1H) 7. 06 (m, 2H) 

8Si£#J218c) 



* 2-7 5 J -3- (3- [ (tert-7* h + - M 7571^ ^-4-^ h 

7i-JH yo/WX- h3.4g&^DP*;PA30ml{l^L, Ml. 7ml<hM^-r 
V75;H. 35ml &JP^. MX:-C20ftfflnWVrz. H^^Tk^L, zk^DAv^P 

* If >: §1^X5^9: IK l-[l-(3-[(tert-7>^v*;^-;W7S7]^^-4 

'H-NMR (CDCI3) <5 : 1. 43 (s. 9H) 3. 78 (s. 3H) 3. 82 (s, 3H) 4. 27 (d, J=6. 0Hz, IH) 
5. 00 (bs, 1H) 6. 79 (d. J =8. OHz, 1H) 7. 1 1 On, 2H) 
ft»J218d) 



1- [1- (3- [ (tert-7* V*ist))\,ts-)\,) 7$ /] *?-)V-A-* h*v^>^;H -2- 
^ h^y-2-^VI^l']-l-y7y>-K^A 2g£n-7°PAV -;W0ml Hjgft? 
L, MP^7A(n)25mg^JPAfco ^fSTll^F^Ji^LfcmMlET^L, M 
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^v'J^W^^A^DV h^77-f-T*ffiSlife K^1t>:gt^X5 1 ;U=9:l)o 
# f>tlfc t)©*IIJtfi»J38«!:^©^ffiT5!!iaTS H ttck 0 , 3- (3- [ (2, 4-5? * o 

•H-NMR (CDC1 3 ) <5 : 0. 87 (d. J=8. 0Hz. 3H) 1. 58 (q. J=8. 0Hz, 2H) 2. 97 (dd. J =7. 0. 
14.0Hz, 1H) 3. 09 (dd. J =4. 5, 14.0Hz, 1H) 3. 38 (m. 1H) 3. 52 (m, 1H) 3. 85 (s. 3H) 
4. 07 (dd, J=4. 5, 7.0Hz. 1H) 4. 60 (d, J=7. 0Hz. 2H) 6. 82 On, 2H) 7. 1 6 (dd. J=2. 0, 
8.0Hz, 1H) 7. 30 (dd. 1=2.0. 8.0Hz, 1H) 7. 40 (d. J=2. 0Hz. 1H) 7. 40 (d. J=2. 0Hz. 
1H) 7. 65 (d. 1=8. 0Hz. 1H) 



®!i£0!l2O3 1 mm<Dj5&1?2- (4-^^7i =-M -5-* 3-f7 % /-JH- 

•H-NMR (CDClj) 6 :2. 40 (s. 3H) 2. 77 (s, 3H) 7. 25 (d, J =8. 0Hz, 2H) 7. 85 (d. J =8. 0Hz. 2H) 
$t60!l219b) 



nm&mtmmoyumzj: o 3-3- [ ( [2- (4-/^7i=;n -s-^wu-i. 3-^7 
v -;p-4-r M ij)vt--)V7^j) * 3-M -4-* K 7 x -;u-2— r 770^ 

'H-NMR (CDC 1 3 ) 5 : 1. 07 (d, J=6. 0Hz. 3H) I. 17 (d, J=6. 0Hz, 3H) 2. 40 (s. 3H) 2. 70 (s. 
3H) 2. 93 (dd. J=7. 0. 14. 0Hz, 1H) 3. 07 (dd. 1=4.5, 14. 0Hz. 1H) 3. 60 (sept, J=6. 0Hz. 
1H) 3. 89 (s. 3H) 4. 13 (dd. J =4. 5, 7.0Hz. 1H) 4.58 (d. J-7. 0Hz. 2H) 6. 49 (bs. 1H) 
6. 84 (d. J=8. 0Hz, 1H) 7. 1 6 (dd. 1=2.0. 8.0Hz. 1H) 7. 22 (d. J=2. 0Hz. 1H) 7. 24 (d. 





0 
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J=8.0Hz, 2H) 7. 81 (d. J=8. OHz, 2H) 



«ifiW220a) 

W s 




iJigW203tPI«l©^ST2- (3-7 D □-4-7J^P7xZJH -5-pWM, 

1 H-NMR (CDCI 3 ) <5 :2.80(s, 3H) 7. 23 (d. J=8. OHz, 1H) 7. 84 fa. 1H) 8. 09 (dd, J=2. 

0, 8.0Hz, 1H) 

«#l220b) 



mmmwtm&<Djjmz& o 3-3- [ ( 12- (3-7 □ 04-7;^ a 7 x-;w -5-* ^ 
v 7° □ # * *ntz. 

'H-NMR (CDCIj) 6: 1. 07 (d. J =6. OHz, 3H) 1. 18 (d, J =6. OHz. 3H) 2. 70 {s. 3H) 2. 94 (dd. 
J=7. 0, 14.0Hz, 1H) 3. 07 (dd. J =4. 5, 14. OHz, 1H) 3. 61 (sept, J=6. OHz, 111) 3. 89 (s, 
3H) 4. 13 (dd. .J =4. 5. 7. OHz. 1H) 4.58 (d, J =7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d. 
J=8.0Hz. 1H) 7. 17 (dd. 1=2.0. 8.0Hz. 1H) 7. 21-7. 23 (m. 2H) 7. 76-7. 80 (ra. 1H) 
8. 02 (dd, J =2.0. 8.0Hz. 1H) 

mmm22\ 



©£09203 1 mm<Dl5 &~C2- (2, 4-v 7 n □ 7 x ~M -5-* =$-)V- 1 , 3-3 1 7 V'-Jl 
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'H-NMR (DMS0-d 6 ) <5 : 2. 67 (s, 3H) 7.60(dd, J=2. 0, 8.0Hz, 1H) 7.86(d, J-2. 0Hz. 1H) 

8. 28 (d, J= 8.0Hz. 1H) 

^»221b) 

ci 1 

mm&mt mu^mz^ k> 3-3- [ ( [2- (2, a- vz> □ □ 7 ^-m -5-* 3- 

5P7 7-^-4-f ;n * -;U7 5 / ) ^ -4-7 h + -> 7 x - ;i/-2--f 7 7o 

'H-NMR (CDCI3) 5: 1. 07 (d, J=6. OHz, 3H) 1. 17 (d, J =6. OHz, 3H) 2. 72 (s, 3H) 2. 94 (dd, 
J=7. 0, 14.0Hz, 1H) 3. 07 (dd. J -4. 5, 14. OHz, 1H) 3. 60 (sept. J=6. 0Hz, 1H) 3. 89 (s, 
3H) 4. 13 (dd. J=4. 5, 7.0Hz, 1H) 4.59 (d, J=7. OHz, 2H) 6. 52 (bs. 1H) 6. 84 (d. 
J=8. OHz, 1H) 7. 17 (dd. J=2. 0, 8.0Hz, IH) 7. 23 (d. J =2. OHz. 1H) 7. 36 (dd. J=2. 0. 
8.0Hz, 1H) 7. 51 (d, J =2. OHz. 1H) 8. 24 (d. J=8. OHz, 1H) 
«ffJ222 




M^J203t|5l«(D^^T2- (2^f^7x-;i/) -B-^fJhl, 3-^77-^-4- 

'H-NMR (CDCl 3 ) 6:2. 61 (s. 3H) 2.82(s. 3H), 7. 27-7. 33 On, 2H) 7. 37 (d. J=8. OHz. 1H) 

7. 80 (d, J=8. OHz. IH) 

HM222W 
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HM#i38 1 mm<Di5mz & o 3-3- 1 ( [2- (2-^^71 - m -5-/ 1. 3-^7 

'H-NMR (CDCI3) <5: 1. 07 (d, J=6. OHz. 3H) 1. 17 Cd. J=6. OHz, 3H) 2. 57 (s, 3H) 2. 72 (s. 

3H) 2. 94 (dd, J=7.0. 14. OHz. 1H) 3. 07 (dd. J =4. 5, 14. OHz, 1H) 3. 60 (sept. J=6. OHz. 

1H) 3. 89 (s. 3H) 4. 12 (dd, J =4. 5. 7. OHz. 1H) 4.59 (d. J=7. OHz. 2H) 6. 51 (bs. 1H) 

6. 84 (d. J=8. OHz. 1H) 7. 16 (dd, J=2. 0, 8. OHz. 1H) 7. 24 (d, J=2. OHz. 1H) 

7.26-7.38(in, 3H) 7. 70 (dd. J=2. 0, 8. OHz, 1H) 

«ffJ223 

§^#J223a) 




Mii0y2O3<hl^*£<Z)7j&T-2-(4-^ h^->7i";H -5-*3\>M. 3-?7*/—)V-4 

•H-NMR (DMS0-d 6 ) <5 :2. 63 (s. 3H) 3. 80 (s. 3H) 7. 04 (d. 1=8. OHz. 2H) 
7. 90 (d. J =8. OHz. 2H) 




m&mztmmojjmz* o 3-3- [ ( [2- (4-/ h+y7i-;n -5-^^-1. 3-5^ 

**>*;i^>B&&#fc. 

■H-NMR (CDCI3) <5: 1.05(4 1=6. OHz, 3H) 1. 17 (d. J=6. OHz. 3H) 2. 69 (s. 3H) 2. 93 (dd. 
J=7. 0. 14.0Hz, 1H) 3. 05 (dd, 1=4.5. 14. OHz. 1H) 3. 59 (sept. 1=6. OHz, 1H) 3. 86 (s. 
3H) 3. 89 (s. 3H) 4. 1 2 (dd. J =4. 5, 7. OHz, 1H) 4. 58 (d. 1=7. OHz, 211) 6. 49 (bs. 1H) 
6. 83 (d, 1=8. OHz, HI) 6. 94 (d, J=8. OHz. 2H ) 7. 17 (dd. 1=2.0. 8.0Hz. 1H) 7. 22 (d. 
J =2. OHz. 1H) 7. 86 (d. J =8. OHz. 2H) 
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N X0 2 H 



•H-NMR (CDC1 3 ) 5:2.42(s, 3H) 2. 81 (s, 3H) 7. 32 (m. 2H) 7. 76 (dd. J=2. 0, 8.0Hz, 1H) 
7. 82 (d. J=2.0Hz, 1H) 
Hig0iJ224b) 



MMMMtmWiVJS&lZ <fc 0 3-3- [ ( [2- (3^^;U7xn;W -5-^^-1. 3-3" 7 

'H-HMR (CDC 1 3 ) 6 : 1. 07 (d. J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz. 3H) 2.41 (s, 3H) 2. 71 (s. 
3H) 2. 93 (dd, J=7. 0. 14. 0Hz, 1H) 3. 06 (dd, J=4. 5, 14. 0Hz. 1H) 3. 60 (sept. J=6. 0Hz. 
1H) 3. 89 (s. 3H) 4. 12 (dd. J =4. 5, 7.0Hz, 1H) 4.58 (d, J=7. 0Hz. 2H) 6. 49 (bs, 1H) 

6. 84 (d. J=8. 0Hz, 1H) 7. 17 (dd. J=2. 0, 8.0Hz, 1H) 7. 23 (d. J =2. OHz, 1H) 

7. 25-7. 34 (m. 2H) 7. 70 (d. J=8. OHz, 2H) 7. 76 (bs, 1H) 
H«B0i225 

S£ftl225a) 
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'H-NMR (CDCI3) 6 :2. 85 (s, 3H) 7. 16(t, J=8. OHz. 1H) 7. 87 (t, J -8. 0Hz, 1H) 
H5S#J225b) 



nm®m t mm<Di5mz£ <o 3-3- [ ( [2- (4-7 jm- □ 71-iH -5-* 1, 3-5 1 

MSm/e(ESI) (MH + ) 487 
fii30H226a) 



fl?U *«n r 28X^HJ£A*3 t 7-h25g*«Tbfc. S^2r*^TT*2B#P^ 

7^y-)AT«, «JET*ffiLfc. OT£y * /-MOnlfcJS* U 

Mi. 5g&inA, 4l$K2J089tfi£Ufc. U 7k, 7> ; ex77k£in;LTp 

>:»BtX^=4: 1-1:1). tWI' 2-75 y-5-^^;i/-l, 3-^77-;U-4-^JU^ 
+ h 2. 8g£t#fco 

'H-NMR (CDC lj) 6 : 2. 61 (s, 3H) 3. 88 (s, 3H) 5. 02 (bs. 2H) 



2-7 5 7 -5-^ 1 . 3-^7 y-;U-4-* v U- h 2. 8g$r y ^ y 
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-1, 3-f7 , /-^-4-*;^^yl/- h 0. 47g£t#fco 
'H-NMR (CDC1 3 ) 6 :2. 74 (s. 3H) 3. 93 (s. 3H) 
§S!i£0iJ226c) 




CI 



2-^n^-5-^^;U-l, Z-^7 s /-)l-A-t))V^ : yU- hO. 3g£3-^ d 
□ 7i-^o>i0. 2g£ Wl-X U fh7^ hij7izMX7^ > 

#5A^dt h^7^-T*jfg{U ^^JU 2-(3-^f^7i-;H-5-^?^-l,3 
-fTy-W-iJ^+vl/- hO. 2g£#7c„ 

•H-NMR (CDC 1 3 ) 6 : 2. 83 (s. 3H) 3. 97 (s, 3H) 7. 38 (m, 2H) 7. 77 (dd. J=2. 0, 8.0Hz, 

1H) 7. 94 (d. J=2. 0Hz. 1H) 
Mj£0J226d) 

CI 

;* T)V 2- (3-^ x -)V) -5-^ 1. 3-^7 y*— ;i/-4-* -> u- h 0. 
2g^^^y-;H0mlt^L, 5NzKBe<b^- h 'J A@ffltlml Srfi0A> 1 ftNttftyi 
gSLfc. E£fc**ftU 2N&^T+*nL7c&gmx3\H/T«JffiL7c. 
»ftifi*-e«fe». «Si*8t«E"7^^^ATft*a» BffSIU 2-(3-^fJl/7i 
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'H-NMR (DMS0-d 6 ) <5 :2. 73 (s. 3H) 7. 55 (m, 2H) 7. 83 (d, J=8. OHz. IH) 

7. 93 (d, J=2. OHz, 1H) 

«#J226e) 



CI 1 



mMmztmffiojsmzxK) 3-3- 1 ( [2- (z-t^jiyx.-M -5-*?-;ih, 3-^7 

MSm/e(ESI) 503 (MH + ) 



CI 

Mag^J226i:(5]^^SfCcfcD2- (3-5->*? PD7i^H -5-*9\>M. 3-^71/ 

'H-NMR (DMS0-d 6 ) 5 : 2.74 (s. 3H) 8. 75 (s. 1H) 8. 90 (s. 2H) 
^SS^J227b) 



CI 1 

mm&mt mm^mz^ d 3-3- 1 ( 12- (3-5-s^ □ □ 7x-jh -5-*?;m. 3- 
fyy'-JH-^ ;H * - ;i/7 s y ) ^ -4-* h * v 7 x - ;i/-2--r v 7o 

MSm/e(ESI) 537 (MH + ) 

HMffJ228 

^^J228a) 
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-;i/-4-;*j;i^ 

'H-NMR(CDCl 3 ) 6 :2. 53 (s, 3H) 2. 81 (s, 3H) 6. 74 (d. J=5. 0Hz. 1H) 7. 28 (d, J=5, 0Hz, 1H) 
HI£0iJ228b) 



nm&m t mmo^m \z <t o 2-^ v 7 o ->-3-4- ^ h * ->-3- 1 ( [5-* ^-2 

MSm/e(ESI) 489 (MH*) 

%«gy229 

SSii#J229a) 



mfemnst mmoxfe iz£ o 5-* ^;u-2- (3-^x- ;w -i, 3-^7 7-;i-4-# 

'H-NMR(CDCl 3 ) 6 :2.84(s, 3H) 7.4l(dd. J=l.O, 5.0Hz, lH) 7. 50 (d, J=l. 0Hz, l 

H) 7. 81 (d. J=5. 0Hz, 1H) 

H^J229b) 



'MM&mtmm.<DU&lz<S: D2-f V7°p^^ v-3-4-^ h^v-3- [ ( [5-* 3^-2 
-(3-^x-;i/)-i, 3-f7/-JH-^ ;W AM^75;i /f;H7x-^7'o 
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MSra/e (ESI) 475 (MH 4 ) 



CI V S N^l 



mmm22b t mm^mizj: <o 2- (5-^7 □ 0-2-5PX- jw -5-^^-1. 

'H-NMR(CDClj) 6 :2. 83 (s, 3H) 6. 92 (d, J=5. OHz, 1H) 7. 24 (d. J=5. OHz, 1H) 



mmm^tmmcD^mzxKi 3-3- [ ( [2- (5-^ □ d-2-5px-;u -s-pwu-i. 3- 
? 7 v-;u-4-r ;n t> )VX ~)V7 s y ) ^ -4-* h * xx;p-2-r v^o 

MSm/e(ESI) 509 (MH*) 



^4. 3g£»0AT^Ti613P*M#Lfco Sf&fS^M/ET^I® Lfc&B*i£ vU *y 
W7A^O-7 hifyy^--cnmL. |-y^7D^>^>AMW5 HI. 8g£ 



■H-NMR (CDCI3) 6 :1. 64 (e 2H) 1. 78-1. 94 On, 4H) 2. 00 (in. 2H) 2. 95 (qui, J=6. OHz, 
1H) 6. 86 (bs. 1H) 7. 50 (bs, 1H) 
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S!SS0J231b) 




'H-NMR (CDC 1 3 ) 6 : 1 70-1. 88 (m, 6H) 2. 20 (m, 2H) 2. 72 (s, 3H) 3. 42 (qui, J=6. OHz, 1H) 



«#J38£:|5|}£©^&KJ;D3- [3-([(2->£o^>7- 3-^77 
— f ;W 7 $ / * f ;n) -4-* h ^>7n;W -2-r v7d^ 

MSm/e(ESl) 461 (MH 4 ) 

HjgffJ232 

§^M232a) 



'H-NMR (CDC 1 3 ) 6:1.25-1. 55 (m, 5H) 1.75 On, 1H) 1. 86 (in. 2H) .213 fa. 2H) 2. 72 (s. 
3H) 2. 96 (qui, J =6. OHz. 1H) 
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mm&m t mm<Dism \z «t o 3- [3- ( i (2- -> 7 □ a* ^^p-s-^^u- 1 . 3-5 1 7 »/ 

— — r ;W * )l#=.M 7 s. J * 3-)V 1 ) -4-/ h * -> 7 x n;H -2— f V 7" □ 

MSra/e (ESI) (MH*) 475 

3Sli£0>J233a) 



^iify23i i ra«©*» t £ o 2- (2-^ ^;U7 x - ;w -5-^ 3-7-7 v-^ 

'H-NMR (CDC1 3 ) <5 :2. 61 (s. 3H) 2. 82 (s, 3H) 7. 30 On, 2H) 7. 37 (d, J=8. OHz, 1H) 

7. 80 (dd. J=2. 0, 8.0Hz. 1H) 

§H;860iJ233b) 



mM&wtw\m<Dijm\z&r)w-[([2- (2-*^7x~;w -5-^^-1. 3-77 

MSm/e(ESI) 482 (MH*) 
«ffJ234 



0- 

Mia^J23 1 <h M©3Ef ffi £ «k D 2- h * v 7 irjH -5- * 7;i/- 1,3-77 V- 
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'H-NMR (DMS0-d 6 ) <5 :2. 66 (s. 3H) 4. 02 (s, 3H) 7. 10 (t. J=8. 0Hz. 1H) 
7. 25 (d. J=8. 0Hz, 1H) 7. 55 (t, J=8. OHz. 1H) 8. 28 (d, J=8. OHz. 1H) 



M234W 



o- 




mm&mtmmoyjsmzj: 03-3- [ ( [2- (2-* h*y7i^n -5-^;!/-i, 3-5 1 

MSm/e(ESI) 498 (MH*) 
HM^J235 



2->7y-3-^5 L ;Ph°U v>2g^t°'J^>30raK h 'JXf^Ti >12ml K&fi?U 

13^=1:1), 3-/fJM-h''Jy>*Mft75 H2. 6g£l#fc. 

'H-NMR (CDC 1 3 ) 6 :2. 76 (s, 3H) 7. 28 (m, 1H) 7. 62 (d, J=8. OHz. 1H) 8. 37 (d. J=4. OHz, 1H) 

§Uia#J235b) 
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;w-i. 3-^7 y-^-4-;&;i^ 

'H-NMR (DMSO-d,) <5 :2. 66 (s. 3H) 2. 71 (s, 3H) 7. 42 (dd, J=4. 0. 8.0Hz, lH) 7.80 
(d. J=8. 0Hz, lH) 8. 44 (d. J=4. OHz. lH) 



mm^mtmm^mzx o 3-3- i ( [2- (3-*^;u-2-tr 0 -5-^^-1. 3- 

MSm/e(ESI) 484 W) 

HiSffJ236 

$*i£#J236a) 



6 

3-fcf D U >2g£>>£ □ □ * * >30ml £S#PU □ DiSgcMBft. 6g€rJbP^_. 

^7 7^-TflML(§t^X^;i/:^^/-;i/ =4:1), 3-tTU^>N-**->H2.4g* 

'H-NMR (CDC 1 3 ) 5 :2. 31 (s, 3H) 7. 10 (d, J=8. OHz, 1H) 7. 17 (dd, 1=4. 0. 8. OHz, 1H) 

8. 07 (m, 2H) 

§2i£#J236b) 



3-tTU >>>N-:**v K2. 4g£7"fe h- h »J ^30ml l:ilL, h 'J ;* f^^'J 
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7- h*3. Mtim-iVtDVn*^ Jl/^D'J F2. 4ml£J!jnx.. 2B#fp1in^ji^Ufco 

?7^-T^Lfc(^*tr>:i1^X^=l:l)o $lt#£iB£#l235a) K^oT^ 
1L, 5-j^^;P-2-tTU y>AMft7S FO. 2g£#fco 

' 'H-NMR (CDC1 3 ) 6 :2. 41 (s. 3H) 7. 63 (d, J=8. OHz, 1H) 8. 34 (bs, 1H) 8. 60 (d, J=8. OHz, 1H) 
§2M236c) 



'H-NMR (DMS0-d 6 ) 5 : 2. 35 (s, 3H) 2. 65 (s. 3H) 7. 78 (dd, J=2. 0, 8.0Hz, 1H) 8.02 
(d, J=8. OHz, 1H) 8. 48 (d, J =2. OHz, 1H) 



mm&mtmm(Djim\z& <o 3-3- [ ( [2- (5-7^;u-2- e u *jm -5-^^-1. 3- 

?7 V*-;U-4-f ;H ts )V#=.)V7 5 7 ) 7 -4-7 h * 2/ 7 x - — f V 7a 

MSm/e(ESI) 484 (MH + ) 

^1M237 

»B0l237a) 
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mT&mostmmojjtinz&m- a-z □ □ 7i-;n -s-x^-i, 3-^7 

'H-NMR (CDC 1 3 ) <5 :1. 37 (t. J=8. OHz. 3H) 3. 24 (q. H=8. OHz. 2H) 7. 40 On, 2H) 7.52 

(in, 1H) 8. 35 (m, 1H) 

«0iJ237b) 




mmmnt mm<D^m K«k o 3-3- [ ( [2- a-? □ □ 7 x -m -s-x^-i, 3-^7 

MSm/e(ESI) 517 W) 

£«giJ238 

ti(j&^J238a) 




®ii^J203<!:|SI«©^ffitC«t 0 2- (4-2 □ □ 7i^JH -5-X3MM, 3-^7 V-^ 

'H-NMR (DMSO-d 6 ) <5 : 1. 23 (t, J=8. OHz, 3H) 3. 08 (q. H=8. OHz, 2H) 7. 57 (d. J=8. OHz, 2H) 

8. 00 (d, J =8. OHz, 2H) 

HfiS#J238b) 




mmw tmm<o Jj&izj: o 3-3- 1 ( (2- □ □ y x =.m -s-x^m. 3-^7 
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MSra/e (ESI) 517 (MM 

jgftSffJ239 

^£#J239a) 




§SiI#J203 1 m&(Dl5mz£ 0 2- (4-* ?^7x-;H -5-X3^-l, 3-^7 

'H-NMR(DMSO-dj) 5:l.23(t. J=8. OHz, 3H) 2. 35 (s. 3H) 3. 07 (q. H=8. OHz, 2H) 7. 

30 (d. J =8. OHz, 2H) 7. 86 (d. J=8. OHz, 2H) 

^J6^J239b) 




■m&mizt mnismzz o 3-3- [ ( [2- (4-^^7i-jh -5-x^ju-i. 3-^7 

ItSm/e (ESI) 497 (MM 
Mii#J240a) 




§5ligffl235 1 mmcDjimz X V 5-X^;U-2- (3- **)V-l- f "J v;U) -l, 3-^77 
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'H-NMR (DMS0-d 6 ) 6 : 1. 27 (t, J =8. OHz, 3H) 2. 74 (s. 3H) 3. 10 (q. H=8. OHz, 2H) 7. 
42 (dd. J=4. 0, 8.0Hz, 1H) 7. 81 (d. J=8. OHz, 1H) 8. 48 (d. J =4. OHz, 1H) 



mm^mtmmo^mz^ o 3-3- [ ( [2- (3-^^-2-tf j ->*;w -5-x5p;u-i, 3- 

MSi/e(ESI) 498 (MH 1 ) 

«ffJ241 

iS^J241a) 



§S?iMJ236a-c) ,h^^©^CJ;t9 2- (5-;*3\>!/-2-t? U vJW-5-X5P;i-l, 3-? 

'H-NMR (DMS0-d 6 ) 5 : 1. 24 (t, J =8. OHz, 3H) 2. 35 (s, 3H) 3. 09 (q, H=8. OHz, 2H) 7. 

79 (d, J=8.0Hz. 1H) 7. 81 (d, J =8. OHz. 1H) 8.49(s, 1H) 

«0iJ241b) 



mmmwt mmismz& o 3-3- 1 ( [2- (5-^^-2- t? u v;w -5-x^ ;m, 3- 




0 
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MSm/e (ESI) 498 flffl*) 




«Jfi«203tTO©*ffifc«kO2- (3-j7DO-4-7Ma7i-;H -5-X^;P-l. 3 

'H-NMR(CDClj) <5 :1. 35 (t, J=8. OHz, 3H) 3. 20 (q. H=8. OHz. 2H) 7. 21 (d, J=8. OHz, 
1H) 7. 83 (m, 1H) 8. 10 (dd. J=2. 0, 8.0Hz. 1H) 



mm&wtwimommzk o 3-3- [ ( [2- (3-^ □ o4-7Mo7x-;n -5-X5 1 

MSm/e(ESI) 535 (MH*) 
«it09243a) 



M£#J203 i: PUf (D75£T5-x3^-2- (2-^X =. ;W - I, 3-3 1 7 , /-;M-* Jl'tf 

'H-NMR (CDC 1 3) 6 : 1. 33 (t, J=8. OHz, 3H) 3. 18 (q. H=8. OHz. 2H) 7. 10 (dd. 1=4.0. 
5.0Hz. 1H) 7.47(d. J=4. OHz. 1H) 7. 60 (d. J=5. OHz, 1H) 
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MSm/e(ESI) 489 (MH + ) 
»#J244a) 




4- * h * ->-3- 12- [4- ( h y 7 ;m- d * 7xy^->] x^;n ^ >X7^r t 

t£ + v-3- (4-/ h * v -3-2- [4- ( HJ 7 JM" □ ;* 7i;+-»Xf;V7x- 

'H-NMR(CDClj) 5: 0.96 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23 (t. 1=7. 
2Hz, 3H) 2.79 (dd. J=8. 4. 14.0Hz, 1H) 2.95 (dd, J =4. 8, 14. 0Hz. 1H) 3.08 
(t, J=7. 6Hz, 2H) 3.50 (sept. J=6. 0Hz, 1H) 3.82 (s. 3H) 4.00 (dd. 1=4.8. 8. 
4Hz. IH) 4.15-4.20 (ra. 4H) 6.78 (d. J=8. 0Hz. 1H) 6.96 (d. J=8. 8Hz, 2H) 7. 
09 (s, IH) 7. 10 (d. J=8. 0Hz. 1H) 7. 52 (d. J=8. 8Hz. 2H) 




7 7* □ ->-3- (4- * h * v -3-2- [4-(h'j7Mo/f jW7i; 
* ->] X37U7 xXJW 7d A° / X- h le) £ TOtcMS U 2--f V 7°o 
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* v-3- (4- * h * v-3-2- (4- ( h 'J 7 )V* □ * 7 x / * ~>] X^ 7 x ~ ;M 

■H-NMROClj) 6 : 1.02 (d. J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz. 3H) 2.89 (dd. J=7. 
6. 14.0Hz. IH) 3. 07 (dd, J =4. 0. 14. 0Hz. 1H) 3.09 (t, J=7. 6Hz, 2H) 3.56 (se 
pt. J=6.0Hz, 1H) 3.83 (s. 3H) 4.10 (dd. J=4. 0. 7. 6Hz. 1H) 4.17 (t, J =7. 6H 
z, 2H) 6.80 (d. J=8. 0Hz, 1H) 6.96 (d, J=8. 8Hz, 2H) 7.09 (s. 1H) 7.09 (d, 
J=8. 0Hz. 1H) 7.52 (d. J=8. 8Hz, 2H) 

Httffll245a) 



4-* h*~>-3- (I [4-(HJ 7;M-d*^W ^> s sM *3-M*>X7)V 
rtF^ffl^T, Slj&ftlla) iC^t, M^Jlb) tTO©*ftT» X3^ 2-<77* 

□#+v-3-[4-^ h+-> -3-((4-(hU7^o^^;w^>v;n^+v^5 1 ;i') 
7x-;H 7*d/vx- 

'H-NMR(CDC1 3 ) 5 : 0.96 (d. 1=6! 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.23 (t. J=7. 
2Hz. 3H) 2.79 (dd. J=8. 4. 14. 0Hz. IH) 2.95 (dd. J =4. 8. 14. 0Hz. 1H) 3.50 
(sept. J=6.0Hz, 111) 3.82 (s. 3H) 4.00 (dd. J=4. 8. 8. 4Hz. IH) 4.15-4.20 (m, 
2H) 4.58 (s. 2H) 4.64 (s. 2H) 6.79 (d, J=8. 0Hz. IH) 7.16 (dd. J =2. 4. 8.0 
Hz. IH) 7.28 (d. J=2.4Hz. IH) 7.49 (d. J=8. 0Hz. 2H) 7.60 (d, J =8. 4Hz. 2H) 
«#J245b) 



X?)V 2--fyyo^y-3-[f/h^y -3-([4-(h'j7MD^fJH^>y 
□ #+~>-3-[4-* h*->-3-([4-(HJ 7)V*n*3 L Ml>i?M -t^st^M 7 
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'H-NMR(CDCI 3 ) <5: 1.02 (d. J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz. 3H) 2.92 (dd, J=7. 
6, 14.0Hz, 1H) 3. 09 (dd, 1=4.0, 14. OHz, 1H) 3.56 (sept. J=6. OHz, 1H) 3.81 
(s, 3H) 4. 12 (dd, J=4. 0, 7. 6Hz, 1H) 4. 59 (s, 2H) 4. 64 (s. 2H) 6. 80 (d, J= 
8. OHz, 1H) 7. 14 (dd. J=2. 4, 8. OHz, 1H) 7. 28 (d, 1=2. 4Hz, 1H) 7. 50 (d, J=8. 
4Hz. 2H) 7.60 (d, J=8.4Hz. 2H) 




(t h^->7x-;H-2-i'V^P#^v7 o DAVX-h0. 51 

g ©fh7t Hn7^>^(lml)*5ck^4-^DO^>v;i'yo5 HO. 25mg£;i<£> 

letciiBA, MTi5Pf|y?ii#Lfc„ Ej£fflE£*#Lfc&, uwnre+ftu rax 

-«Ffi6x^;K4:l)iSai»iaJ;O0. 19g£#fc. #e>*xfcO. 19g£HI£#)le) tm&lz. 

mm u 3- (3- [ (4-^ □ d ^^;i/-4-^ h+y7x-jn -2— f v y □ 

^y7*OA'>i 0. 17 g£fcfc. 

l H-NMR(CDCl 3 ) <3 : 1.02 (d, 1=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.92 (dd, J=7. 
6, 14.0Hz, 1H) 3. 09 (dd. J =4. 0. 14. OHz, 1H) 3. 56 (sept. J=6. OHz, 1H) 3.81 
(s. 3H) 4.12 (dd, J =4. 0, 7. 6Hz, 1H) 4.59 (s. 2H) 4.60 (s. 2H) 6.80 (d. J= 
8.0Hz, 1H) 7.13 (dd. J =2. 4. 8.0Hz, 1H) 7.27 (d, J=2. 4Hz, 1H) 7.32 (s. 4H) 
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[3- ( t H □ + v ;* -4- * h + -> 7 x - ;W -2--f V 7* □ > 7* □ 
AVX-h2.2g£vpt h*->X*>15mlfc:i§fl?U *#TT=£{fcU >1. 2ml£jbQ 

> U P." 5 ? h tf?7 4 — {C#L> ^-t)- >-g^X3^ (4 : 1) igfcb#Ii 

/X-H. 6g*#fc. 

■H-NMRtCDCIj) (5 : 0.97 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.24 (t, J=7. 
2Hz, 3H) 2. 88 (dd, J=8. 4, 14. 0Hz, 1H) 2. 95 (dd, J=5. 2, 14. 0Hz, 1H) 3. 50 (sep 
t. 1=6. 0Hz. 1H) 3. 87 (s. 3H) 4. 00 (dd, 1=5.2. 8. 4Hz. 1H) 4. 1 1-4. 21 (m. 2H) 4. 
53 (d, J=2.4Hz, 2H) 6.79(d. J=8. 8Hz. 1H) 7. 08 (d. J-8. 8Hz, 1H) 7. 12 (s, 1H) 
S^J247b) 



?mit 'J ^7 A 7^5 x7 A87iDg^T- h 7 1 Hp 7 5 >7. 5ml C*«PU tK^TO. 
50g©X5 L ;i'5-^^;i/-2-7xx;U-l, 3-r77-JH-*i^+y h©f h 7 

^^7^-lC^L, ^-tf->-Mx5W2:l)?£ffi#i®cfc9 (5-* 9^-2-7 xx;i/ 

-1, 3-^7>/-;i/-4-<JI/) *9J—)V 0.42g£f#7c. 

'H-NMR (CDC1 3 ) <5 :2. 46 (s. 3H) 4. 82 (s. 2H) 7. 50^7. 53 (m, 3H) 7. 88-7. 91 (m. 2H) 



*miti- h U 7 A24mg£7 h y t KP 7 7 >2ml fcJgtffU zk&T3- [3- (7*P : E 
*3\>M-4-* h + ^7xx;H-2-<77°a^4->'7°PAVx- hO. 19g<D7 h7k 
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KD77 (lml) feet (5-* f;H-7xZJW, 3-^7 y-JM-T ;W * * 

M£<D;fe5ATigtKigj££: LT*— 7-fe h- h 'J;p— h U 7;M-D#&S£JB 

HfcHPLCfcTttRU 2-rV7*n#*->-3-(4-* h+y-3-((5-/W-7iz;P 

-1, 3-^7^/-^-4-r;H ;* h*>>] /^7i^JH 7°DA>IS!0. 13g**3fc. 

MS m/e (ESI) 454 (MH*) 

H»248 

M3^J248a) 



7U\>HI*/8V>. g»j£0iJ247b) i|5)^©75ST, (5-7^-2-fc 0 U^;W**/- 

'H-NMR (CDC1 3 ) 6 : 0.93 (t, J=8. 0Hz. 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m, 2H) 
2. 63 (t, J=8. 0Hz, 2H) 4. 73 (s, 2H) 7. 14 (d, J=8. 0Hz, 1H) 7. 50 (d, J=8. OH 
z, 1H) 8.39 (s. 1H) 



(5- 7'^;i/-2- f U 5?J W ^ * J «fc 3- [3- C7* □ * -4-/h^/7i 
^H-Z-^vyDt^y/n/Vx-h^ffl^, M0J247) £PI«6©#jn?, 3-(3 
- [ (5-7*^^-2- tf U S^H * h * ■>] ;* 3^-4-* h + ->7i n;W -2--T 7 7*o#+ 

MS m/e (ESI) 416 (MH + ) 

SMM249 

M#J249a) 




«248b) 
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'H-NMR (CDC1 3 ) 6 : 1.34 (d, J=6.4Hz, 6H) 4.55 (sept, J=6. 4Hz, 1H) 4.62 (s, 2 

H) 6.87 (d, J=8. 8Hz, 2H) 7.22 (d, J =8. 8Hz. 2H) 

H^J249b) 




(4-^yya#+->7x-;w^^y-;i'43 c ti>'3-[3-(yo ; e^5 1 ;w-4-^ h+ 

y 7 iz jH -2-^ V y □ y y □/ V X- F§ffl l\ M#J247) <h|5)^<7>75&T\ 
2— f y 7*D#*v-3- (3- [ (4— f y7'a^y^>yJH *^)V-\-* 
-» A 

MS m/e (ESI) 4 1 7 (MH + ) 

HMff!l250 

SJiI#J250a) 




-2-^ h+->7x-;w ^^y-;u$#fco 

'H-NMR (CDC 1 3 ) <5 : 3.83 (s. 3H) 4.62 (s. 2H) 6.85 (s. 1H) 6.94 (d, J=8. OHz, 

1H) 7.20 (d, J=8.0Hz. 1H) 

HJiSTOOb) 
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CI 




T 



OH 



^y7x-JH-HV/o^->7"a;Vl-^IK fdS0<J247) tmm<DJj& 
X\ 3-(3-[(4-^od-2-^ b^r^y^M**^) *?-)l-A-* F^->7x-JH-2 

y 7* p 7* □ / t >§£ £ 
MS m/e (ESI) 423 OOP) 
»W2S1 
SS£0iJ251a) 



2-2DD-4-* h*->£,&#Bt£ffl<^ Mi£#J247b) £TO©7j£T, 



'H-NMR(CDCIj) 6 : 3.80 (s, 3H) 4.70 (s. 2H) 6.80 (d, 1=8. 0Hz. 1H) 6.95 (s, 
1H) 7.37 (d. J=8. 0Hz, 1H) 



(2-?DD-4-/ h + y 7 1 - JH / ^ / -il/fe<t ^'3- [3- (7'Q t / -4- / h 

+y7n;n -2-< y 7*n vt'o / v x- h £ $ \,\ n^j247) t mm^m 

T\ 3-(3-[(2-?Em-4-* h^->^>v J ;W^->] ^^-4-^ h+y7x-JH-2 
-f y 7°p ->7*o^ 
MS m/e (ESI) 423 (MH*) 




4- J* h*->7x=JM^^;-M#fc. 
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Slig0»J252a) 




OH 



'H-NMR (CDC1 3 ) 6 : 3.92 (s, 3H) 4.72 (s. 2H) 7.08 (s. 1H) 7.22 (d. J=8. 0Hz. 

1H) 7.42 (d. J=8.0Hz. 1H) 

H5£#l252b) 



(l-puu-A-* h^->7i^H^^;-^<J:m- [3- (7Pt^5 : iW-4-^ h 
+y7x-;H-2-f77o^y7D/VX-h^fflli ( HSS#I247) ,?:(r]*£07j& 
T\ 3- [3- { [2-7;M-o-4- ( h U 7;M"D ^^;H ^> S JM tti/*7M -4-p< h 

MS m/e (ESI) 457 W) 

«ffJ253 

^^J253a) 



4-7i; + y^lSSE^ffl^ Mii#J247b) <h|!^<7)7j£T\ (4-7i/4y7x 

'H-NMR (CDC 1 3 ) a :4. 72 (s. 2H) 7. 00-7. 02 (m, 4H) 7. 12 (t, J =8. 0Hz. 1H) 7. 30- 

7. 38 (m. 4H) 

SHJ£#J253b) 
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T 



OH 



(4- 7 x / * -> 7 x - ;w y> * y -;^<k 3- [3- (7* o ^ ;* -A- / h * -> 7 
x-JH-Hvya^+y^D/Vx-h^H. £tt«247) fcEltt03MfeT, 2- 
-f V 7*0 ->-3- (4-7 h * v-3- [(4-7x7 + SW) ^y]^^7i- 

MS m/e (ESI) 451 (MH*) 



2, 4- v 7 □ P ^ > V)V7)V3 —)V$> J: #3- [3- (7* □ * 7 3^1/) -4- 7 h * > 7 x 
^H-HV/P^y/a/Vi-h^fflK HJS0J247) tm<DljtikT\ 3- (3 
-[(2. fyi'DOOyjK^y] 7^-4-7 h^y7i-M -2— T 77*o#+ 

MS m/e (ESI) 427 (MH*) 
«ffJ255 

F 0 



1-7 )V* a -4- ( h U 7;M"0 79 1 ;W ^> v;b7;bn-;^ct^3- [3- (7cHE7 
5r;W-4-7 h + y7x-JH-2-^77D^y7"o/Vl-h$ffl^. |IS§#I247) 

t mmojj mx% 3- [3- ( [2-7;^ 0-4- ( h u 7;m- n 7 ^ >*jm ->7 

^;i/) -4-7 h + v 7 x n M -2-f V 7*D # * S/^n A >K * #3t» 
MS m/e (ESI) 445 (MH 1 ) 
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CI 




T 



A- 9 pp-2-7 )V*ul>~/)V7 )Vzi-)Vio^m-[Z-[y'u^:^^M-\-^ 
3- (3- [ (A- 9 P u-2-y)Vt □ ^ > s?;W ^;i/-4-^ h + ->7x^;H -2~f 

MS m/e (ESI) 4 1 1 (MH + ) 



3, A-i>9 uw^si/lVJ )Vi—)V$$<L tX3- [3- (yot/^H-^b+^i 
^H-2-fV7 , D#+->/D/VX-h$ffl^ M0SJ247) tPI#(7)7j^T, 3-(3 
- [ (3. 4- v ^ p D ^ > 3?;W * * ->] * 3MP-4-* h+->7i-JH -2--f V7"ot^ 

MS m/e (ESI) 427 (MH*) 



4--f y 7°p f;i/^>v;i/7;up-;ufe«k^3- [3- i^p^^^w -4-^b^->7 

ii;H-2-^77D^y7o/Vl-h^^ «#J247) <hl«H$©73&T;\ 2- 

<77D^y-3- (3-KHV7'Dk"JK>y;Ht+-/Uf)H-/ h+->7i 

-;W7"oA>K^fc. 

MS m/e (ESI) 401 (MH*) 

HM^259 



0 
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4-* h * v-3- 12- [4- (h'J7Mo/f;H7i/+ v] x^;H ^ >X7^r t 

fe-T, 5- (4-* h + v-3-2-(4-(h'J7;U^D^5 L ;i/) 7x;^y)l?M>y;W- 
1.3-^775 >-2.4-> ? ^> fcfcfc. 

'H-NMR (DMSO-d 6 ) <5 : 3.09 (t, J=7. 2Hz, 2H) 3.10 (dd, J=9. 2. 14. OHz. 1H) 3.45 
(dd, JM.O. 14.0Hz, 1H) 3.83 (s, 3H) 4.17 (t, J=7. 6Hz. 2H) 4.49 (dd, J=4. 
0, 9.2Hz, 1H) 6.82 (d, J=8. OHz, 1H) 6.96 (d. J=8. 8Hz. 2H) 7.08-7.10 (m, 2 
H) 7.52 (d, J=8.8Hz, 2H) 8.37 (brs. 1H) 



4-* h * ->-3- ( I [4- ( h U 7)V* □ * ^ > 5?;H ->! * ^ >X7)V 
rt F^iD:2,W7 l Jy>y*>5fflK «iiM27c) fc8te£»0y29) <b[s]*£ 
(Dlsm-e. 5- [4-* h*v-3-([4-(h»j 7MD^.fJH ^>v» *^y^?;H ^ 
>i>;H -1,3-^7 75 >-2. 4->>:*>£#7c. 

'H-NMR (DMS0-d 6 ) 6 : 3.11 (dd, J=10. 0. 14. OHz. 1H) 3.47 (dd. J =4. 0. 14. OHz. 
1H) 3.82 (s, 3H) 4.51 (dd. J=4. 0. 9. 2Hz, 1H) 4.58 (s. 2H) 4.66 (s, 2H) 6. 
82 (d, J =8. OHz, 1H) 7.12 (dd. J=2. 4, 8.0Hz, 1H) 7.24-7.28 On, 1H) 7.50 (d. 
J=8. OHz, 2H) 7.61 (d. J =8. OHz. 2H) 8.10 (brs. 1H) 

mmmm 
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tert-7*^l/ N-(5-*:;U5^-2-^ h^isOzSM t))Vrt*- hi. 7gfe«ktX2. 4 
-^77*Uv>y*>3. 4g£ MUx>100i)l;:^fi?U t°^'J-7>0. 28g*5J;^M0. 

^ifJU^m, WffiLfcf£ll£&iJfcU b^X>Tftf£Ufcl£, MEET&jiU ter 
N-5- [(2, 3-^7 7*7 >-5--f >Jf» ;*?;H-2-;< h*~> 

^>^;^*;^A-^-h^^#feo^^T^#e>nfctert-7*9 1 ;^ n-5- [ (2. 4-s?**v-i. 

*^A7S K80mlKigfl?U \0%^y -77 Am^8. 0g£iD*., 50g, 15kg/cmHC7K^ 
jbPJET-e20P#^jt^b/t<, M$-£iii®L£*££Mra£L;t^ 7j<^JPAMx^ 

$£$J±g£Lfc<, M£7U;Wkfr7A7D^b7*77^-KttU A^1t> 
-^x^^diD^tB^PcfcO tert-7^JU N-5- ( (2. 4-&*4v-\. 3-^7 7*5 

>-5--f ;w ;WH-2-* h^->^>v f ;i/*;UA*^- h8. 2g£#7co 

"H-NMR (CDC1 3 ) 6 : 1. 45 (s, 9H) 3. 1 1 (dd, J=9. 2. 14. OHz, 1H) 3. 42 (dd, J=3. 6, 14. 
OHz, 1H) 3.83 (s. 3H) 4.26 (d. J=6. OHz, 2H) 4.50 (dd, J=3. 6, 9. 2Hz. 1H) 5. 
00-5.08 (m, 1H) 6.79 (d, J=8. OHz, IH) 7.09-7.13 (m. 2H) 8.28-8.33 On. 1H) 
^iS#J261b) 



tert-7*^ N-5-K2, 4-7**7-1. 3-5 L 7V*7>-5-< ;W tTM-l-t h*~s 
K>i})Vt))Vn*- hi 2g(C4M HCl-dioxane 40ml^iDA, lB#Pa1jI#L;t. 
f^^^Lfc^, $JET££**U tert-75 1 ^ N-5- [(2.4- -7**7-1. 3-^7 V'y 

>-5--r;p) ^^;H-2-^ h*7^77;u7 5 >j^^6. 0g£*#7c o x^x-n^tifc 

tert-7*3^ N-5- 1 (2. 4-7**7-1, 3-5 1 7 > /7>-5— h*7^ 
77^75 >JSKJfi0. 20gfeck^2-^ h*7-4-(h U 7;Wd/^)»II10. I 
5g£7^;U*JUA7 5 K2.5»lfc:*#U *^T77 7 *X*>SEyXfM 11m 
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1, hUX^JU75>0. 10il£JJ0;tfc. £i&T?16l5MHM*Lfcf& 

h ^77/-li#l, 'vHf>-»Kx^ (2:1) ^tB^iict 9N1-5- [ (2, 4-v** 

v-i, 3-^7y*7>-5-f;w^;H-2-* K*v^>v;i/-2-/ b*->-4-(HJ7 

;p*p^^-;W^>X7 5 F 0. 18g£t#fc 0 

'H-NMR (DMSO-d,) fi : 2.99 (dd, 1=9. 6, 14.0Hz, 1H) 3.28 (dd, J=4. 0. 14. 0Hz, 1 
H) 3.79 (s, 3H) 3.97 (s, 3H) 4.42 (d. J =6. 0Hz, 2H) 4.79 (dd. 1=4.0, 9. 6Hz, 
1H) 6.93 (d, J=8.4Hz. Ill) 7.08-7.13 (in, 2H) 7.37 (d, J =8. OHz. 1H) 7.42 
(s. 1H) 7.84 (d, J=8.0Hz, 1H) 8.64 (t. 1=6. OHz. 1H) 12.02 (brs. 1H) 
«ffJ262 




2-/7DD-4-* h*->5!cm§«fcJ:tftert-:73 1 ;U N-5- [(2, 4-S*?MrV-l. 3-3 1 

W*©#8sT, Nl-5-[(2,4-v ? ^V-l, 3-77V*7>-5-^fJH^^;H-2-/ 
y^>^l/-2-^DO-4-^ h+v^>X75 F£#fc. 

'H-NMR (DMS0-d 6 ) <5 : 2.99 (dd. J =9. 6, 14. OHz, 111) 3.28 (dd. J=4.0, 14. OHz, 1 
H) 3.78 (s, 3H) 3.79 (s, 3H) 4.42 (d. J =6. OHz, 2H) 4.79 (dd. J=4. 0. 9. 6Hz, 
1H) 6.93 (d, J=8.4Hz, IH) 6.94-6.96 (m. 1H) 7.06 (d. J=2. 4Hz. 1H) 7.08-7. 
13 (in. 2H) 7. 43Md, J=8. OHz, IH) 8.64 (t. 1=6. OHz. 1H) 12.02 (brs. 1H) 



$£ff]263 




7Dr)Mte&TfleT )V N-5- {(2, 4-^+V-l. 2-^-7 % Jy >-5--f M *T 
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M-2-* h*v^>v;U7 = >&mt&$:m<,\ «W261) tmU<Dl5&T\ N2-5- 
[(2,4-7**7 -1.3-5 1 7 , /7>-5-rJW^5 1 ;H-2-^ h^v^>vJU-5-7*^ 

'H-NMR (DMS0-d 6 ) 6 : 0.89 (t, J=7. 2Hz, 3H) 1.25-1.33 (m. 2H) 1.53-1.60 (m, 2 
H) 2.67 (t, 1=8. OHz, 2H) 2.99 (dd, J =9. 6, 14.0Hz, 1H) 3.28 (dd, J=4. 0. 14. 
0Hz. IH) 3.79 (s, 3H) 4.42 (d. J=6. OHz, 2H) 4.77 (dd. J=4. 0. 9. 6Hz. 1H) 6. 
93 (d, J=8.4Hz, 1H) 7.03 (d. J=2.4Hz, 1H) 7.10 (dd, J=2. 4, 8. 4Hz, 1H) 7.8 
1 (dd, J=2. 0, 8.0Hz, 1H) 7.95 (d. J =8. OHz, 1H) 8.49 (d, J=2. OHz, 1H) 8.89 
(t, J=6. OHz, 1H) 12.02 (brs, IH) 



4-< 77P#*v£m#&*5«klAert-75 1 ;i/ N-5-K2. 4-^**7-1. 3-^77 
^y-^M^M-l-* h*7^>7;i/7 5 7i|[&i&£fflVv HJ60<J261) £|WU£ 
(DJ5&T\ Nl-5-[(2, 4-7**7-1. 3-^7777-5-^ ;W737H-2-7 b*7-< 
77;i/-4--f 77"D^y^>X75 K£t#fco 

'H-NMR (DMS0-d 6 ) 6 : 1.26 (d, J =6. OHz, 6H) 2.99 (dd, J=9. 6. 14. OHz, IH) 3.28 
(dd. J=4. 0, 14. OHz, IH) 3. 79 (s. 3H) 4. 42 (d, J=6. OHz. 2H) 4. 69 (sept, J 

=6. OHz, IH) 4. 79 (dd. J=4. 0. 9. 6Hz, IH) 6.93 (d. J=8.4Hz. IH) 6.95 (d. 1=8. 

4Hz, 2H) 7.03 (s. IH) 7.08 (d. J=8. 4Hz. IH) 7.84 (d. J=8. 4Hz. 2H) 8.63 (t. 
J=6. OHz, IH) 12.02 (brs, IH) 



5-^W-7i-Jl/-l, 3-^77-;U-4-*;i/#>M43ctt/tert-75 L ;U N-5- 
1(2, 4-7**7-1, 3-^7 77>-5-<^) *97H-2-7 h^v^>-7^7$/M 
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tt&fflu* mm^m\) tmmo)^mx\ N4-5-K2. 4- $***y-i. 3-^775 >-5- 
-f ;w *7;H-2-* h+v^>v;i'-5-^5 1 ;u-2-7x-ji/-i, 3-77y-;M-#;i/ 

'H-NMR (DMS0-d 6 ) 

6: 2. 61 (s. 3H) 2.99 (dd, J =9. 6, 14.0Hz, 1H) 3.28 (dd. J=4. 0, 14.0Hz. 1H) 

3.79 (s. 3H) 4.37 (m, 2H) 4.77 (dd. J =4. 0, 9. 6Hz. 1H) 6.93 (d. J=8. 4Hz. 

1H) 7.08-7.13 (m. 2H) 7.46-7.52 (m, 3H) 7.90-7.95 (m. 2H) 8.61 (in. 1H) 12. 
02 (brs. 1H) 




4-7x-;^m«4ockt/tert-7*5 1 ;U N-5-[(2. 4-^+V-l. 3-7775 >-5 
;W *7;H-2-* h+y^>y^75>SiIi&ffl^> l*d&#J261) b.W6k<Z>l5Wi 
X\ Nl-5-[(2.4-S***V-l. 3-5 l 7l/7>-5-f JW^^;H-2-^ h*5"S>5W- 

'H-NMR (DMSO-dj) (5 : 2.99 (dd. 1=9.6. 14. 0Hz. 1H) 3.28 (dd. J=4. 0. 14. 0Hz. 1 
H) 3.79 (s. 3H) 4.42 (d. J=6. 0Hz. 2H) 4.77 (dd. J=4. 0, 9. 6Hz, 1H) 6.93 (d. 

J=8.4Hz. 1H) 7.08-7.13 (m. 2H) 7.39 (t. J=7. 2Hz. 1H) 7.48 (t. J=7. 6Hz. 2 
H) 7.72 (d, J=7. 6Hz, 2H) 7.76 (d. J =8. 0Hz. 2H) 7.99 (d. J=8. 0Hz. 2H) 8.87 

(I. J=6. 0Hz. 1H) 12.02 (brs. 1H) 




4-7 x J *->£,E§®*5J:tf terl-77Jl/ N-5- [ (2. 4-5***7-l. 3-777*5 > 
-5--OW *7;H-2-* h*">^>yjU75>ffi»tt*ffltr», «#J261) 
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'H-NMR (DMSO-d 6 ) «5 : 2. 99 (dd, J=9. 6. 14.0Hz. 1H) 3. 28 (dd. J=4. 0. 14.0Hz. 1H) 
3. 79 (s. 3H) 4.42 (d, J=6. OHz, 2H) 4. 77 (dd, 1=4. 0. 9. 6Hz. 1H) 6. 93 (d. 1=8. 
4Hz, 1H) 7. 02 (d. J=8. 8Hz, 2H) 7. 05-7. 10 (id. 4H) 7.20(1. J=8. OHz. 1H) 7.43 
(t. J =8. OHz. 2H) 7. 92 (d, J=8. 8Hz, 2H) 8. 76 (t. J =6. OHz. 1H) 12.02(brs. 1H) 



y*jr)im&& zSjl^M- [3- (75 J -4-/ h + ->7i-W -2--f 7 7*o 

^yyo/vi-h^K mMmmizmzmmmm tm$k<D-j5feT\ 3-[3 

- ( [ (5-7*^-2- M U V)V) *Mz;H7$y^ -4-* h * > 7 x - M -2-f 

'H-NMR (CDC 1 j) 6 : 0.93 (t. J =8. OHz. 3H) 1.00 (d. J=6. OHz. 3H) 1.12 (d. J=6. 
OHz. 3H) 1.31-1.40 (m. 2H) 1.56-1.65 (m. 2H) 2.66 (t. J =8. OHz. 2H) 2.88 
(dd. J=8. 0. 14.0Hz. 1H) 3.04 (dd. J=4.4. 14. OHz, 1H) 3.53 (sept. J =6. OHz, 
1H) 3.87 (s. 3H) 4.08 (dd. J=4. 4. 8.0Hz. IH) 4.63 (d. J=6. 4Hz. 2H) 6.80 
(d. J=8. OHz. 1H) 7.12 (dd. J=2.4. 8.0Hz. 1H) 7.22 (d. J=2.4Hz, IH) 7.63 
(dd. J=l. 6. 8.0Hz, IH) 8.10 (d. J=8. OHz. IH) 8.35 (d. J=l. 6Hz. IH) 



4-< V7*o^+v^S#^i5ct^'x^3-(3-(7 5y *?)\A-A-* h^>7i 



m<Djjmx\ 2-1 y 7o «>-3- (3- [ M-r v 7*0 >^;H7sy]^f 
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'H-NMR (CDC! 3 ) <5 : 1.02 (d, J=6. OHz. 3H) 1.15 (d, J =6. 0Hz. 3H) 1.34 (d, J=6. 
4Hz, 6H) 2.90 (dd, J=8. 0. 14. OHz. 1H) 3.05 (dd, J=4. 4, 14. OHz, 1H) 3.57 
(sept. J=6. OHz, 1H) 3. 86 (s, 3H) 4. 10 (dd. 1=4. 4. 8. OHz. IH) 4. 58 (d. J =6. 
OHz. 2H) 4.59-4.61 (m. 1H) 6.55-6.61 (id. 1H) 6.80 (d. J =8. OHz. 1H) 6.87 
(d. J=8.8Hz. 2H) 7.13 (dd, J=2. 0. 8.0Hz, 1H) 7.22 (d. J =2. OHz. 1H) 7.69 
(d. J=8.8Hz, 2H) 
1MM270 



0 0 




4-7 x=;UftA#**S <£ T£X.?)VZ- [3- (7 5 J * -4-* V * x ~M -2 
mx\ l~i 7 7* □ ft* ->-3- (4-* h * ->-3- [ (4-7 i-M^Z-fJHTSyl^f 

;U7x-;u) ^D/^nsftfc. 

'H-NMR (CDC 1 3 ) 5 : 1.03 (d, 1=6. OHz. 3H) 1.15 (d. J =6. OHz. 3H) 2.92 (dd. J=8. 
0. 14.0Hz. 1H) 3.06 (dd. J=4. 4. 14. OHz. 1H) 3.58 (sept. J =6. OHz. 1H) 3.88 

(s. 3H) 4.11 (dd. J=4.4. 8. OHz, 1H) 4. 63 (d. J=6. 4Hz. 2H) 6.68-6.73 (id. 
IH) 6.82 (d, J=8. OHz. 1H) 7.15 (dd. J=2. 0. 8.0Hz. 1H) 7.24 (d. J=2. OHz, 1 
H) 7.35-7.40 (m. IH) 7.46 (t, J-7. 2Hz. 2H) 7.59 (d, J=7. 2Hz. 2H) 7.64 (d. 

J=8.0Hz, 2H) 7.82 (d. J =8. OHz, 2H) 



mmn\ 

0 0 




4-7 x J * ->£m#BSfc«k r>'x^;i/3- [3- (75 7^fJH-4-/f + y7 x-JU] 
-2--f V 7*D#* : sZfu J X- h IIW 19d) icMtHj^J 1 9e) <h m<D 

5&T\ 2-< 7 7*D v-3- (4-* h * v-3- [ (4-7 x J * > JH75 7] 
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'H-NMR (CDC 1 3 ) (5 : 1.04 (d, J=6. OHz, 3H) 1.15 (d, J=6. OHz, 3H) 2.91 (dd, J=8. 
0, 14.0Hz. 1H) 3.04 (dd, J =4. 4, 14.0Hz, 1H) 3.57 (sept, J=6. OHz, 1H) 3.86 
(s, 3H) 4.10 (dd. 1=4.4. 8. OHz. 1H) 4.59 (d. J=6. OHz. 2H) 6. 60-6. 65 On, 1 
H) 6. 81(d, J=8. OHz. 1H) 6.98 (d, J=8. OHz, 2H) 7. 03 (d, J=8. OHz, 2H) 7.13-7. 
18 (m, 2H) 7. 22 (d. J=2. OHz, 1H) 7. 37 (t, J=8. OHz, 2H) 7. 72 (d. J=8. OHz, 2H) 




4--f 7 7°U \d)l$iM&m&&XS^M- [3- (75 J ^^M-A-^ h + ->7x' 
;W-2-T77o>f^v7'DAVX-h^ffl^/||^JI9d) K^£M0<J19e) tnW. 
<DJ5&T\ 1-4 7 7'o#* ->-3- (3- [ [A-4 7 >V4 ;H75/M 3^-4 

'H-NMR (CDC 1 3 ) <5 : 1.02 (d, 1=6. OHz. 3H) 1.15 (d. J-6. OHz, 3H) 1.25 (d, J=6. 

OHz. 6H) 2.90 (dd. J=8. 0, 14. OHz. 1H) 2.92 (sept. J=6. OHz, 1H) 3.04 (dd. 

J=4. 4. 14. OHz. 1H) 3. 56 (sept. J=6. OHz, 1H) 3. 86 (s, 3H) 4. 10 (dd, 1=4. 4. 
8.0Hz. 1H) 4.60 (d. J=6. OHz. 2H) 6.66-6.70 (m. 1H) 6.81 (d. J =8. OHz. 1H) 
7.14 (dd, J=2. 0, 8.0Hz, 1H) 7.23 (d. J=2. OHz. 1H) 7.26 (d. J =8. OHz. 211) 

7.68 (d. J=8. OHz, 2H) 

mmmn 




M -2-4 7 7o -> 7d/i j x- h zm %nm 1 9d) 1 9e) t mm 

(Dl5mn\ 3-(3-[(2,4-f-** V* : y<> s /4 )V)7 * J] *?-)l-A-* h*v7x~ 
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'H-NMR (CDC 1 3 ) 6 : 1.02 (d, J=6. OHz. 3H) 1.15 (d. J=6. OHz, 3H) 2.90 (dd. 1=8. 
0, 14.0Hz, 1H) 3.04 (dd. J=4. 4. 14. OHz, 1H) 3.56 (sept. J =6. OHz. 1H) 3.85 

(s. 3H) 3.88 (s. 3H) 3.92 (s. 3H) 4.09 (dd. J=4.4. 8. OHz. 1H) 4.61-4.63 
(a 2H) 6.47 (d. J=2.0Hz. 1H) 6.59 (dd. J=2. 0. 8. 8Hz, 1H) 6.81 (d. J =8. OH 
z. 1H) 7.13 (dd. J=2.0. 8.0Hz. 1H) 7.22 (d, J =2. OHz. 1H) 8.19 (d. J=8. 8Hz, 

1H) 8.34-8.39 (m, 1H) 



4->£ da* ^Afl^i'tfxf^ 3- [3- ( [ (tert-7* h*->#;U 
H5S#J38) t H«©*ffit?, 3- (3- [ (4- y^D^ ->;U^ > V*< ;W 7 5 J ] * ^;U-4 
MS m/e (ESI) 454 (MH*) 



4- (4'-X^7xx;W tfx^ 3-[3-([(tert-^h+->*;P#n 

^> H%^38) <h|sJ$07J&T\ 2-<y7 , o^+->-3-[4-/ h^->-3-((4-(4'-x5 1 

MS m/e (ESI) 476 (MH*) 
1MM276 
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T 



2-iry *?V >t>)W- ym&XU^fr 3- [3- ( [ Uert-T* h*->#;i'#x;M 7 
1(6^38) t|p|«©^^T, 2-< 7:/djJ?*«>-3-(4-* h**>-3-l(2-^-7^;P*;U# 
MS m/e (ESI) 422 (MH*) 
§5£#J277a) 



2-?DO-4-t h'O^y^ltil. 9g£v^3MI/*;PA7S K20il£8ffiU 3 



? Ay* 07h^77^ -£ttU '\*-9->-»»X5 1 ;U (3:1) ^thiftiScfc 92-^ 
Hfiffl277b) 



2-^DP-4-t FD+y^Ifi/fM 25g£^pWl/*;i'A75 FlOnlfciS 
fi?U 3^fbx?M 23g43i^^*U^ AO. 21g£JjDx., -cmfflffiWLtz. BL 
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£tt£*#U IHttRTtfPLfca* SfllfJK'itliW;. W«S£®fn&iS# 
1.7g£#fc. 

'H-NMR(CDC1 3 ) 6 : 1.43 (t, J=7. 2Hz, 3H) 4.10 (q, J=7. 2Hz, 2H) 6.84 (dd, J=2. 

8, 8.8Hz, IH) 6.99 (d, J=2. 8Hz, 1H) 8.03 (d, J=8. 8Hz. 1H) 

M«277c) 




2-7 p P-4-ih*->$l.*S*J:tf3- [3- ( [ (tert-y ->*;PaH-;M 75 
7 ] * -4-^h^y7i -;U -2-f V 7°p -> USS 
0J38) £|WlJ£tf>7j?£T\ 3- (3- [(2-7 o P-4-ih+y^>7-fJH 75 7] jWM- 

MS m/e (ESI) 450 (MH*) 

mmm 




2-7PP-4-fc KP*v£m#$?/3^£cktf3 7<t7W;U£ffi<^ ®jgW277 
b) £|W]*$<D75&T\ 2-7 p o-4-7*D3|?^5/SfA*K*#fc. 
■H-NMR(CDCl 3 ) <5 : l. 05 (t, J=7. 2Hz, 3H) l. 80-1. 86 (m, 2H) 3.98 (t, J=6. 4Hz. 
2H) 6. 84 (dd, J =2. 8, 8. 8Hz, IH) 6. 99 (d. J =2. 8Hz, IH) 8. 03 (d. J =8. 8Hz, IH) 




2-7 P D-4-7*o#*->£E»Btt5<fctf3- (3- ( [ (tert-y 7 5 
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mm tmm<Di5feT\ 3- (3- ( ki-o □ □-4-t p d^+'>^> > /< m 7$ y] pwu- 

'H-NMR (CDCI3) 6 : 1.03(1. J=7. 2Hz. 3H) 1. 04 (d, J=6. OHz. 3H) 1.16 (d. J=6. OH 
z, 3H) 1.76-1.85 On, 2H) 2.91 (dd, J=8. 0. 14. 0Hz, 1H) 3.06 (dd. J=4. 4. 14. 
OHz. 1H) 3.57 (sept, J =6. OHz. 1H) 3.85 (s. 3H) 3.92 (t, J=6.4Hz, 2H) 4.10 
(dd, J=4.4, 8.0Hz. 1H) 4. 61 (d, J =6. OHz. 2H) 6. 80-6. 89 (m. 3H) 6. 95-7. 02 (m. 
1H) 7. 14 (dd. J=2.0, 8.0Hz, 1H) 7. 24 (d. 1=2. OHz, 1H) 7. 74 (d. J=8. 8Hz, 1H) 

£WJ279a) 



mm) tmm<Di5mx\ 1-2 □ a-4-f v7d#* v&&ss8**§fc. 

'H-NMR (CDC 1 3 ) <5 : 1.37 (d, J=6. OHz. 6H) 4. 62 (sept. J=6. OHz, 1H) 6.81 (dd, 
J=2.8. 8.8Hz, 1H) 6.99 (d. J=2. 8Hz. 1H) 8.02 (d, J=8. 8Hz, 1H) 
HSSW79b) 



HSS#iJ38) £H0«C!>3&ftT. 3- (3- [ (2-^ o V7'o^+y^>^ JH 7 S 

/] h4y7i-JW-2-'fV70#+y7 , D/'?>S!E^fc. 
MS m/e (ESI) 464 (MH*) 

1MM28Q 
Siia^]280a) 
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CI 0 



OH 



'H-NMR (CDC 1 3 ) 6 : 1.76-1.98 (m. 8H) 4.78-4.82 On. 1H) 6.81 (dd. J =2. 8, 8. 8H 

z, 1H) 6.99 (d. J=2. 8Hz, 1H) 8.02 (d. J=8. 8Hz, 1H) 

HJSTOOb) 

CI 0 0 



I- {7 □ d-4-> M+y^cIf S*<fcm- [3- ( [ (tert-7 h*->#;U 
7 5 7] *^;w -4-7 h^y7i-JH -2-f y 7o'#* ->^o av x- h 

> y-f ;M 7 5 / 1 7 ^;u-4-7 h * -> 7 xx;W -2-< y 7n ~> 7 a / t 

'H-NMR (CDC lj) 6 : 1.03 (d, J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz, 3H) 1.72-1.95 Ob. 

8H) 2.91 (dd, 1=8.0, 14. 0Hz. 1H) 3.05 (dd, J=4.4, 14. 0Hz, 1H) 3.56 (sept. 

J=6. 0Hz, 1H) 3. 85 (s, 3H) 4. 10 (dd, 1=4. 4, 8. 0Hz, 1H) 4. 60 (d. J=6. 0Hz, 
2H) 4.74-4.77 (in, 1H) 6.79 -6.86 (m. 3H) 6.95-7.01 On, 1H) 7.14 (dd, J=2. 
0, 8.0Hz, 1H) 7.24 (d. J=2. 0Hz, 1H) 7.73 (d, J=8. 8Hz, 1H) 
gj|M28J 

Mi£#J281a) 



^kX5 L ;H4.5g*«k^|{* , J'>A12g*JPA, 70 < CT8H#rp E 1}i^L/c. 
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5A*nTH^7^-£#U A > +ij->-^x5 L ;K2:I)^tB^ia«fcO. 4-^d 
□ -2-x h+yJIIIifM 8g£f#fc 0 

'H-NMR (CDC 1 3 ) a : 1.48 (t. J=7. 2Hz, 3H) 1.59 (t. J=7. 2Hz, 3H) 4.10 (q, J=7. 
2Hz, 2H) 4.33 (q, J=7. 2Hz, 2H) 6.92 (d, J=2. 0Hz, 1H) 6.94 (dd, J=2.0, 8.8 
Hz, 1H) 7.73 (d, J=8. 8Hz. 1H) 
M#J281b) 



hu^A2mi^j!»pA, ^urmr^mwvtz. Kmu^zwis* \mm.x-^%nv 

Ti£i£U ^&£MM£LT4->DD-2-xh*i^m#&0. 20g£#7c. 
'H-NMR (CDC 1 3 ) 5 : 1.59 (I, J=7. 2Hz, 3H) 4.33 (q, J=7. 2Hz, 2H) 7.04 (d, J=2. 
0Hz. 1H) 7.13 (dd, J=2. 0. 8. 8Hz, 1H) 8.13 (d, J=8. 8Hz. 1H) 
j£»281c) 



4-7 o D-2-X h^>£E#$?:fc<fctf3- [3- ([ (tert-7 V^-^tDVt^M 7 5 
M38) tmmMhi:, 3- (3-[(4-7DD-2-xh + v^>W;H 7 5/] ;WU-4- 

^h^->7i-jn -2--f v 7 □ 4? * > 7° □ >m *mtz, 

MS m/e (ESI) 450 (MH<) 
H^ffJ282 
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MOT2a) 




lb) tmWfifc?* 2, fylh+y$Ifi^lfc„ 

'H-NMR(CDC) 3 ) <5 : 1.45 (t, J=7. 2Hz, 3H) 1.56 (t, J=7. 2Hz, 3H) 4.10 (q, J=7. 
2Hz. 2H) 4.28 (q, J=7. 2Hz, 2H) 6.51 (d. J =2. 0Hz, 1H) 6. 62 _(dd. J=2. 0, 8.8 
Hz, 1H) 8.12 (d. J=8. 8Hz. 1H) 




2. 4-yl h * ->£BSK*3«fc 3- [3- ( [ (ter t-7 h =¥ S/.*;W#=;W 7 5 y ] * 5F- 
;W-4-* f+y7xz;W-2-^y7'D^y7 , o/VX-h^ffl^ HM0H38) £ 
3- (3- [ (2, 4-yl h + ->^> V-f M 75 y] / f ;H-^ WWi 

-ji/) -2--f v^o#*v:7*cm>m£#fc. 

MS m/e (ESI) 460 (MH*) 

glMffJ283 

S&4*283a) 




2-t H D^y-4- ( h U 7Mo / ? JH 'OXJ^t t HO. 80g£S^3SMv>l' 
A75K8ilfc*«IU S^itJL^M. 78g^«k^B6*U^A0. 69g£iDA, 70*C 
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;K5: 1) m ti&m «t D . 2-x v-4- ( h >J 7;M-D*^;l/) '<>X7^Tt HO. 60 

'H-NMR(CDC1 3 ) 6: 1.57 (t, J=7. 2Hz, 3H) 4 22 (q, J =7. 2Hz, 2H) 7.22 (s. 1H) 
7.29 (d, J=8.0Hz. 1H) 7.93 (d, J=8. 0Hz, 1H) 10.50 (s, 1H) 



F 3 C^ 



2-x h^y-4-(h'J7Mo^5 L ;H^>X7^rt K0. eOg^vTWl/TJl/* 
+ 5/ K5ml t U >^=i7K^^- h "J ^A67mg7K^fS (1ml) MUli?^- h U -7 

A0.35g*S«(3Bl)*«Tbfc. £ST12l$fi3£#&, 7K£tDA, ffllxW 

;i/ (2:1) mmmft£ 0 + ( h U 7JW*P^^;M £.&SK0. 55g£*»fc. 

'H-NMR (CDCIj) 5 : 1.61 (t, J=7. 2Hz. 3H) 4.40 (q, J=7. 2Hz, 2H) 7.28 (s, 1H) 

7.40 (d. J=8. 0Hz. 1H) 8.30 (d, J=8. 0Hz, 1H) 
^»283c) 




2_x h + v-4- ( h U y)l*o*^M £B.mm&&ZfZ- [3- (I (tert-y h*is*> 
- M 75/]^ ?M H-/ h + ->7 x - M -2—f V7*D^y7'0/VX- 
h HJ6M38) £|SH$©#i*-e, 3-[3-([2-Xh^y-4-(h <J7^*D^^;W 

MS m/e (ESI) 484 (MM 
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2-t h*P^->-4-(h U 7)V*u*^)V) *>X7)lrrt F43J;tf 3 "XbT^P 

03i£0O283a) tH*©^feT, 2-7*P#*v-4-(h U 7;M"P;*3\>U) ^> 

•H-NMR (CDC1 3 ) 6 : 1.11 (t, J=7. 2Hz, 3H) 1.88-1.96 On. 2H) 4.10 (t, J=7. 2Hz. 
2H) 7.22 (s. 1H) 7. 29 (d. J=8.0Hz. 1H) 7.93 (d, J=8. 0Hz. 1H) 10.50 (s. 1H) 
gSi£0iJ284b) 



2 . 7 - D ^->-4-(h'J7Mo^f;U / <>X7^Tk K£fflV>> §SBi#|283b) t 

mmcDjsfcv* 2-7*p#=^>-4- ( h u yyv^u^M &Mmmzmz.. 

•H-NMR(CDC1 3 ) <5 : 1.15 (I. J=7. 2Hz. 3H) 1.94-2.04 (in. 2H) 4.30 (t. J=7. 2Hz. 
2H) 7.28 (s. 1H) 7.40 (d. J=8. 0Hz. 1H) 8.30 (d. 1=8. 0Hz, 1H) 
H|g^J284c) 

0 0 



2-7*p#*v-4- ( h >J y)Viru^M <ktf 3- [3- ( [ (tert-7* h^v 

-HSfflVi, ^J60iJ38) tmmoyjjfc-C. 2-< V7"p#4^>-3-[4-* H*~>-3-([2- 
7"o^y-4-(h 'J 7MD^f;VK>^M7$;/fJH 7xzjH 7°pa' 
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MS ra/e (ESI) 498 (MH + ) 
Mi£#J285a) 




^^□t^ESK* <fctf X3M1/3- [3- (7 5 J *3-M -4-> h^-/7izjH -2- 

( [4-y o ^ > *M M t s y ) > -4- ^ h * -> ^ x -M -2--r y^o^y 

5 7) 7^;H-4-7 h*->7xx;H-2-^yyo#^yyo;vi-h1. lg. h'7. 
(tr^-n^-h) v#D>0.64g, 1, (y7x'M77f/) 7iDt> 

□□7^^A56mg:fc<fcaW&7J U *>A0. eSg^v^^TJl/^v- F20ml J~ 

&y'JW*7A^ □ V h ^7 :7<-KttU A^1^>-PlXf)l/ (1 : 1) igtB# 
lUDX^ 2--f 77°n#^>-3-[4-* h + ~>-3-([4-(4, 4, 5.5-fh7/^l/-l, 
3, 2-y^^D^P7>-2-'fJH ^>^JH75y pWM ^xXiJH 7o/Ui- 
h 1. 23g£#fc„ 

•H-NMROClj) 8 : 0.96 (t, J=6.4Hz. 3H) 1.14 (d, J=6. 4Hz, 3H) 1.21-1.27 (m, 
3H) 1.35 (s. 12H) 2.88 (dd, J=8. 4. 14. 0Hz, 1H) 2.94 (dd, J =4. 8, 14.0Hz, 
1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 86 (s. 3H) 4. 02 (dd. J=4. 8. 8. 4Hz. 1H) 4. 1 
4-4. 19 (m, 2H) 4. 62 (d. J=5. 6Hz. 2H) 6. 65-6. 70 (m. 1H) 6. 81 (d. J=8. 4Hz, 
1H) 7.16 (dd. J-2.4. 8.4Hz, 1H) 7.22 (d. J=2. 4Hz, 1H) 7.73 (d. J=8. 0Hz, 2 
H) 7.85 (d. J=8.0Hz. 2H) 
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Hffi0fl285b) 




2-ry7 c a^*v-3-[4-^ h*~>-3-([4-(4, 4. 5, 5-fh7^fJhl, 3, 2 
-/Win? >-2--f ;W * > W JU 7 5 J * =5-M 7i-;H^D/Vi-h5 
3mg. 4-7o ; &7;M-D^>-fe*>21mg. U~t*7 (y7i-M^7^7) 7iD 
iz>i?#PO/1^>"7A5. 7mg:fc£tf^#U7A55iiig£-7^ h*->X*>l. 5ml 

H U )U-h U 7;^oKK^*ffll»fcHPLClcT«i!L2->f V 7*n#*~>-3-4- 

h^r->-3-([4- (4'-7^tD7ir;H ^>y-fJH75 7) ^^7x=;H 7*0^ 

>B£l9ng£*§fc. 

MS m/e (ESI) 466 (MH*) 

%flfifll286 




CI 



X^;U 2--f V^P3t?*'>-3-[4-^ h^->-3-([4-(4, 4, 5, 5-x h 7*3^-1. 3, 2 

feim-7'D ; E7 0D^>t*>^K H^J285) tlH^CD^-e, HV7*o^ 
* ->-3-4- h * v-3- ( [4- (4'- £ □ □ 7 x ~)l) 1 > V*-f ;H 7 5 / ) ^ 7 x x 
7' 

MS m/e (ESI) 482 (MH*) 
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JL?)l 2--f 77°P#*~>-3-[4-y h*v-3-([4-(4. 4. 5. 5-fh7^fM3,2 

* ->-3-4- [ y h * ->-3- ( [4- (2'- ? D P 7 x - ;W ^ >V-i M 7 5 y ) * ?-)V7 x n 

MS m/e (ESI) 482 (MH 1 ) 
CTffJ288 




X^;U 2-f V.:/a#*->-3-[4-* h*~>-3-([4-(4,4, 5. 5-fh7^fiK 3, 2 

->?*^07 >-2--f ;w ^>»Af M 7 5 y y 7i-M 7*a/Vx- h 
^i^-yatT-V-MHK |S;860!l285) £^«©#SsT, 2-fV :7"p#*-> 
-3-4- [y h * v-3- ( [4- (4'-y h * > 7 x - ;W ^ > 7*-T ;W 7 5 J ) * <?)l>7 x x 

MS m/e (ESI) 478 (MH*) 
g|£SffJ289 




X^;i/ 2-T 7 7°P#*->-3-[4-y h*v-3-([4-(4. 4, 5. 5-fh7/f)l/-l, 3, 2 

-~7xj-=Ht# p 7 )D M 7 s y y 7i-)H 7°p^ y x- h 



305 



WO 01/25181 



PCT/JPOO/06788 



7 □ S/-3-4- h * ->-3- [ (4- [4'- ( h U 7 )V* □ ^ 3^) 7 x =;W ^ > l/-f 

;w 75 y] /^;i/7x-;w 7o/i 

MS m/e (ESI) 516 (MH 4 ) 




X^;i/ 2-f V^D#+'>-3- [4-* h*->-3- ( [4- (4. 4, 5, 5-x h 5 *?)V-\. 3. 2 

□ ^ >-2-< ;w ^ >7-r ;w 7 5 j 7 xx;H 7*0/1 y x- h 

i3«ktf2-7*C] ; E3 t 7\/-;i'£JBK HJ6W285) tTOO^FfeT. 2-<V^D^y 
-3- [4-* h * ->-3- [ ( [4- (l, 3-^7 7-;U-2--f ;W ^ > V*-f M 7 5 / ) * 7 

MS m/e (ESI) 455 (MH + ) 




2--f V 7D7H+->-3- [4-* v-3- ( [4- (4. 4, 5. 5-r h 5 ^Jl'-l. 3. 2 

:fe«ktf2-7*n : Efc?0^>&ffi^ M^J285) <h|5l&©#i£T\ 2-< V 7diJ*^->-3 
_ [ 4 _^ ^ ^ ->-3- [ ( [4- (2-t: U 5?;W OV'-T M 7 5 / ) ^ ^JH 7 xx;H 7°D A* 

MS m/e (ESI) 449 (MH 4 ) 

SMM292 

S£0l292a) 
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m<Dj5&X\ * ?M-9 o 0-4- (4, 4, 5. 5-x h 7* ^-1. 3, O 7 >- 

2--f ;w ^ > V*X- h 0. 9 1 g £ ntz o 

•H-NMR(CDC1 3 ) <5 : 1. 25 (s. 6H) 1.36 (s, 6H) 1.14 (d, J=6. 4Hz, 3H) 3.94 (s, 3 
H) 7.70 (d. J=8.0Hz. IH) 7.79 (d, J=8. 0Hz. 1H) 7.84 (s, 1H) 



;* 3MU2-7 □ D-4- (4, 4. 5, 5-fh5^ ^)V-\. 3, 2-5fc*-*1f# □ 5 >-2—f JW ^ 
>V'x-h0.30g> 7a^>-t:>0. 19g, 1. l-fcf7 (y'7i^WX7^) 7i 
Dt>77DDA"^7A57mg:feJ:tf^;fr 1 J7A0. 55g£~7* H^->x^ >15ml 

* -> u # 7A^D-?h^7>f-i:#u 'v+if >-^®fx5 l ;p (5 : i) »m» 

@«fc02-£DD-4-7x:^£MK*3 t ;P£&fc. #^Tt#£>nfc2-7 □ d-4-7 
x— ^SJftSK^^&^^y-^MnlCSjSPU lN7K^b^-hU7A2m!$rttlA, 
MT6NfW«#Ufc. EJ&a&ttSfcfcU INlftKT+foLfc^. ftMx^UT 

J£gi 1X2-7 o o-4-7i - ;i/51f fO. 12g££fc. 

'H-NMR (CDCI3) 6 : 7.44-7.52 (in. 3H) 7.56-7.63 (ra. 3H) 7.73 (d, J=l.6Hz. 3H) 
' 8. 05 (d. J=8. 0Hz, 1H) 



CI 0 
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:JM92c) 




2-7 P D-4-7 x-;i/^E#K4ock^x^;i/ 3- (3- ( [ (tert-7 v^tfx 
HJ&0J38) t!pH$©^T, 3- (3- [ (2^ n o-4-7 1 'M>^ M 7 5 ;] 

^ 5 1 ;m- ^ h * >-7 i^h -2-< v ztu v 7d a >m zmtc 

MS in/e (ESI) 482 (MH *) 

H^J293 

§3i£#J293a) 



>Wl>2-£ do-4- (4. 4, 5, 5-x h7^f^-l. 3, 2-> ; *^^0 7>-2-1';U) 
>y- x -h:fcJ;^7a^7oo^>-t:>£ffl</\ Mi£#J292b) <hTO<27j?2rC. 2 
-7 d d-4- (4*-^ do7i-JH ^cB^^f*:,, 

'H-NMR (DMSO-d 6 ) 5 : 7.54 (d, J=8. 8Hz, 2H) 7.72 (dd. J=1.6. 8.0Hz. 2H) 7.78 
(d, J=8.8Hz, 2H) 7.84 (d, J=1.6Hz. 2H) 7.87 (d. J =8. 0Hz, 1H) 




CI Q 




2-? d d-4- (4'-7 o ny^-M ZMMMteXU^fr 3- 13- ( [ (tert-7 
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^y^J-i ;H 75 y h^v7i-JH -2--f V 7" □ # * > 7° □ A° & 

MS m/e (ESI) 5 1 6 (MH*) 

gfj£0iJ294a) 



□ o-4- (4. 4. 5, 5-x h ^^Wl. 3. 2-7**U-tf □ 5 >-2~f ;W ^ 
>^/x-hfe e tm-7*D^h;Px>^ffl^, Mii^J292b) £|5H£<27ji£T, 2-7n 

□ -4- (4-- /fji/7i-jn £ n tz „ 

'H-NMR (CDC1 3 ) <5: 2.42 (s. 3H) 7.29 (d. J=8. OHz, 2H) 7.52 (d. J=8. OHz. 2H) 
7.56 (dd, 1=1.6. 8.4Hz. 1H) 7.71 (d. 1=1. 6Hz. 1H) 8.09 (d. 1=8. 4Hz. 1H) 
gUS#J294b) 



2-7 o d-4- (f-tf-fryx-M £S#B&*5«fc x^;U 3- [3- ( [ (tert-7 b* 

x -h£ffl<^ ^»38) tl^OT^T, 3-(3-[2-^DO-4-M'-/f^7x-M 
^> 4 /-f JH75y^?M-4-/ h+->7x=;H-2--f V^o#*->^a^>iS 





MS m/e (ESI) 496 (MH*) 



»ffJ295 
g25£#J295a) 
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4-£OD-2-xh*->£J&#j£X3\H/0.50g, 7i-Wd>I0. 31g, 1, l-t'7. 
m&Z-J-K 0:1) imtt#@ix 02-X h+y-4-7x-J«Iiii^^ffc. 

T^snfc2-xh^->-4-7xx;^,t^x5 L ;w$:x^y-;i'4Din-^L, in* 

■H-NMR(CDC1 3 ) 6: 1.61 (t. J=7. 2Hz. 3H) 4.42 (a, J=7. 2Hz. 2H) 7.21 (d. J=l. 
6Hz. 1H) 7.36 (dd. 1=1.6, 8.4Hz. 1H) 7.43-7.51 (n. 3H) 7.59-7.61 (m. 1H) 
8.25 (d, J=8.4Hz. 1H) 



2_x 3- [3- ( [ (tert-^ Y^yhfr-fc 

X ;M 7 5 y* ] pWW -4~* b * -> 7 xXjH -2-f V7*o^y7*D/Vl-b5 
fflVi, «0fl38) tH«©*»T, 3-(3-[(2-Xh^y-4-7i-M>^JH75 
y] y^JU-4-y h^y7xZJH-HV7'D#^>'7'0A>Sl$:l#fc. 
MS m/e (ESI) 492 (MH*) 



;Jg«295b) 
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§2B#J296a) 




OH 



■H-NMR(CDC1 3 ) <5 : 1.61 (t, J=7. 2Hz, 3H) 4.42 (q, J=7. 2Hz, 2H) 7.15-7.20 (m. 
3H) 7.30 (dd. J=l. 6, 8.0Hz. 1H) 7.55-7.59 (m, 2H) 8.24 (d. J=8. 0Hz. 1H) 



2-X h*->-4- (A'-yJl^o 7x-JM J: t/x^;U 3- [3- ([ (tert-7* 

/VI-F^fflK «#J38) tTO©77^T\ 3-(3-[2-Xh + ->-4-(4'-7J^D 

MS m/e (ESI) 510 (MH*) 
§ai£#J297a) 



4-^OD-2-Xh^v^m#^X5 1 ;i'*5J;y4-^ h*->^>-fe*>#D>16£JBl^ 





OH 
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mmmiM£mm<Dj5mT\ 2-xb*v-4-(4'-* h*'>7xzjw$ss»^fc. 

'H-NMR(CDC! 3 ) 6 : 1.61 (t. J=7. 2Hz, 3H) 3.87 (s, 3H) 4.41 (q, J=7. 2Hz, 2H) 
7.01 (d, J=8.0Hz, 2H) 7.17 (d, J=l. 6Hz, 1H) 7.31 (dd. 1=1.6. 8.4Hz. 1H) 7. 
55 (d. J=8.0Hz, 2H) 8.22 (d. J=8.4Hz. 1H) 



2-Ih^y-4-(4'^ h*is7 xXJW£&#M*5«fctfX3 1 ;P 3- [3- ([(tert-:/ 
h * x M 7 5 / i * ^ ;M -4- ^ h * *s 7 x x;H -2--f v 7 □ # * ~> 7 D 

/tyx-b£ffl<^ HJ6#l38£PH£©:£i*T, 3-(3-[2-x b*->-4-(4'-;* h+->7 

MS m/e (ESI) 522 (MH 4 ) 



mmmmt.mmo>i5feT\ 3- [3- ( yi-yjv^u-^- ( h u ^jm-d^ 

<i Myay^^JH-^ h4->7i-;H-2-7 , a^~>7'oyoi!ES#fc. 
'H-NMR(CDC1 3 ) <5 : 0.86 (t. J=7. 2Hz, 3H) 1.51-1.61 On. 2H) 2.97 (dd. J=8. 0. 
14.0Hz. 1H) 3.07 (dd. J=4.4. 14. 0Hz. 1H) 3.35 (dt. J=6. 4. 8. 8Hz. 1H) 3.50 

(dt. J=6.4. 8.8Hz, 1H) 3.89 (s. 3H) 4.04 (dd. J=4. 4, 8.0Hz. 1H) 4.64 (d. 

J=6.0Hz. 2H) 6.82 (d, J=8. 0Hz. 1H) 7.17 (dd. J=2. 0. 8.0Hz. 1H) 7.22 (d, 
J=2.0Hz, 1H) 7.38 (d. J=12.0Hz. 1H) 7.37-7.45 (m. 1H) 7, 52 (d. J=8. 0Hz. 1 
H) 8.23 (t, J=8. 0Hz, 1H) 





HlM0i)299 
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5fel8W18tH*©*jiT, 3- (3- 1 (4-^ o P-2-7M D^> l /-f M 7 S / } ^ 
MS m/e (ESI) 424 (MH*) 

■ilii 



HJg^J218t|5|il(D75^T\ 3- [4-* h*->-3-([(5-;< ^-2-7x^-1, 3-^7 
^_ ;l/ _4-^ ;l/ ) #;p#-;H 75 J 7x~;H -2-7°o#*->7°C]A->&£ 

MS m/e (ESI) 469 (MH 4 ) 
jjjjfe#!)301 



»^J2l8<t |Wll£©75i£T\ 3- (3- [ (2-^7 o n-4-7°n**M 75 / ] *3^I/-4-* 

h^->7x-;W-2-7°a^+~>^a^>^^^fe» 

MS m/e (ESI) 464 (MH*) 

«ff!302 



«^J218<!:|5l^c7575ST, 3- [3- ( [2-7 □ o-4- (v7 a 
4 )l)7S.J*?-M-4-* h^v7x-JH-2-7°O^v7°DA->^^#fc 0 
MS m/e (ESI) 490 (MH*) 
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y^oh 



mmwi 1 8 1 m%(D^mx\ 3- (3- 1 (4-># □ ^ ->;i^ ^^jTsy]^ 

MS m/e (ESI) 454 (MH*) 
j|«SW304 



CI 

^»2l8tlp|1i(7)MT\ 3-3-[([2-(2-^Da^i-;W-5-^5 L ;i/-l. 3-5P7V 

MS m/e (ESI) 503 (MH*) 
«fliJ305 



£MM2\itmm<Dl5&T\ 3-4-* h + ">-3-[([5-^^;W2-(4-^^7x-;W 

MS m/e (ESI) 483 (MH f ) 
SMM306 



JS#12 1 8 £ |bU£<Z)7j ST. 3- (3- [ (2. 4- v 0 □ □ ^ > '/-f ;W 7 5 J ] ;* 




0 



0 
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MS m/e (ESI) 426 OOP) 



OH? 




OH 



HM^J218i|WI^^^T\ 2-Xh4->-3-[4-/ h^y-3-([(5-^W-7i- 
MS m/e (ESI) 455 (MH 1 ) 



^S6#J218£H«©#i*T*, 3- (3- [ (2, 4-^on^>^;H75/] 

MS m/e (ESI) 454 (MM 
»ffJ309 



£«fl218£PI«6©?j«rt% 2-< V7h*->-3-[4-* h + ->-3- ([ (5-^^-2-7 

MS m/e (ESI) 483 (MM 
^M^J310 
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HftfflldK le) twm<D-%mTMmU 2-[4-*h*>>-3-([4-(HJ7;i'*n* 
h * -» ^ > \Af ;W 75 7^ 3-M * > >W] ^ J <i v Z> 7 v *j H Sfcfc. 
6: 0.94 (t, J=7. 2Hz, 3H) 1.51-1.71 (m, 2H) 2.51-2.58 On, 1H) 2.70 (dd, J 
=5.8, 14.0Hz. 1H) 2.88 (dd, J=8. 4. 14. 0Hz, 1H) 3.84 (s. 3H) 4.57 (d. J=5. 
6Hz, 2H) 6.75 (t, 1=5. 6Hz. 1H) 6.80 (d, J=8. 4Hz. 1H) 7. 09 (dd. J=2. 0. 8. 4H 
z. 1H) 7.15(4 J=2.0Hz. 1H) 7. 23 (d, 8. 4Hz. 2H) 7. 79 (dt. J=2. 0. 8. 4Hz. 2H) 
H$sfflJ311 



0 




njg#iidK ie) trnmcD^mx-mmL. 2-m-* h*~>-3-[ (i-j-7 ^vijMzl 

M 7 5 J } * > =JM "79 J 4 v 97 -> v h* &mco 

■H-NMR(CDClj) 6 : 0.96 (t. J=7. 2Hz, 3H) 2. 53-2.62 On. 1H) 2.73 (dd. J=5. 8, 

14.0Hz. 1H) 2.89 (dd. J=8. 6. 14. 0Hz. 1H) 2.89 (dd. J =8. 6, 14. OHz. 1H) 3.8 

7 (s. 3H) 4.64 (d. J =6. OHz, 2H) 6.82 (d. J=8. 4Hz, 1H) 6.85 (t. 1=6. OHz. 1 

H) 7.10 (dd, 2.2, 8. 4Hz. 1H) 7.22 (d. J=2. 2Hz, 1H). 7.4-7.58 (m, 2H) 7.78 

-7.94 (m, 4H) 8.27 (s. 1H) 

H^J312 

OOX CO ' H 

mmmii). 10 tmrn^mx-mmL, 2-[4-* h*v-3-(i(i-^;u-iH-2--f 

> H U M ts)^~M 757^ ?M ^ >VM 79 J -f v 9 7 -> v H 
•H-NMR (CDCI3) <5: 0.95 (t, ]=7. 2Hz. 3H) 1.51-1.62 On. 2H) 2.53-2.62 On, 1H) 
2.72 (dd, J=6.4. 14. 0 Hz, 1H) 2.89 (dd. J=4. 4, 14. OHz. 1H) 3.86 (s. 3H) 
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4. 04 (s. 3H) 4. 57 (d, J=5. 6Hz, 2H) 6. 77 (t, J=5. 6Hz, 1H) 6. 79-6. 83 fan, 2 
H) 7.06-7.18 (m, 3H) 7.27-7.33 fan, 1H) 7.37 (d, J=8. 4Hz. 1H) 7.61 (d, J=8. 
0Hz, 1H) 




IdSWdK le) t^i©*ftTllt, 2-(3-[(2,4-y^b+y^>7'fJH75 

'H-NMR (CDC1 3 ) <5 : 0.94 (t, J=7..2Hz. 3H) 1.50-1.71 fan, 2H) 2.49-2.58 fan, 1H) 
2. 70 (dd, J=6. 0, 14. 0 Hz, 1H) 2. 86 (dd. J=4. 4, 14. OHz. 1H) 3. 84 (s. 3H) 

3.86 (s, 3H) 3.90 (s, 3H) 4.59 (d, J=6. OHz, 1H) 4.60 (d, J=6. OHz. 1H) 6.4 

6 (d, J=2.4Hz. 1H) 6.58 (dd. 1=2.4. 8. 8Hz, 1H) 6.78 (d, J=8. 4Hz, 1H) 7.05 
(dd, J=2.4, 8.4Hz. 1H) 7.17 (d. J=2. 4Hz. 1H) 8.16 (d. J =8. 8Hz, 1H) 8.35 

(t. J=6. OHz, 1H) 

H3&ffJ314 



0 




HMWdK le) tm®<Dl5&-cm®V. 2- (3- ([ (5-73^-2- 1: WMtDlX- 
jH7$y/ J-M -4-^ h +->^ >-JM -J $ J -f v 5 7 -> v H £t#fc 0 
'H-NMR (CDC 1 3 ) 6 : 0.90-1.00 fan, 6H) 1.30-1.42 fan, 2H) 1.50-1.71 fan. 4H) 2.5 
0-2.59 fan, 1H) 2.65 (t. J=8. OHz. 2H) 2.70 (dd, J=6. 4, 14. OHz, 1H) 2.86 (d 
d, J=8.4. 14.0Hz. 1H) 3.86 (s, 3H) 4.61 (d. J=6. 4Hz, 2H) 6.78 (d, J=8. 4Hz, 
1H) 7.06 (dd. J=2.4, 8. 4Hz, 1H) 7.17 (d, J=2. 4Hz. 1H) 7.62 (dd. J=2. 0, 8. 
OHz. 1H) 8.10 (d. J=8.0Hz. 1H) 8.35 (d, J=2. OHz, 1H) 8.42(1, J=6.4Hz. 1H) 
Hlifeff!]3)5 
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gffiffildh le) tl^iO^T'jUiIl, 2- (4-/ b*v-3-[(2,4, 5-hD*h*-> 

'H-NMR(CDC1 3 ) 5 : 0.93 (t, J=7. 6Hz, 3H) 1.50-1.70 (m, 2H) 2.50-2.58 (m, 1H) 
2.69 (dd, 1=6.0, 13.6Hz. 1H) 2.88 (dd, J =8. 4. 13. 6Hz, 1H) 3.86 (s. 3H) 3. 
88 (s. 3H) 3.91 (s. 3H) 3.92 (s. 3H) 4.60 (d, J=6. 0Hz, 2H) 6. 49 (s, 1H) 6. 
78 (d, J=8.0Hz, 1H) 7.06 (dd, 1=2. 0, 8.0Hz. 1H) 7.17 (d, J=2. 0Hz. 1H) 7.7 
5 (s. 1H) 8.45 (t, J=6. 0Hz, 1H) 



&fifittld). le) fcH*©#85TB!«U 2- (3-[ (2. 4-v*3\>l^>7-1' )V72. A 

•H-NMR{CDC1 3 ) a : 0.94 (t. J=7. 2Hz. 3H) 1.50-1.71 (in. 2H) 2.31 (s. 3H) 2.36 

(s, 3H) 2.50-2.59 (m. 1H) 2.70 (dd. J =6. 6. 14. 0Hz, 1H) 2.88 (dd. J=8. 4. 
14.0Hz. 1H) 3.81 (s. 3H) 4.54 (d, J=6. 0Hz. 1H) 4.55 (d. J=6. 0Hz. 1H) 6.29 
(t, J=6.0Hz. 1H) 6. 78 (d, J=8. 6Hz. 1H) 6. 98 (d. J=7. 6Hz. 1H) 7. 00 (s. 1H) 7. 
08 (dd. J=2.0. 8.6Hz. 1H) 7. 18 (d. 1=2. OHz. 1H) 7.24 (d. J=7. 6Hz, 1H) 
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'H-NMR (CDCI3) <5 : 0.94 (t. J=7. 2Hz, 3H) 1.50-1.70 fan. 2H) 2.50-2.58 (m, 1H) 
2.69 (dd. J=6.8. 14. 0Hz. 1H) 2.88 (dd. J =8. 4. 14. OHz, 1H) 3.85 (s, 3H) 4. 
61 (d. J=6. OHz, 2H) 6.79 (d. J=8. 4Hz. 1H) 7.08 (dd, 1=2. 0, 8. 4Hz, 1H) 7.1 
5 (d. J=2.0Hz. 1H) 8.21 (t, J=6. OHz. 1H) 8.36 (s. 1H) 9.26 is, 1H) 




HJfiWldK le) tHSKD^ftTjfill/, 2- (4-* h*->-3-[(2-*y VfrtDVtf- 

•H-NMR (CDC 1 3 ) 6 : 0.93 (t, J =7. 2Hz, 3H) l. 50-1. 70 fan, 2H) 2. 51-2. 60 (m. lH) 
2.70 (dd. 1=6.4. 13.4Hz. 1H) 2.89 (dd, J=8. 6. 13.4Hz. 1H) 3.87 (s. 3H) 4. 
68 (d. J=6.4Hz. 2H) 6.80 (d, J=8. 2Hz. 1H) 7.07 (dd, J =2. 2. 8. 2Hz, 1H) 7.2 
l(d, J=2.2Hz. 1H) 7. 69 (t. J =8. OHz. 1H) 7.76(t, J =8. OHz. 1H) 7. 97 (d. J=8. 0 
Hz. 1H) 8. 01 (d. J=8. OHz, 1H) 8.62(s, 1H) 8. 67 (t, J=6. 4Hz, 1H) 9. 15 (s, 1H) 
3lSSffU319 



0 




ie) tmrn^m-rmmv. 2-(4-* h*v-3-[<6-*/ »j;p*;u#=. 

'H-NMR (CDC 1 3 ) 6 : 0.91 (t. J =7. 6Hz, 3H) 1.47-1.70 fan. 2H) 2.47-2.56 (m. 1H) 
2.69 (dd. J=6.0. 14. OHz, 1H) 2.84 (dd, J=8. 8, 14. OHz. 1H) 3.79 (s. 3H) 4. 

57 (d. J =6. OHz. 2H) 6.75 (d. J =8. OHz, 1H) 6.84 (t, J=6. OHz, 1H) 7.05 (dd, 
J=2.0. 8.0Hz. 1H) 7.17 (d. J=2.0Hz. 1H) 7.34 (dd, J=4.4. 8. 4Hz. 1H) 7.88 
(dd. J=2. 0. 8. 8Hz. 1H) 7. 96 (t, J=8. 8Hz, 1H) 8. 06 (d. J=8. 4Hz. 1H) 8. 10 

(s. 1H) 8.86 (d. J=2. 8Hz. 1H) 
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F 0 




F ? 



2- (3- [(2. 6-^7;P^D-4-/ h*v^>VW;W 75 7] h*v^> 

'H-NMR (CDC 1 3 ) <5 : 0. 95 (t. J=7. 6Hz, 3H) 1. 53-1. 71 On, 2H) 2. 52-2. 59 (m, 1H) 2. 

70 (dd. J=6. 6. 14.0Hz, IH) 2. 88 (dd, J=8. 4, 14. 0Hz. 1H) 3. 79 (s. 3H) 3. 83 (s, 
3H) 4. 57 (d. J=5. 6Hz. 1H) 4.57 (d, J=5. 6Hz, 1H) 6.44 (s. 1H) 6.46 (s. 1H) 
6. 78 (d. 1=8. OHz, IH) 7. 07 (dd, J=2. 0, 8. OHz, 1H) 7. 17 (d, J=2. OHz, IH) 



'H-NMR (CDCI 3 ) <5 : 0.93 U. J=7. 2Hz. 3H) 1.48-1.70 (m. 2H) 2.48-2.57 (m, IH) 
2.69 (dd, 1=6.6. 13.6Hz. IH) 2.87 (dd, J=8.4. 13. 6Hz. IH) 3.85 (s. 3H) 3. 
89 (s, 3H) 4.59 (d, J=6. OHz, 2H) 6.78 (d, J=8. OHz, IH) 7.06 (dd. J=2. 0. 8. 
OHz, IH) 7.16 (d. J=2. OHz, IH) 7.26 (dd. J =3. 2. 8. 4Hz, IH) 8.14 (d. 1=8.4 
Hz, IH) 8.19 (d. J=3. 2Hz, IH) 8.30 (t, J =6. OHz. IH) 
HMff!)322 



mmmu). ie) <hiio$^&TM3iu 2- [3- ( [ (3. 5-^7 □ 0-2- trus^)*^ 

•H-NMR (CDC 1 3 ) <5 : 0.94 (t. ]=7.2Hz. 3H) 1. 51-1. 70 (rn, 2H) 2. 50-2. 59 (m, IH) 2. 




CI 0 
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69 (dd. 1=6.4. 13.6Hz, IH) 2. 87 (dd, J =8. 4. 13.6Hz, 1H) 3.85 (s, 3H) 4.57 
(d, J=6.4Hz, 2H) 6.78 (d, J=8. 4Hz. 1H) 7.07 (dd. J=2. 2, 8. 4Hz, IH) 7.16 
(s, IH) 7.82 (d, 1=2. OHz, IH) 8. 09 (t. J=6. 4Hz. IH) 8. 40 (d. J=2. OHz, IH) 



HJS#Jld). le) tm^k<Dl5^%ML. 2-[3-([(4-^DD^> , /(b]77>-7-'f 

me 

'H-NMR(CDCl 3 ) <5 : 0. 94 (t. J=7. 2Hz. 3H) l. 50-1. 71 (m. 2H) 2. 50-2.60 On. IH) 
2. 71 (dd, J=6.0, 13.8Hz. IH) 2. 87 (dd, J =8. 8, 13.8Hz, IH) 3. 89 (s. 3H) 4.69 
(d. J=6. OHz, IH) 4.70 (d, J =6. OHz. IH) 6.81 (d. J=8. 4Hz. IH) 6.96 (d. J=2. 
OHz. IH) 7.08 (dd. J=2. 0. 8. 4Hz. IH) 7.20 (d. J=2. OHz. IH) 7.33 (d. J=8. 0 
Hz. IH) 7.71 (d. J=2. OHz, IH) 8.01 (t. J =6. OHz, IH) 8.04 (d. J=8. OHz. IH) 



mmmu). ie) tmmcDU&Tm&L. 3-(3-[(4->7/^>\/-ow7 5y)* 

'H-NMR (CDC 1 3 ) 5 : 1.04 (d, J-6. OHz. 3H) 1.16 (d, J=6. OHz, 3H) 2.92 (dd, J=7. 
2. 14.0Hz. IH) 3.03 (dd. J=4. 4, 14. OHz, IH) 3.59 (sept, J=6. OHz. IH) 3.86 
(s. 3H) 4.11 (dd, J=4.4. 7. 2Hz, IH) 4.60 (d. J=6. OHz, 2H) 6.77 (br. IH) 6. 
82 (d. J=8.4Hz, IH) 7. 1 6 (dd, J=2. 0, 8. 4Hz, IH) 7.21 (d. J=2. OHz. IH) 7. 70 
(d. J=8. OHz. 2H) 7.84 (d, J =8. OHz, 2H) 
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mumu). ie) tmm^mrmmv^ 3-[3-([3-:t-;m-o-4-(hj7;m-d;< 

'H-NMR (CDCI3) (5 : 1.03(d. J=6. 0Hz, 3H) 1. 16 (d. J=6. 0Hz, 3H) 2. 92 (dd. J =7. 4. 
14.0Hz, 1H) 3. 03 (dd, J =4. 6, 14. 0Hz, 1H) 3. 58 (sept, J=6. 0Hz, 1H) 3. 87 (s, 
3H) 4. 1 1 (dd. J=4.6, 7.4Hz, 1H) 4. 60 (d. J=6. 0Hz, 2H) 6. 75 (br, 1H) 6. 83 (d, J 
=8.4Hz, 1H) 7. 17(dd, J=2.0, 8.4Hz. 1H) 7. 21 (d. J=2. 0Hz. 1H) 7. 56-7. 70 (m, 3H) 




mm® id). 1 e) t mm (Dum-e&m l > 3- (3- 1 (2- ? u -a- * v * > v-r 

^)V-4- * h * -> 7 x ~ M -2--f V ~7° D -> 7" O )\ J -f y ? 7 is *j 

'H-NMR (CDCI3) <5: 1.00 (d. J=6. 0Hz. 3H) 1.14 (d, J=6. 0Hz. 3H) 2.89 (dd. J=8. 
0. 14.0Hz. 1H) 3.04 (dd. J=4. 0. 14. 0Hz, 1H) 3.54 (sept. J=6. 0Hz. 1H) 3.83 
(s, 3H) 3.86 (s. 3H) 4.09 (dd, J=4. 0, 8.0Hz, 1H) 4.62 (d. J=6. 0Hz, 2H) 6. 
59 (dd. J=2. 4. 14.0Hz, 1H) 6.77 (dd, J=2.4, 8. 8Hz, 1H) 6.81 (d, J=8. 0Hz. 
1H) 7.13 (dd. J=2.0. 8. 4Hz, 1H) 7.21 (d, J=2. 0Hz. 1H) 7.27-7.36 (m. 1H) 8. 
05 (t. J=8. 8Hz. 1H) 



Mff'1327 




ffiWU) , le) £TO<D^£TMU 3- (3- [ (2-^ a n-4-* h*$"0'Af M 
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•H-NMR (CDC1 3 ) a : 1.02 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. OHz, 3H) 2.90 (dd. J=7. 
6, 14.0Hz. 1H) 3.05 (dd. 1=4.4, 14. 0Hz. 1H) 3.56 (sept. J=6. 0Hz. 1H) 3.81 
(s. 3H) 3.84 (s. 3H) 4.09 (dd. J=4. 4, 7. 6Hz. 1H) 4.61 (d, J =5. 6Hz. 2H) 6. 
59 (dd. J=2.4. 14.0Hz. 1H) 6.80 (d. J=8.4Hz, 1H) 6.84 (dd, J =2. 8, 8. 8Hz. 
1H) 6.88 (d, J-2.8HZ, 1H) 6.97 (t, J=5. 6Hz. 1H) 7.14 (dd. 1=2.0. 8. 4Hz. 1 
H) 7.24 (d, J=2. OHz. 1H) 7.74 (d. J=8. 8Hz. 1H) 



mmmm^ ie) tBiciatsiiu %-< y^p^->-3-(4-/ h*->-3-[(2, 

'H-NMR (CDC 1 3 ) 6 : 1.04 (d. J =6. OHz, 3H) 1.16 (d. J=6. OHz. 3H) 2. 91 (dd. 1=1. 
6. 14.0Hz, 1H) 3.05 (dd. 1=4.4. 14. OHz. 1H) 3.57 (sept. J =6. OHz. 1H) 3.82 

(s. 3H) 4.11 (dd. J=4.4. 7. 6Hz. 1H) 4.61 (d. J=6. OHz. 2H) 6.40 (br. 1H) 
6.80 (d. J=8.4Hz. 1H) 7.16 (dd. J =2. 4. 8. 4Hz. 1H) 7.27 (d, J=2.4Hz, 1H) 7. 
26 (s, 1H) 7.32 (s. 1H) 



«0iJldK le) tmmo^fkxmmL, 2-^V:7*ci#*->-3-4-*h+~>-3-[([6 
-(h'J7Mo/ 3-M -3- tT U z?M * )V#-)\>7 5 J ) * 3~M 7i^P/V 




^ff)329 
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'H-NMR (CDC1 3 ) a : 1.05 (d, J=6. 0Hz. 3H) 1.16 (d, J=6. OHz.. 3H) 2.93 (dd, J=7. 
2. 14.0Hz, 1H) 3.04 (dd, J =4. 4, 14. OHz, 1H) 3.59 (sept. J=6. OHz, 1H) 3.86 
(s. 3H) 4.10 (dd. J=4.4. 7. 2Hz, 1H) 4.63 (d, J=6. OHz, 2H) 6.83 (d. J =8. 4 
Hz. 1H) 6.93 (br. 1H) 7.17 (dd. J=2. 0. 8. 4Hz, 1H) 7.22 (d. J =2. OHz. 1H) 7. 
75 (d, J=8.4Hz, 1H) 8.29 (dd. J=l. 2. 8. 4Hz. 1H) 9.02 (s, 1H) 



M330 




3-3- [([3-^oo-5-(h'J7Mo^ J-M -2- tf U VM % )1>&—)V7 ^ J) 

'H-NMR (CDC 1 3 ) 8 : 1.02 (d, J =6. OHz. 3H) 1.15 (d. J =6. OHz, 3H) 2.90 (dd. J=7. 
6. 14.0Hz, 1H) 3.04 (dd, J =4. 4, 14. OHz, 1H) 3.56 (sept, J =6. OHz, 1H) 3.86 
(s. 3H) 4.09 (dd, 1=4.4, 7. 6Hz, 1H) 4.61 (d. J=6. OHz, 2H) 6.82 (d. J=8. 2 
Hz. 1H) 7.15 (dd. J=2. 0. 8. 2Hz. 1H) 7.23 (d. J =2. OHz. 1H) 8.05 (d. J=0. 8H 
z. 1H) 8. 14 (t. J=6. OHz, 1H) 8. 70 (d, J=0. 8Hz, 1H) 
^M^J331 




^iJSWdK ^tmU^m-cmmV. 3- [3- ( I (2. 4- h + ->-5-t'U$y- 

M t> 7*;* -h^->7i =lM -2-<i y y°u an j 

'H-NMR (CDC 1 3 ) 8 : 1.04 (d, J=6. OHz. 3H) 1.16 (d, J=6. OHz, 3H) 2.91 (dd. J=7. 
4. 14.0Hz. 1H) 3. 04 (dd. J =4. 2. 14. OHz. 1H) 3.58 (sept. J =6. OHz. 1H) 3.89 
(s. 3H) 4.10 (dd, J=4. 2, 7.4Hz, 1H) 4.60 (d. 3=6. OHz. 2H) 6.82 (d. J =8. 4 
Hz. 1H) 7.14 (dd, J=2. 0, 8. 4Hz. 1H) 7. 19 (d. J=2. OHz. 1H) 7.96 (t. J=6. OH 
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z, 1H) 9. 10 (s, 1H) 




h^rffih'J^^MOg* /X7h->;H83g*JPA, 6l^raJD^jSS5Ufc. 

;*9MW^>X7JUxt F25g£t#fc. Zl©a^ia4»S:X^y-;i'200mlfc»#L, 
*#T, **-(k*^*^-hU^A3. 3g£JD7Lfc. ^Sl3T2B#P^Jtj$U, tK^JPtL, 

»Blx^;ncT»ittsbfc. fczKBar^^^AfcTifci&u £Ji&ttJE«*8U 

h ;UX >400n I H jg* L , 7 v 7 x X * U JU32m 1 * J: tf>?7-tf k* ~> * D 
[5.4.0]«i7>x-b>22ml^Jjfl^., £ST12ISraiS#Lfc. RJfcjg-&ttfc*£iH]*.» 

•fc?>30g£f#fc. C©ffi^i$fh7t Ho7 7>500mHC^L> 7K50ml&ckLN* 
h»J7xx;P*7>t7^>45g^JP^-> 50t:T3P#r^*t-bfeo *gJ££«Eg*U 2- 

JW*;UA7S F20falK»#U ^H»v*-^^- F55g. h'JI^X$> 
43ml M;L> iiSCT4BP B lH#Lfc. Sl&S^lCzKSrJPA, RSx^;ra*ffl 
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3^ (10:1-2:1) »ffl»IBJ:D»=^JI/ N-[5-(v* h*'>*3\>W-2-:7;k*n 

^>s?;H h30g£t#fc. 

'H-NMR (CDC 1 3 ) <5 : 1.44 (s, 9H) 3.30 (s. 6H) 4.36 (d, J=5. 2Hz. 2H) 4.90 (br. 
1H) 5.34 (s. 1H) 7.02 (t, J=9. 2Hz. 1H) 7.16-7.46 (ra, 2H) 
0«a»2b) 



%=^^)V N-[5-(v;* V*=s*3-)\>)-l-7 )V*ui>?Mf>-n-?- h30g£ 
fh7t HD7^>300mltC^t, lN-&&80ml£an^*#T20#lg#Lfc. 

^^^i/^AtaJIU Jg«S&«JEg*U N-12-7 

'H-NMR (CDC1 3 ) <5 : 1.45 (s. 9H) 4.43 (di J=5. 6Hz. 2H) 4.98 (br, 1H) 7.19 (t. 
1=8. 8Hz, 1H) 7.79-7.85 (m. 1H) 7.90 (dd. 1=2.0. 7.2Hz. 1H) 
g£jg0iJ332c) 



ftfl^iTOTiU lE?'?^ ff-5-[(2, 3-f T 1 /?/^^) 

)V)-l-~7)V*U*s>z/)Vtl—n-?— h&'&tzo 

"H-NMR (DMSO-d 6 ) 6 : 1.38 (s, 9H) 3.06 (dd, 1=9.2. 14. 0Hz. 1H) 3.34 (dd. J=4. 
0. 14. 0Hz. 1H) 4. 12 (d. J=5. 6Hz. 2H) 4. 81 (dd. J=4. 0. 9. 2Hz) 7. 05-7. 20 (ra. 
2H) 7.35 (t. J=5. 6Hz. 1H) 7.93 (s. 1H) 
»#J332d) 




F 
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CI 




NH 



0 



H««261tP«©^ffiT«l31t, Hl-5-[(2.4-S?^y-l. 3-^77^ >-5-f 

'H-NMROCIj) 5 : 3.17 (dd, J=8.4. 14.4Hz, 1H) 3.26 (dd. J =4. 4, 14. 4Hz. 1H) 
4.45 (dd, J=4.4, 8. 4Hz) 4.59 (d. 1=6. 0Hz. 2H) 6.61 (br, 1H) 6.96 (t. J=9. 
2Hz. 1H) 7.04-7.11 (m, 1H) 7.20-7.29 (m, 2H) 7.36 (d, J=2. 0Hz, 1H) 7.80 
(d, J=8.4Hz. 1H) 



mm&m\tmm<Dij&r*mmis, ni-5-[(2.4-v*^v-i. 3-f7 > /7>-5-r 

M *?M-l-7)V-*W<.>i?)V-l->7UU-H-* h^X>X75 K£#fc„ 

'H-NMR(CDCI 3 ) 5 : 3.15 (dd. J=8. 6. 14. 0Hz. 1H) 3.32 (dd. J =4. 2. 14. 0Hz. 1H) 
3.76 (s. 3H) 4.44 (dd. J.=4. 2. 8. 6Hz, 1H) 4.59 (d. J=6. 4Hz, 2H) 6.76-6.86 
(m. 3H) 6.95 (t. J=8. 4Hz. 1H) 7.03-7.08 On. 1H) 7.27 (dd. J=2. 0. 7. 2Hz. 

1H) 7.69 (d. J=8.4Hz. 1H) 8.46 (br. 1H) 

£3500334 

^0 0 0 



%m&m\ tmmvjjmrmmv. ni-5- i (2. 4- v-i. s-fjy^ >-5--r 

'H-NMR (DMS0-d 6 ) <5 : 3.07 (dd, J =8. 8, 14. 0Hz. 1H) 3.34 (dd. J =4. 4. 14. 0Hz, 1 
H) 3.90 (s, 3H) 4.47 (d, J=6. 0Hz. 2H) 4.82 (dd. J=4. 4. 8. 8Hz, 1H) 7.00-7. 
30 (id. 5H) 7.70 (d. J^8. 0Hz, 1H) 8.63 (t, J=5. 6Hz. 1H) 12.03 (s. 1H) 
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»r f n f 



0 



HiSW61<h|5l^©^?iT«L, N3-5-[(2,4-->***V-l, 3-^7^7 >-5--f 

'H-NMR(CDClj) <5 : 3.07 (dd, J =9. 6, 14. OHz. 1H) 3.34 (dd. 1=4.4. 14. OHz. 1H) 

3.97 (s, 3H) 4.50 (d, J =6. OHz, 2H) 4.83 (dd. J=4. 4, 9. 2Hz, 1H) 7.08-7.20 

(m. 3H) 8.07-8.14 (id, 1H) 8.26-8.33 (id, 1H) 8.74 (t. J =6. OHz, 1H) 12.03 
(s. 1H) 



mmm^tmrn^mx-mmv. N3-5- [ (2. 3-^7^/7 >-5--r 

'H-NMR(CDClj) <5 : 2.43 (3H. s) 3.07 (dd. J=9.4. 14. OHz, 1H) 3.40 (dd. J=4.0. 

14.0Hz. 1H) 3.96 (s. 3H) 4.49 (d, 1=5. 6Hz. 2H) 4.82 (dd. J=4. 0. 9. 4Hz, 1 

H) 6.94-7.00 (id, 1H) 7.10-7.30 (id, 3H) 8.02-8.10 (id. 1H) 8.64 (t. J=5. 6Hz. 

1H) 12.02 (s. 1H) 



mffifrm tmm^mvmm u N3-5- [ (2. a-h** 7-1, 3-^7 v? >-5-r 

'H-NMR(CDCI 3 ) <5: 3.02-3.10 (id, 1H) 3.27-3.36 (id. 1H) 3.90 (d. J=2. OHz, 3H) 



0 



0 
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4.10 (d. J=2.0Hz. 3H) 4.49 (d. J =5. 6Hz. 2H) 4.79-4.84 to. 1H) 6.48 (d, J 
=8.0Hz, 1H) 7.08-7.27 to, 3H) 8.13 (d, J=8. 0Hz, 1H) 8.48 (t, J=5. 6Hz, 1H) 

12.01 (s. m 




nmmmtmmojj&xmmh. N3-5- [ (2. 4-5***y-i. z-^yj? >-s-f 

'H-NMR (DMS0-d 6 ) 6 : 1.33 (t. 1=7. 2Hz. 3H) 3.07 (dd. J =9. 6, 14.0Hz. 1H) 3.35 
(dd. 1=4.4. 14.0Hz, 1H) 4.43 (q. J=7. 2Hz, 2H) 4.49 (d. 1=5. 6Hz. 2H) 4.85 
(dd. 1=4.4. 9.6Hz. 1H) 7.06-7.30 to. 4H) 8.12 (dd. 1=2.0. 7.6Hz. 1H) 8.2 

7 (dd. J=2.0, 4.8Hz. 1H) 8.63 (t. J=5. 6Hz. 1H) 



HiiSffJ339 




mffiM2s\tmm(DjjmT:mmv. N4-5-U2, 4-v:**7-i. z-z-tv? >-5-< 

'H-NMR (DMS0-d 6 ) <5 : 2.61 (s. 3H) 3.09 (dd. J=9. 6. 14. 0Hz. 1H) 3.35 (dd, J=4. 

4. 14.0Hz, 1H) 4.44 (d. J=5. 6Hz. 2H) 4.85 (dd. J=4. 4, 9. 6Hz, IH) 7.10-7.2 

9 to 3H) 7.46-7.55 to. 3H) 7.90-7.96 to. 2H) 8.81 (t. J=5. 6Hz. IH) 12.03 
(s. IH) 
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nm&m 1 1 mmo^-cmm t , ni-s- i (2, 4-5***7-1. 1-? 775 >-5-< 

'H-NMR (CDC1 3 ) 6 : 1.25 (d. J=7. 2Hz ( 6H) 2.94 (sept. J=7. 2Hz, 1H) 3.19 (dd, 
J=8. 8. 14.0Hz, 1H) 3.36 (dd, J=4. 4, 14. 0Hz, 1H) 4.50 (dd, J=4.4, 8. 8Hz. 1 
H) 4.64 (d, J=6.0Hz, 2H) 6.61 (t, J=6. OHz, 1H) 7.00 (dd, J=8. 6, 9. 6Hz, 1 
H) 7. 08-7. 14 (m. 1H) 7. 25-7. 35 to. 3H) 7. 68-7. 74 (m. 2H) 9. 04 (br. 1H) 



'H-NMR (CDC l 3 ) 6 : 3. 19 (dd, J =8. 8. 14. OHz, 1H) 3.39 (dd. J=4.4. 14. OHz, 1H) 
4.50 (dd. J=4.4. 8. 8Hz. 1H) 4.76 .(d. J=6. OHz. 2H) 6.98 (d, J=2. OHz. 1H) 
7.03 (t. J=9.0Hz. 1H) 7. 10-7. 16 On. 1H) 7.30-7.42 On. 2H) 7.77 (d, J =2. OH 
z. 1H) 7.83 (t. J=6. OHz. 1H) 8.06 (d. 1=8. 8Hz. 1H) 



mm^m\tmmoy^mrmmi,> ni-5-[(2.4-v**v-i. 3-f7 i /7>-5-^ 




H^J342 
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•H-NMR(CDC1 3 ) <5: 3.14 (dd, J=8. 8, 14. OHz. 1H) 3.33 (dd, J=4. 4. 14. OHz, 1H) 
4.44 (dd, J=4.4. 8. 8Hz, 1H) 4.62 (d. J=5. 6Hz. 2H) 6.97 (t, J =9. OHz, 1H) 
7.04-7.16 (m. 2H) 7.23 (dd, J =2. 2. 7. 2Hz, 1H) 7.35 (d, 1=11. 6Hz. 2H) 7.48 
(d, J=8. OHz. 1H) 8. 17 (t. J =8. OHz, 1H) 




mm&mitmmcDMT'mwL. N3-5-[(2,4-v^y-i, 3-^7v*?>-5-f 

'H-NMR (DMSO-d 6 ) 6 : 3.00 (dd, 1=9.6. 14. OHz. 1H) 3.28 (dd, J=4.4, 14. OHz, 1 
H) 3.84 (s. 3H) 3.91 (s, 3H) 4.03 (s. 3H) 4. 42 (d, J=5. 6Hz. 2H) 4.80 (dd, 
J=4.0. 9.6Hz. 1H) 6.49 (d, J=8. 4Hz, 1H) 6.95 (d, J=8. 4Hz. 1H) 7.06-7.15 
(m, 2H) 8.17 (d, J=8. 4Hz. 1H) 8.40 (t, J=5. 6Hz, 1H) 
HM344 

) 

NH 

I / 0 

»#J261<hl^M&«SU N3-5-[(2.4-v^V-l. 3-5P7V^>-5--f 

'H-NMR (DMS0-d 6 ) <5 : 3. 03 (dd. J=9. 6. 14. OHz. 1H) 3.30 (dd. J-4. 0. 14. OHz, 1 
H) 3.87 (s. 3H) 3.99 (s, 3H) 4.43 (d. J=6. OHz. 2H) 4.80 (dd. J=4. 0. 9. 6Hz. 
1H) 6.95 (d, J=8. 8Hz. 1H) 7.05-7.20 On, 3H) 8.13-8.20 (m. 1H) 8.27-8.33 
(id. 1H) 8.63 (t. J=6. OHz. 1H) 12.01 (br. 1H) 
»ffiJ345 
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NH 



mffi0mitmm<D%&-zm®is. N2-5-K2. 4-^**7-1, 3-^775 >-5--r 

'H-NMR (DMS0-d 6 ) 6 : 2. 54 (s, 3H) 2. 98 (dd. J =9. 6. 14. OHz. 1H) 3.24-3.31 On, 1 
H) 3.82 (s, 3H) 4.44 (d, J=6.4Hz. 2H) 4.79 (dd, J=4. 4, 9. 6Hz, 1H) 6.95 (d, 

j=8. 4Hz, 1H) 7.05 (d, J=l. 6Hz. 1H) 7.11 (dd, J=l. 6. 8. 4Hz, 1H) 7.45 (dd. 

1=1.6, 6.8Hz, 1H) 7.80-7.90 (m, 2H) 8.85 (t. J=6. 4Hz, 1H) 11.99 (br, 1H) 

mi 



nMM2b\tf5im<Djj&-T:®mV, N2-5- [(2,4-^*7-1. 3-3^77? >-5-f 

'H-NMR (DMS0-d 6 ) 6 : 2. 98 (dd, J=9. 6, 14. OHz, 1H) 3. 30 (dd, J =4. 6. 14. OHz, 1H) 
3.79 (s. 3H) 4.38 (d, J =6. OHz, 2H) 4.78 (dd, J=4. 6, 9. 6Hz. 1H) 6.94 (d, 
J=8.2Hz. 1H) 7. 13 (d. J=8. 2Hz. 1H) 7.15 (s. 1H) 8.35 (d, J=2.0Hz, 1H) 8.64 
(s, 1H) 8. 94 (t, J=6.0Hz. 1H) 12.02 (br. 1H) 



mMM2b\tmm<Dl5&T~mWL. N2-5-[ (2. 4-^*7-1. 3-^775 >-5-< 
M h>->^>^-3. 5-v^^U-2-t:U 5»#;MMr-*5 FZmfz 

■H-NMR (DMS0-d 6 ) 6 : 2. 31 (s, 3H) 2.52 (s, 3H) 2.97 (dd, J =9. 6. 14. OHz. 1H) 
3.28 (dd, J=3. 8. 14. OHz. 1H) 3.80 (s. 3H) 4.38 (d. J=6. 4Hz, 2H) 4.77 (dd. 

J=3. 8. 9. 6Hz, 1H) 6. 93 (d. J=8. 4Hz. 1H) 7. 06 (s. 1H) 7. 10 (d, J=8. 4Hz. 1 
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H) 7.55 (s, 1H) 8.28 (s. IH) 8.79 (I, J=6. 4Hz. 1H) 
H^J348 




'H-NMR (DMSO-d 6 ) <5 : 3.03 (dd, J=9. 0. 14. 0Hz, 1H) 3.30 (dd, J=4. 0, 14. OHz, 1 
H) 3:69 (s, 3H) 4.16 (d, J=6. 4Hz. 2H) 4. 46 (dd. J=4. 0. 9.6Hz, IH) 5.59 (t, 
J=6. 4Hz. IH) 6. 63 (d, J=8. 4Hz. IH) 6. 95 (d. J=2. OHz. IH) 7. 03 (dd, J=2. 0, 
8.4Hz. IH) 7.64 (d. J=8.4Hz, 2H) 7.85 (d, J=8. 4Hz. 2H) 8.95 (s. IH) 




nm&m\tmm(Di5m~c®mL, N5-5-1 (2. 4-^**7-1, z-t-tv? >-5--r 

M *<?M-l-* h^v^>v f ;W2.4-v^^;l'-5-bf US^^^^S 

'H-NMR (DMSO-dg) 5 : 3.14 (s. 6H) 3.03 (dd. J=9. 6. 14. OHz. 1H) 3.30 (dd. J=4. 
4, 14.0Hz, IH) 3.79 (s. 3H) 4.36-4.40 On. 2H) 4.82 (dd. J=4. 4, 9. 6Hz. IH) 
6.94 (d. J=8.8Hz, IH) 7.06-7.16 On, 2H) 8.63 (s, IH) 8.88 (t, J=5. 6Hz, 1 
H) 12.00 (br. IH) 
1MM350 
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Httfl261£W*©#J*T8l3U N5-5-l(2.4-5***V-l. 3-^7 x /7>-5-< 

'H-NMR (DMS0-d 6 ) 6 : 3.00 (dd, J =9. 6. 14.0Hz. 1H) 3.28 (dd, J=4. 0. 14.0Hz, 1 
H) 3.82 (s, 3H) 3.94 (s. 3H) 4.03 (s, 3H) 4.40 (d, 1=6. 0Hz. 2H) 4.79 (dd. 
J=4. 0. 9.6Hz. 1H) 6.94 (d. J=8. 4Hz. 1H) 7.05-7.15 On. 2H) 8.36 (t. J=6. 0 
Hz. 1H) 8.72 (s. 1H) 12.00 (br, 1H) 



HM351 




'H-NMR ( (DMS0-d 6 ) 5 : 2.96 (dd. 1=9.2. 14. 4Hz. 1H) 3.26 (dd. J=4. 0. 14.4Hz. 
1H) 3.79 (s. 3H) 4.15 (d. J=5. 6Hz. 2H) 4.39 (dd. J=4. 0. 9. 2Hz. 1H) 5.82 
(I. J=5. 6Hz. 1H) 6.67 (d. J =8. 4Hz, 1H) 6.70 (s. 1H) 7.02 (d. J=8. 4Hz. 1 
H) 7.28 (d, J=8.4Hz. 1H) 7.88 (d. 1=8. 4Hz. 1H) 8.16 (br. 1H) 
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m 



1. -«5£ 




7)V*)VT*m. M3$ticl&^b6WW Fn*i/7)V*)m. mMmtz^LS<D/\ 
^h'D+y7J^+yS> ^&lftv>L6©/W Kd*^7;WU^:*S> 
1&^L6©7$7 7;MMI^ j^&lft^L6<E>75 ;7Jl/3+yS, 

mmmn.^h\i(D7 )vn*^7 )v*)vm. vmmt^i,n<D7 jm*->7 >vn* 
->s> mmmt^L\2(D7)i-=i^'>7)v^)v^m. mmmfs.^hi(D^^n7 
)i*)vm. j%mmte^is7(D^t>n7)i'*)i'**^m, mmmu^w<Dis?a7 

->g. j%mmte^vb(D7)i>r-)ittm. mmmu^^<D7)i^^)vm, mm 
^2^^L6©7 mmmtz^is§(D7 )v*=-)v?-*m. mmm 
u^v\2<D7V-)im. ^«6&^u2©7U-jm-*>s. mmmu^^no) 
7'J-;h i *s. mmmt,z.^i,\i<D7)v*)V7v-)^ mmwat£^is\iv>7 )\> 
^;u7U-;^+>'S, &mmti^\s\m7 }i*)V7 mmmti^ 

\,\m7y)v*)v^*%* \utw&s*tz\t-m%i£. ^tcutn^ni^oym 
ms^wtruTfecti/K mmmte^Ls<D7)i*u>g:. mmmtz^ 1^07)1 
^-\s>mhL<\mmmt^L§<D7)\s*-\sym$: \mtw^. £fc«^n 
^nm±(Dmmm^Lx^xh^\ mmmuh^<D7 )i*\s>&, mm 
uh^<D7)v^-u>mhv<\mmmt^L^(D7)^^u>m^ imm'tis. 
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Tfc&v*. &Mmt£^\sW7)v*)v&, $k%mti^vwmtt5ife7Z/)i&, &l 
<\tmmmfe^\si$(D%mm7i/)\/&&^n?n7ji-T) T^$n^>S5:^To <a 

Sfcli2,4-Wy5 : 7y , Jy>-5-'f , JT>STSS^^i<. ; 

^mm^i^6<D7)^^u>m. t>u<at/w ko^^i^*, 

(^^TQttSI^S^SfcttWtStK^*^) . — CQNR*- (C^TQUbu 

t>L<tt^sd»7i&^ui9©^rSK7->;w3i*^n-€ r n*-r) . -mpcq- (^^tq, 
R x tt^n^nB5tB^«^i5]i;s^^-r) . -so 2 nr x - (ccTR'tetuie^fciwicg 

£^T) . -NR*S0 2 - (R x tttaiBJ£«Jw^i:S&*-r) . fcL<tt-NR x, CQNR rt - (d 
H T'Q^BUffi^^tC |s] US * > R* 1 * fc ttR'Hi-^n-^niiJ- * o T7K^ I^f » 

*;i/5;ps, £fcfct^n^ni&±©M&£*rLT^T*>&i^ gi*»i&nL6o 

7;P*JhS, ^*^[2^V>b7©lgJ»«l7v';US, fcL<tt££»7fcl>U9©3£# 

^7->;i^s^^n j ?n^-r) T^sti***^. du ±iB©^«ni3^T, t 
ifiM&GX'&Q* Mmmm=?x$>zm&*B<o mm±v>mmmz&isx^ 
xhx<. m±<D^nm^^i,x^xh^\ fcmmtz^LiHDizmmsiit 

Y^L=^X-T— 
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R 1 

— M^-W 

2. -#5£ ( i ) iz^x. wt))m>Mx&zm&m i $Emo)ti)^>mm 

4. (I) iCfel/iT, mZtfZ t>\Z0fr<b4<D^&m%GVX^Xh£^ 

>v>mx&%mim\&tc\$2%mot>)Vi£>w£mfc, ^fet<i^©x 

5. (I) tfe^T, X^-^-CQNR'- (HZIT'Q, R*teffifB£iiK|H| D 
S^^T) £fcte-NR x CQ- (ZZ.XQ. MZM&fem\zm CSfc^-f) T-^£n3 

^vn0^m^it^mmxh^m^mi^fc\t2?im<Dti)^>mmm^. ^© 
£ 2 tern© # ;'u# >k»s * om. h l < « -t ox * x * & b ©?jc 

9. (I) fcfcHT, R'*«^-n^niR±©BiftS*WLTt»T i b«J:^. k 
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oa>& 4 ©s&g £ w t t t) i ^ ^ >-tr >mx' $> s it a<m 1 £ & 2 1 Bm^ * 

1 0. (I) t'i^T, X#-j&5£-CQNR*- (dilTQ, RHiBufB^^IWI 



1 1. 



I&^L6©7 5y7;WV», ^iCl/«£ViL6©75y7^3^vS, 0*3?t$:l& 

7^vit6w\oy>'ft7;W3^->s, ^^i^^U6(75Ao>f>-(i:7;i/^r;^^-S> 

->S, ^^2^^bl2<D7;m + ->7;Wl/?«, ^$c3ft^L7<7»^D7 

mtz^\,w7)\<*-)\<**z/m, m.mmu^§<D7 mmm 

fcV^U 12(07') ^mmt^h 12(7)7 U-^t+yS. jkHW^ L12<D 
7U-;^^S, ^i!c7^V^18©7;i/^;i/7 , J-;l'S, Mf!s$c7&^L18©7>'l' 
^^U-JM-^S, m^^7^^L18©7;^^7U-;U^^*, i*?!t$:7&V> 
1 18©7 7 JUKI'S, i*^7&V> 1 18©7 ^Mr^:** ->Ife U < «m^^c7^^ 




R 
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^nitt±©«Jfc£*WLWTfc«fcK £*Rlfc^U6©7;Mrl'>£, m^^2 

£fc«^n^ni£JU©s&g£WUWTt>«fci^ ^»ifcv>L3©7;M i u> 

S, wmmte L3©7;Hr^ U>a*> L < ttpUH»2fcV> L3©7;Wr^ u >s 
£ ; Wtt2.4-i?^V^7l/U> f >-5-'f;U^ 2. 4-5?^V5 1 7»/ , J 5?>-5 

— f Dx>*» *;^^->^S, S^te-CON^OR' 2 d^TR", R ,2 «^-ti^*niH| 
<a^^775:^L,i9©^«7v;ps^^n-^n^-r) T^snsss^-t. (i 

Lx ±E©3E«lci5V>T, T^#^T$)D, W^2.4-^^V^77U> ? >-5- 

^^^2/ctViU6©7Jl''b--^>^ feKa/WHD+i/^fl/^. 
«5t-CQ- (d^T-QttK^S^^&ttSSHJS^^i") » -CQNR X - (CdTQteifr 

bb^skisu^s^ R»fc**iK*\ *fctt=¥-n-e r ni£Ji±©aift*WL 

T^Tfc&tr^ #l3l&lfcV>L6©7-Mr;i'g. ^»2ft:ViU7©IBIftSe7v;WS» 
t>U<tt^3JS«c735:V»L19©3fS«7'>;WS*-?-n^ f n^-r) » -NR'CQ- (JL 

wz^n?nmttm\zmc&%7K-?) , -so 2 nr x - (^dTRnsins^^^iwics 
^^T) , -nr x so 2 - (wmmfemzmvm**?) . *>L<te-NR x, cQNR x2 - (z: 

^T-QteitufB^Si^CS^ R ,, Sfc«R x2 tt-^ti j e r ni5l-SfeHS7 t e j:oT7K^J^^, 

^s^g^n-en^t-) T-7K$ft&g£^-to <su ±fB©£«fcfcv>T, t 
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— — W 

mmomm. 

i3. ppar a , 8&&tfr<DVV7)V7zs-7,vftm\zm^<mmxh%nim. 
1 1 mwwmm. 

M^/B£fctePPARa, /3^3ctr/r © h U y;U7=i^X Kft^^Wsift^S^ 
TKM^PPARaiDctrJr ©xjl 7^7^-7. Mfffl SfctePPARa, j3*5cfc^r 
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